Document made available under the 
Patent Cooperation Treaty (PCT) 



International application number: PCT/JP04/019582 

International filing date: 27 December 2004 (27.12.2004) 

Document type: Certified copy of priority document 

Document details: Country/Office: JP 

Number: 2004-321117 

Filing date: 04 November 2004 (04.11.2004) 



Date of receipt at the International Bureau: 07 April 2005 (07.04.2005) 



Remark: Priority document submitted or transmitted to the International Bureau in 
compliance with Rule 17.1(a) or (b) 




World Intellectual Property Organization (WIPO) - Geneva, Switzerland 
Organisation Mondiale de la Propriete Intellectuelle (OMPI) - Geneve, Suisse 



H HI # St Jt 

JAPAN PATENT OFFICE 



PCT/JP2004/019582 
21.01.2005 



<7) #m lcfB« ^ -c ;i> ii T la o tB t:: sB « $ tL -c 

This is to certify that the annexed is a true copy of the following application as filed 
with this Office. 

fflS^HH 2004^11^ 40 

Date of Application: 

ffi H # 2004-321117 
Application Number: 

[ST. 10/C] : [JP2004-321117] 



m M A 

Applicant(s): 



) 

) 




miE#-^ ffiiE# 2005-3026716 



11 2004-321117 



^-v?: 1/ 



[mfXitmm] 
m^xit^^^ 



P05651611 

i ra i e - 1 s 

m^^PvXp JIIE:lk«W 1 T@ 1 6 - 1 3 
m:^IPvXpJllE4l:^H ITB 16-13 
m^fPyXPJllE^bSH 1 T@ 1 6 - 1 3 

^-pMKpiwmtMn 1 T@ 1 6 - 1 3 
■M'M$m'pn\mtMm i rs i e - 1 3 

000002831 
110000084 

100068700 

mm H# 

100077562 
100096736 

4' mi 

03-3669-0904 



ffiiE#2 005-3 026716 



mm 2004-321117 



2/E 



IMilLfzitmA] 

[#a±i 

[mmu] 

[mils] 



100117156 

100111028 
lil^ 1f A 
100089048 



3 



100101317 



#M2003-434726 
¥^5^12^ 26 0 

#112004- 12154 
^^16^ 1^20 0 

164232 
16,000R 

mmmmm i 
mmm i 
mmm i 



miE# 2005-3026716 



mi 2 0 0 4-3 2 1 1 1 7 V : 1/ 



[%mm 1 1 

-ik^ (I) 



0 




(^4'. A r i.Rri'^A r2{i^ ^M'fimiLK. 1 L 3 ji(7>gm***1-^ ^ ^ ^ ^ ^ 

^^^L (f^/fL. A r i7^n ^v^L31®<7)g3^^^^-t^ 5 L < 6Mco3§=«^I* 
m^-t?*;5.J#'^. A rati 1 5&V> L 3 fflc^«m»^^-r ^ ^ t ^ $> ^ 5 % L < It 6 ^<D^ 

^} . A r 1 5 ^ L < {± 6 
A r 2 1 'fcv^ L 3 jiOSmS^^i"^ 5 'fc L < 6 ^<75^^J^^I^J»Xt±Sm 

*i-^^S:^T;^^;vft=^;t^'^)•7Jl-;v*trabi9^ A r i75n L 3 'iI<^*^^*^•t■ 
^ t 'fc ab^ 7 ^-JW^-e^;?)^^. A r2}± 1 '&v^L31S(^Mm*'lr*i-^ 5 ^) L < 

L < {± 2'fi<7)gm^^^i-^ r ^: ^)^^T 5 y*. 1 ^ L < i± 2'fi(7:)M$^*^^i-;& r 

m^m 3 ] 

A r 1 /6^^fim»^^ $ ^ 5 ^Xti 6 ^ l9 . A r 2 5& L 3 'fS 

im^m 4 ] 

A rii)m^^^^ ^ ^^^^ 5 MXit 6 M<D^^mMmM^X-^ ^ . Ar2:^m^&t LX 

[»M 5 ] 
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[0 0 0 1 ] 
[0 0 0 2 1 

xiiU>{±. ^< ;6^^iflL/hM»©J*t Lr'^^ffi^:^^■r ^-c*3 19, ^<D%mti Q75K 

com#tC^#$tLfc«<^KiJP^I^]^^:^^>« iS'T-t-U LTtAP T (An t i p 1 a t 
elet Trialists'Collaboration) X-WM'&iiX^^^ 
lt:fcfti;l#FS) o LTj^L^fcTi^^^. T:^tiv^(i. Ifli^offiifiL. v^;bt9)^T;^ii'; 

0 0 A I' 1 Ao#J^t?jg § T 2 #Ks) „ 



TJ^tfU >c7)iflL/H£fM*WltlJ'f^fflt±> n^drv^'^--tr (Cyclooxygen 

^v-r^--lf-l (COX-1) h v'^n:t^'>^^--tf- 2 (COX-2) i)^^^. T 
>^ti'J >{i15:ffifi-^-C0X- 1 ^M4l^a^icffi«L-C]flL/MS(7:>^M**miJ1-^^^ COX- 

o 'feis, #y^7^n^ Kt»ife^^«i, COX- 2 ^il^fi^t3Pfl#L"C^«#^^7J^^^ 



^ C O X - 1 ISOTffi i ^ SIiP*»^MiJ^^ffl i;LT#d-t^^e). COX-1 Plt^'f^^ 



:intx\z^M^im'^^ir^}£^v-)i^mmi^tLxa. ^t^m (a) 



[0 0 0 3] 



[0 0 0 4] 



[0 0 0 5] 



[0 0 0 6] 




[0 0 0 7] 

[#K^« 1 ] s^wm 2 5 8 6 7 1 3 -^mmm 
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mWt-Xm2] wo 97-29774 

mm^^m hbmj, s o sm, 8i-io6k, 1994^ 

[##lt«2] BM J , 3 2 1^, 1 1 8 3 - 1 1 8 7M, 2 0 0 0^ 
i$mVfXM 3] Neurology, 57^, Suppl. 2, S5-S7H, 2 

0 0 l^^f 

mmf^Xm 4] Drugs Today, 35^, 251-265 M, 1999^ 
mm^^m si Chem. Pharm. Bull. , 45%, 987-995 M, 

1 9 9 7^ 

[0 0 0 8] 

L/O-L. ^t^m (A) <D::!y-rytmikA^nmKMir^ 1 csoimis . 3x10-^ 

M-e-^^. cox- 2 t3MLT{iC::}xJ: ^^S^v^iaWMtt^^i- (IC5o1t2. 4X10"^ 

M) o mmK. ^t^m ( b ) (Dik^^mmmmmmm i>^<Dcox-2 km-t ^ mm^'\± t 
o -t?\ c o X - 2 ^m-t^^t iisk4^mmmmm tLx it'&ir l ^ 0 1 1 

[0 0 0 9] 

I) ■^^^tL;?,tf 7y'-;vfl^#^^ cox- iWC0X-2^mm^h^'i^^j:<'^^ts 

-r^jiio^. if^m^t. (I) 
[0010] 

Ut2\ 



0 




[0011] 

5 ^> \^ < \i & ^.(D^mmMm^y^^t i >&v>L3'[@cos3^^^:ti-^- 1 ^>**'7^->'v 

S'^^L (TtfiL^ A ri>&«l ^v^LS-fSOgmft^^^i-^ 5 ^ L< {4 6*O^W« 
^*-e*;S.:^^. A r2ii 1 ^V^ L 3 'dO-gJ^^^^'T ^ ^ ^^;|) 5 ^ L< (4 6MO^ 

An i^m^^^^^^ti:^^ 5 ^ L < « 6 ^ 
m-^. A r2l± 1 >&v>L3ffi<D«3^S^^-r^ 5 L < 14 6 M^3§=«m*^^3li4fil^ 
^h'LXli, L< {4 2'fi<7)Sm&=^^t-^*^V^^'^^ JV*X{4 1 ^> L< (±2'fSC0«m*^ 

-r^ ^ h^^Z>y :^-)\^mx^^^^. A rati 1 ^fe v> L 3 j@<^«m*^*t-^ 5 ^) L < 

2m<omM^'^^^^ ^ t ^)*;g.te^T;v^;v*. i ^> L < « 2'li<7)gm*=^^-r^ - 
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=Sr^L ; _ 
[0 0 12] 
[0 0 13] 

[0 0 14] 

*i&0^<^^b^tJ (I) . ^Kh<Dm.iyL<iimmm^. xit^(Di^<Dmtm^^ii. co 

X-123iO^XOX-2^|51*-r-2)C^^;<§i::f3t:: i!a.yhmmm * t . ikmm ^mtiiz 

^) . Mm.nmsfa.mmw i-MmmMm.mr^ (tia) . i^ss^) . Mmstmmw. a 

xjflLi=m^f^pg*> mW}MK4 y ^-^y^y 3 y (^miR^-^'-f (cagb) . f^Mt 

«^S!jMf^J3X#i (PTC A) . ^xvh^a^) m^0JfiL#:14Pfi^^ If • Wilts 

[^gg ^ ^Jfe-f ;z> 7t i6 (DW^(OWm\ 
[0 0 15] 

[0016] 

A r i®:CfA r2T'^$:?^'^)^««*«{±. 5 Xtt 6 M<^^«1S*Jm^^* ^) > * 
fr-^ll i: L T t± , e y V V V - ;v^. t° V 5 v - t° ^ v - "7 V 
, li°ni;;v^. -f ^ i^^'V" V hUTV^U^V^. :t^^j-V" 

A r 1 t^^ A r 2 t:-^ $ ^^ ^ "7 ^ - B ^ fiJ^S^ L T {± , ( 

1) ijL\t2m(omM^^^-f^^t^^^m^T)v^)^m. (2) /ah^v^. (3) 

7Rm*> (4) vT/*. (5) t ^>*^»T;V=r^v*s (6)T 

(7) i^mr (8) ®,mT;v3^v:^' ( 
9) (1 0) ^g:^T;^^;^x;^.i^-;^^.. (ll) lX«2jiosm^ 

- ^: ^ab'&T ^ (12) 1 Xt4 2 j@<7?sm**^-r ^ ^ t ^v^-^"-^ 

-f^V*. (13) 1 Xt± 2<@<7)'fg:mT;v^;i'*'^'-gJ^$:fxS ^ t 'fe^^T 5 y 

(14) lX{i2'f®69em**^^^-^ "Ji^S 4 ^v^L 7M<7)lt«««s ( 

1 5) m-^^^^-f^^t ^^^jai^TJv^-;^^. (16) gm^^^i-^- 1 

jg:mT;v^^;v». (17) S^^^^^i"^ ^ t ^ ^^MT;V3^? 7 ^ ;v»#^^tf 
[0 0 17] 

(1) ^«:|I^i^^:?g.r/-7ai-;V^±c7)g3^^-t:-^^ lX{4 2l@<^Sm**^-t-^ i 
t^^Z>m^r)V^)l'^t\t. (a) 7X«. (b) /^^^V^. (c) 1 ~ 6 (7) 

SiW. ^^^icXi±Jm<^T;i/a^v*. (d) 1 ^ L < J4 2 IHcoSm^^^-T^ - i: ^ 
^^T^y^s (e) R^i5:i ~6<OT;v^;v^t?sm$tt;5)^ t %ab*:*>'v^-^^-=&^''^* 
> (f) m^*^2 ~ 7ot;v=i^v'*;v5^^^>'v*> (g) v;^*:^:^'' (h) It 
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[0 0 18] 

±tB (b) /Noyy^h LTti. 7;i/^nS. ^ u u^RXfyu^m^m^f^ ^ tij^'V 
> ^ ;v ^ ^ =&^tr;g. ^ t y^^'-e ^ ^ o 

[0 0 19] 

(i) 1 ~ 6 ^mitXi±m^OT)V^;vm^ (ii) ^*^2 

~ 7 (7) T ;^ / ^ (iii) T';-;l':^;^^"->'^^^ dv) m^M^^M^M- * =■ 

(v) li:^*iSc2 ~ 7 ct^t;^^^ v:^f (vi) T U - Jl-^^i^:* 

(vi i) M*m 1 ~ 6 (DmM^s ^^'^i> L < iim^(DT )]^^ jvmxumn^mm 

^-egmS'tL-i,^ i: ^>*^:^;^^^'•=&^;^*> (viii) tK^S. (ix) ^*ic i ~ 6 

ii'i^fc. ^i^x T 3 ^ ( X ) Rmk 1 ~ 6 (omm. id-m-kxiim^^ 

T )^^)l^:^)^^- J^&RXf (xi) T V --'V'^;^'-^ — 1 ^) L < {i 2 fflott 

m^-^m^^ LfzT^^ mii^^f hfi^o 

[0 0 2 0] 

ii-e (i) R*©: 1 ~ 6 OT;v^;v^t LT{±^ 7°ne;v^. ^ 

, v'^n^>^;v^^;^*^>65^^lf PjtLi.o (ii) ^*m2 ~ 7 (OT^V:* y LT 

hfh^, (ill) TV -;v:5&;v>K-;v^t LT(i. 7ist«m7 ~ 1 5 (7)T U 

Mx(f^yvM;v^. -ry^jvijjvr^r^^jvm^ii^^n^hMo (iv) ffi^^ll*^ 

tf y V y 5^7^^^'— ^ ^ V y * z-^-^- V y 

[0 0 2 1 ] 

(v) ^tR^ii:2 ~ 7 c7)t;V3^ L-ct±. ^ h ^ v:^;^^^'-;^^. 

h^iy^ jVTi?—)]^^^ y'u 4^ ^ V ii y" h ^ * ;v:^'::^;V^^5i)S^lf ^ :|x;?> „ 

(vi) TU LT{±. R^^6 ~ 1 4 <7)T V v:^/ 

-2) o 

[0 0 2 2 ] 

(vii) T;v^>'i/*XiilB«m*it^-^-*m$tLSii ^*^*;i/>'^~^^;v*t 

;i'5f7;i/^^''t-f v n y°n ti;vy •f-;v:^ v iJ' y •5^;^::^ 

y •5^;i/y°n y f- y y" uhijvij 4 )^^. y ;^ v ^ 

n yn t: y v ^ n y°n t:;vy ;v/'^^^'i' ; Mt-T-tf-f-i/ 

y 5f;;vy-?-t-i' tin u >>'y:*;i/y-?^-f tf^ V v > ;^ ^'V^'^-^-i' ti^'^vy 

tfy yy*;v^N'^-f ;v^. ^' ^ iJ^y^V i^~y * ^i^^^^^-Y ^v^. jj^^tf^^ 
y :^ ;v/^"•=E -f U y *;vy?^^ ^:t^;V'-}^U y *;^^^'^-r;v*^«o 4 
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n/^>f^;i/:^^ v^^^^'^if i^^x^o (x) T;i/^;^;^;v*^;v 

;vs. n^>^;vy^;v*^;v*^/&^~^tf ^tL^o (xi) r t LT 
ti^ ^^ifc6 ~ 1 4 COT >; -;^;^>'^*->'^*^ #i|x.if 7 j^— p-hJi^-x. 

> X ;v — 7 ■5"- ;v X ;v tL;& o 

[0 0 2 3] 

( i ) (xi) (Dm^m^-t^^t'h^:hr)i^^)i^mtLXli. ^f- 
[0 0 2 4] 

ft, tKndrv^^;v^, 2 - t: Kn ^ v j^^;l/ft, 3 - Kn :3p-/n tf 2 - ti K 
n:3f-7°n ti;vft, 2 - 7;V:^na^f^;v^, 3 -y )V-^u-fu \£]vm. 2 - •7;V:tn tf 
;vft^ 2 -•7;v:rnv^n7°nii;v^, 2 - n naif-;vS, 3 - ^ n n ■7°n t:;vft, 2 
-^r nn 7°n t:;vft, h U y;^:^ n p{ ^h^v^^;!/^. h ^ ■5^;^ft, y 

n:f?dp->^-5^;Vft, -f V7°n5}fdp->^^;vft, 2 - ^ h ^ v-^^^-'Vft, 3-^b^v:^n 
t:°;V». T5y^^;vft> 2-T^/^^;V»> l-T^^^f-^Vft, 3-T5y7°nii 

2 -T 5 y -/o t°;v^, ^^;VT^ 2- (^■^;^T^y) 
1- (^f-;vT5y) j:-f-;v^, a - {^^^ivr ^ ^) y°u\£)V^^ 2- (p<^;vt^-^ 
) ynt:;v^, v ^ f-;VT 5 ^ ^ 2- (>>'^ -f-^VT 5 7 ) J^^;Vft. 1- (>^^ 

•5^;vT5y) j^-^;i'ft, 3- (':^"^^;vT5 y) 7°ntr;i/ft, 2- -^^^vt 5 y ) y 

□ 2- f-;va^^;VT 5 /) Jif-;vft, 1- j:--9^;vT 5 7 ) 

, 1 -T 5 y n7°n ti;vft, 1- (^^;i/T^y) ->i;^ n •7°o l- 

T^y) ^^^^nyn t°;vft, l- (y f^;v:nf^;VT 5 ^ ) v n -/n lf;Vft, T-fe^;VT 
5 7yf-;vft. 2 -T-b^;vT5 y i£:^^;vt 5 y ^ ■g^;vft> 2-:/nii° 

^-;i/T^ y 5 y y ^;vft^ 2- {^yV4)\yr^J) -i-^;vs 

, tf □ U v>?!7>'V'i<->'^T ^ y y -^-^Vft, tf^V — ;VT ^ y y •9^;^^. 2- ( 

ifn y >?;^*;v>l?^;vT 5 y ) 2- (if^y >''>*;v**-;vT 5 y ) 

, y h ^->*;v:K^;i/T 5 y y h vr^7;v^"-;wT 5 y y 2- (yh 

^v?&;v>i^'-;VT ^ y ) 2- (o^ h ;v.i^'-;vt 5 y ) 

v:557 ;V5j^'^;VT ^ y y -f-^v*, 2- ("7 ^i^) -^•f->'Vft. 

/s-^-f ;vT 5 y y N-y ^ y y f-;^ft> n- j:--?^;^:^;^/'^^'^^ 

-f ;i/T5 y y 2- ;vt 5 y ) 2- (N-y ■^;v:*;v/'?-^ 

'i';vT5y) 2- (N- ? y ) H Kn^vT 

?yy^;vft. 2- (t: Kn:3r~>7'5 y) y h ^->T 5 y y ■^;v^, 2 - (y 

h^vT^y) :3^-5^;vft. 2- (j^h^vT^y) N-yf^;v-N-y h^v 

T5yy^;v^. 2- (N-y ^;v-N-y h ^'>T 5 y ) Ji-5^;i/ft. y f^;vx;i/>i^-;v 
T5yy^;vft. aLf-;vy.;i/^i^— ;vt 5 y y 2- (y f-;v;^;v*-;vT 5 y ) 

2- (j^5^;v:^;v*-;vT 5 y ) 7 a^-;vx ;^5^^::::.;^T 5 y y 

, p - h ;vj^>x;U5^-;UT ^ y y f-;^*, 2- (7i-;vx;v.i^-;i/T 5 y ) 

> 2- (p - h;v^>yv;v^^;VT^ y) j^-^;^*. :^;i//^^-f ;vy -^^vft. y'^;v:^;v 
7^^^;vy^;vft. 2 ->:;;v/^^^^ ;vj^-5^;^&> 2- (y ^;v:*;v/^~^-f 

y h^->*;vj3€-;vy f-;vft, y h ^ v:^7;vj}x'-;1/j:^^;v^s *;V'i^'^'>y :^>'^ 
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[0 0 2 5 ] 

^ o 

[0 0 2 6 1 

(5) ^ t ^ ^-SjSf&T^vndr Lrfi. ^ i&M^T 

(4 2 1© ^ ^ * -2) RmWi 1 ~ 6 <7)Ellfc. T)^y=i^ z^^-^^m 

lifhfi^o Z^X-i&m.TJl'^^zy^Jl^^^Jl^&tLXli^ Htiia (v) tw]^i^<o-A^^ifh 
Mo M^«*lt*^^'-^^-^l^*t LTii. HUia (iv) i:|lji:^0;6^'^^f e.tL^o 
(5) oyM.it^mt'LXlt, ^h^v^. ^h^v*> ^"n 4^°^ V •7°n .i^^Jr 

[0 0 2 7] 

(6) ry)^^)\^^^'y^t\t^ M.n%ji&-2 Q<Dr')-)\^mhBMWLl-&<^'^i^M 
T >- V ;v ^ v^. 7 ^-^ ^ ;v :t ^ ^^If ^ ^ t ii^X ^ ^ o 

(7) m^r)v^)\'^tmt\±. mmWii - & <r>%m.^. ^Wdm\tW^(or)-\^^n^^ 

(8) m&r)Vzi^^yij)]y7i-^^)i^mtlt^ lt^*^2 ~ 7 0T;V3^v*;Vj}<'-;i/^=g: 
jti*L> ^WJt LT{4^ ^dp->:^7;^>^'^;^^, h ^ v*;v>}?-;v^, yn*°drv:*;v 

}-^z/iJ)V ^:=.]V^^^mf^ ^ t *^X ^ h o 

(10) \^mr)V ^ ;v 5^ ^ t tt, ;^3ll^c 1-6 <7) 'j^^-mL^t'mMT ;v 

[0 0 2 8] 

(11) ix{±2'fi<7)em^^^^^cii: ^>$>^T5 wmM(^r^jm<Dm 

tc, 1 =fe L < 14 2fflo_t|E1g:mT;i/^;v»-ettK$tL/cT ^ y '[g:mT;v:^?y ^;VT^ 
jM7 7V3^v5&;v5jf^;vT5 :5:CFi L< ^4 21i<73±|^MT;^^;v^T- 
S^^$tL;l,^ t ^iab^t7V-f Kft^^i*i-^o 1 L< {4 2'filo±faMT;v^;v^-ea 

^^tL/cT 5 y^<7Dj,#i5!lh L-CJ4. ^f^;VT5y^. ^^•^;i/T^/*. 7°nif;VT5y 

y^, v^;/ n^yf-;v^ f-;vT ^ -yy ■5^;vT ^ y vJ^'^;vT5y&> i^y'ntf 
;i/T5y*. vy^;vT5y&> N-y f-;v-N-j^^;vT 5 y*. N-^-f-;v-N-:/ 
n \£)VT 5 y N-y f-;v-N-->i5' n^>-f-;vy ^;vt 5 J^^^mf^ :Lhi)'^X^ 
^ o mRT)v / 4 )PT ^ y&tii. Eimm. 2-6 (DmMMR'(f^mX(D r ;v :^ y 

XWn^i^fzT < ^m^MML. ^(DM,iif.mtLXlt^ T-fef-;VT^y^. y°ne:t-;v 

6 (^Ii:iI^:?^(^^^lK>l;^<^»T ;v n v ^ ;v ^fhfzT^ J L. -f- 

(DM'^MtLXlt. y h ^ V* ;V:^'^;VT 5 y h drv:7i7;l/5j^'^;VT 5 y ^^^tf ^ 

i h;&^~-e§-5>o 1 L<{4 2j@<7)ji|SMT;v^-'V^trS3^$tL;2,cit?J)ab^'>^^ V& 
(o^i$.mtLXit^ T ^ y-^ )v^^}\^T^ N 1 -y f-;vT^ y :*;v*'->'VT5 y* 
. N 1 -if-^vT^ y *;v?K-;vT 5 y*. N3-y'^;vT5y*;i/53?-;vT5y^, n 
1, N 1 -v^'y -f-^vT^ y ;vT5 Ni, n 3 - vy •^^jvt ^ ^ -'i' 
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^ o 

[0 0 2 91 

(12) 1 L< l,i 2 iMOU^^i^-t ^ ^ t ^^^^ )V'^t LT(i. 

(DiJ 1 i> L < {±2^<^±IBMT>'^^;^*■C*^^5f^7t:;^;;v/^*^-< 

[0 0 3 0] 

(13) 1 ^) L< {±2'fglO'i5:^T;V^;V»-eMm^tt^^i: ^fcab^T^ 7 

■>?j:.-9^;VT 5 y ^^^^ If ^ vl h :;5^'-C § ^ o 

[0 0 3 1 ] 

(14) ii>L< it2m<7)mm&^^-t^^ti,^^ 4fj:\^^L7 m(Dmm.^mmmMK 

i^TJ^s =-Yumcomz. ±^(7?/Nnry^. iMT^v^J^v^ 

1 L< {±2«c9g}^*^:t-rs^ t ^*ST5 y*. 1 ^ L < (i 2'f@oem»*^i-^ 
i t ^>*;2.*;v^N'^-r;vft, Mtv;^*. i ^> l < {i 2 'fioamft^^ti-s ^ t ^ 

[0 0 3 2] 

(15) »^S>**t-Sfg:/mT;v^-;v^i LTti. \^m.T)V=i^i/ 

)^^-=-}^^tLxit. tuifi (iv) tmzii<D:^m^fhii^o (i 5) 

(D^mitLXit. tr-;v*^ 2-7'n^^;v*, 2--/t--;v^. 3-yT--;v*, ^ 
ft, tfn V ^^^i^'i^'— ;vft, tTn'j -J y )i^y^=.)V-:fu^—jiv^^-^^^},fhfL^ 

o 

[0 0 3 3] 

(16) emft^^i-S i h ^)5bSMT;v^-;vfti: LT«. ;vft. jSm 

Xti 2 ® S ^ t ^ * S 2-6 <DUM^. ^^miit^Vt<D T ;v ^ - 
^if^iL-So ^^t:ia,mT;v=j^i>*;^'i^^-;vftfc Lr(i. ttris (v) fciwic^co/S^^if 

^tL^o lHit^^X*?t*-'V*^-^V^t LTtt, ttrffi (iv) t|W]C=^)<^:^^^^lf e^nSo CltL 
h (16) co^^-^J-h LTii. Jif^^;uft, 2 - 7°n li :^;vft, :^ )V:r.^~)P^ 
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[0 0 3 4] 

(1 7) m.mm^^-r^^ti>$>^i&mT)l'iJ y 4 )V&tLX{t. iJJ\y^^^^)ly&. i& 

It T ;v ^ V ;v =3^" - ;v ^J^'^ v y^lim^^S*?! ti }i^>i?=-)vmi}^hm. {f tt 
1 X 2 -f® ^^ti>:$)^ Rmm. 2-7 O ilM^:^c^ ^^^:'tX itWViO T ;v ^ ;v 

^.T&s^tf pjiix-So ^ ^T:-ig:iiiT;v3^ t-c{±. tuifi (v) t\s]^i><^-^^ 

;i/T-t:^;v^> ;V7°n t; :t h ^->*;^^'^;^T'fef- 

;^ft^ p{ 1> d^vj^f ;VpJ^-:=L;V7°n/NV ^;V^, :r. > dp t!; ;v ^i^'^ ;v T f- jz-h^rv:^ 

[0 0 3 5] 

A r 1 -t:- ^ 7 ^ - ;v^±60«m*ti tT v V- 7 

[0 0 3 6] 

■^mnit"^^ (I) l'*3V^r(i. A ri^^'l '&V^L3j©(75aJ^^=lr^-r;i) 5 b< t±6 

m(D^^'m%MW&Xh^^^. Arzlil >fcV>L3liI(73Mm^=£:*-t^^ 5 ^ 

mMm&xh^i^^. Ai-2iii '^v^L3'iicowfe*^*-r^ 5 ^ l< {ie^o^^Mi 

*m^X{±«»t L-C 1 ^> L < (±2ffl<75Sm**^i-^:*^^^^'^^''^*Xti 1 ^) L < {i 
2l@<^gm**5S-r^MT;v^;v^=^*i-^ 7^-;v^-e^;s.o A n^^n L < {±3 

^-f^ 5 ^) L < {± 6^o^«^i*m*-e^^o 

[0 0 3 7] 
[0 0 3 8] 

[0 0 3 9] 

•^=- ^mf^^h iij^x ^ -2) o 

[0 0 4 0] 

, *#:^Jfc LTJi^ h^rv^, sc^h^^y^. -fuyl^^i^m. -f V T'n .i^^ v^*, yh^'> 
yyy^i^^. ^yh^'yA. -y^u^y^)V:i-^-y&m^^if^^t-^^X^:ho 
[0 0 4 1 ] 
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9/ 



=^;fr-t^^ i: ^ab^-^^-^v*. 1 '^v^L3'f@<^S^»=^*-r^«^^^ "^^^ 5 ^ L < (± 6 
<^T;^^>'v*=^*p*i-^o ici-em'KT;v^;v*<7)>^*i^i±3 ~6 tr^^o 

[0 0 4 2] _ 

n^>f-;v*, v^n^dfv;^^. evi^n [2. 2. 1] ^y-5^;v*. v 

3 -11 Fn^7'ne;v», 2 - 1 Fn^f -/n 1 - li Fn^ 

i5'n^>^;v^, 1 - ii Fn^ n^:3r>';vSs 2 - 3- 

7;v:rn (i";^^. 2 - 7 n ^''n t°;v^, 2 -7;v^n->^ ny'n 3 - "7 

;v^n n^yf-;v^, 4 - "7;^:^ n v^J' 4, 4 — >^"7;v:t n 
^->;i/*, 2 -i^ nnj^^;v*, 3 - ^ o n t'd tf 2 - n n T'n tf h U "7 
;v^np«f-;v^. j?7 ;v.i^^v^ 2 - 3 v7°n tf 

2 -7&;v>i^'^vyn 7«;V5^^ 2 l-;;?.;v^a^ 

h^v-/ntr;v^, 3 h^vv^n7°n 3 b v ^ n^>-5^;vS. 4 

■7°n^°^v*;v:^'-;vp<-?-;i-*. 2 h ^v:^^'^^^'— 2--x.h^v:^ 
2 - 7°n T5y^-5^;v*. 2-T5/^ 
l-T5y-x^;v^. 3-T5y7'ntf;v*. 2 -T 5 y -/n p«^;vT 
5yyf-;v^. 2- (y^;vT5y) i- (yf-;vT5 7) 3- ( 

p<-f-;VT5y) ^'nif;!^^, 2- (;<f-;vT5 7) •7°ntf;i'^. f-;vT ^ y ^ f^;^* 
. 2- (yy5^;vT^7) 1- {-J^^)i^r ^ y) =su^)v^. 3- 

T$7) ^nt°;v*. 2- (v?>^;vT5y) 7''ntf;v*. 2- ■5^;vj:-^;i'T ^ 
j:-^;v^. 1- (y 5^;vjif-;vT 5 7) j:-^;v^, T- h 9 t: Fn7 U T->7^iFn 
e9-;v^. t°nUi^'-;v^, 1 -y n v 1 - jif^;ven ij 

?&;v>'-?-t-f •f-;v^. jv/t-^^ yy -f-jv^^ 

^4 ^ ;V7°n ti°;v^, 2 - * n ■7°n tf;i/^^ >7W^ 

Fyf^;V*. N 3 -y f^^V-^ Fy N 3 -^^•^^V'i' l^^ Fy ■^JV*^ N3, N 

3 Fy N 3 -y ^^v-N 3 - J^f-;V'7 l/'f Fy f^;!^*. 2- ( 

e7i/^K) 2- (N 3 -y ^^^-^ F) 2- (N 3 - 1/ 

^ F) 2- (N3, N 3 - vy ^^V-^ F) ^-9^;^^. 2- (N3-yf-;V 

-N 3 -^f-^V^ V-Y F) 3- i^U^ y) 7°nii;v^, 2- ('7H'F) ~> 

i^n^ntf;i/*, N 1 ^;i"7 V-T F^ N 1 - J^^^V^ V-f F^ -^^V^, Nl 

N 1 - vy •5^>'V'5' v-f Fy N 1 - y f-;v-N 1 --3^'f-;V'7 Fy 2 

(e7V^F) 2- (N 1 -y ^;v'7 F) 2- 

2- (N 1 , N 1 - vy ^^v-^ i^-f F) 2- (Nl-y 

^;v-N 1 -^f-;^'^ v-r F) ni, n 3 -i^y ^^v-i^ v-r f^ -^^v*, ni 

-y f^;v-N3 -J^^;^'^!/^ Fy -f-^v*. 2- (N 3 -y ■f-;v-N 1 'i'V^ 
F^-f-;V*> 2- (Nl, N 3 -v-^^^^V-^^ F) ^f^^V*. i - ^ ;v- 2 - 

■ffiiSE# 2005-3026716 



#SI 2004-321117 
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t Kn^'>ji-^;v^, 1, 2--J'fJ}^^^^^ )V-2--y^u 
^y^-)vm^ 1 jV/s-^^;v- 1 -vi5'n^>'-9^;v^, \ -fi )V^t^^ )V- I - i/ u 

■5^;i'-7°n t:;v^, 1 -T 5 v' ^ -^-^i^- v:^' n^>"f-;vS> 1 f-;VT ^ ^ •5^-'^ — 
n^^^;!/^, 1 ->?p{^;i/T5 y ^f-;v-v'i5'n/^>'f-;v^, 1 -T 5 ^ ^ 

[0 0 4 3] 

s-^ ^ ;v*^ ^^If ^ i i: ^^TT i ^ o 
[0 0 4 41 

:t^-if'^^ ^ u 7°n -9^ ;v v n 7° n ti ;i/ ;>< ;v ^ 

^ -If ^ ^ ;v ^m^f^^ti}^X-^:ho 
[0 0 4 5 ] 

1 ^ L< i±2jicogm^^:#i-^^ t ^>ab^T5 J^tlt. 1 ^> L < 2 IScoR^ii 1 

>^;VT5y^. vi> n^^->;i/T ^ y n^n vi°;v^ f^;VT 5 y;*. v^n^> 

y ^;vv^'n-7°n tr;vy ^;VT5 y^. y h ^v':* ^V5K^;VT ^ y^#^^ 

[0 0 4 6] 

1 ^) L < 2 'faOMm^^^i-^ :it^^*4'fev^L 7 *<7)J5|i^^:jt^^^O*#:^!l i: 

Fn 11° V ^^^-^11 Kn tf 'J 5 tf ^VV v^;v^^ 5 ■^'^v^V v — 

'>Ty». :=.hu^(DmK. ±^E(7)7^^^y ig:glT;v3^v* 
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[0 0 4 7] 

^««?t* h L T (i, ttfia A r 1 :S.t/A r 2 tr^ L /iS/O^^^lf b i'LZ> o 
[0 0 4 8] 

[0 0 4 9] 

— ilS^ (I) <7)A I \ RXfA r2X-^^ti^. 1 ^V^L3 ji<7)ttJ^*^^i-^C:i; ^^^;g> 

6T;v^;v^. t5 y Cl-6T;^^;^*^ ^yXJis^- (Ci-6T;i/^;v) r^yci-er;!/ 

C2-7T;v:^?y ^;VT5 y Ci-6T;v^;i-S. C6-i4 t V ;v^'-;vt 5 / C 

, ;vT 5 y Ci-6 t;v^;v^^ Ci-6T;v^;v:^;v^'^'^^;vt5 y Ci-6T;v^ 

Ji|;»^^*J^*;v/-?^^;vT5 y Ci-6T;v^;vS. Kn^ vt 5 y Ci-6T;v^ 
Ci-6T;^3^->T 5 y Ci-6T;v^;^^s Ci-6T;v^;i/X;v.i^-;VT ? y Ci-eT 
C6-14T'; -;v;;^;V5j>-;VT ^ y Ci-6T;w^;v*. ;1/Ci-6T-'V^ 
Ci-6T;v^>'1'5&;v^'^^^^ t;v^;v&> Ci-6T;V3^'>*>'V'K^;vCi-6T 
5&;V5KdrvCi-6T;i'^;v*, mW^^nWiJ J^^^)^Ci-&T /nu 
-ir^y^, tKndrv^. vTy^, Ci-6 t;v3^v-S. ?!7;v/'^^^^ ;wCi-6T;vnc3f 

y*. ^y^kiv (Ci-6T;v^;v) r^y^. C2-7T;v:*y -f^vr^ y^. Ci-6T;v 
3^ vy?;;L'^i^'-;vT 5 y Ci-e T;v^;v^ ^^/jv^-^^-f Ci-6T;v^>'V 

^ T V T y ;^^ 1 H - H° n 1; 1 H - 5 ^5^" V U ;V^X{± 1 H - If 7 V U ;V'^:^^^$f 

[0 0 5 0] 

i ^ 0t LV^^^^#J^m*m*<^M i: LT ii. 2 - t° U V 3 - tf U v;^*. 6 

-y h ^~>- 3 - y i^~;v^. 5 -y h ^ 2 - v 4 -y 2 - tf v 

5 -y f-^v- 2 - tf V 6 -y 3 - V v;^^. &-\LYu^i/- ^ 

6 -i^ry - 3 - If V 6 a -if V 4- 

ij )V- 2 V)V^^ )\^-2-\£^)V)V^. 4-tKnde->y 

2 -If u 5 -n Fn^v'- 2 -If V -:y;v*. 5 -'>Ty - 2 -If v 

, 5 -7J/;^'i^^^v;v- 2 - If y v;v^. 5 - t: Fn ^ vy ■f-;v- 2 - ti° v 5-T 
^ y y 2 - If V 5 -^'nn- 2 -if U v^vS. 5 -T ^ y - 2 - if V 

5 -vy ^>'i'T5 y - 2 -If v v;v*^ 5 -7;v^n- 2 -if u 4-yh^ 
2 -If U 5 2 -If U 5 -T-tf-;v- 2 -if y 

5 2 - tf >; 5- ( 1 - Fn^->j:.-f-;v) - 2 - tf V i^';^^, 5- 

{2 - ^ ^-yiJ )^^=-)^y^=-Vy) - 2 - if U ^ ^l/^. 5- ( 2 - y h ^ v 

)V) - 2 - tf V V 5 - ( 2 - * ^ ;i/ - 2 - tf V 5 - ( 

yf-;vT^y) y 2 -If y 5- (y ^ >:5<.;v>}^^;vt5 y ) y-9^;v-2- 

lfUv?;v*, 5- (T-t-^;VT5y) y 2 - tf V v;i'*> 5- (y h 
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tfUv;v*, 5- (vi^n^y y5^;;v^^-;vT5 ^ 2 - t; V 5- ( 

[3_ |. 9 t: p'n- 2 H- t: 9 >- 4 - ;v) -^V-fK] ^-^^^V) -2-H°Uv;V^ 
, 5- ^ :^;i'*"-;^T5 y) 2 -tiU v;v^^ 5- (:^?;^^^'•^-f 

^;w^^v) -2-trvv;^»^ 3 - tf U 6 h ^5^- 3 - 1° V ^J^'v-^^v 

*^ 6 3 - tf >; 2-t°7v^>'v». 5 h ^v- 2 -tr^ v- 

5 2 5 -T ^ y - 2 - 11 7 2-t:°ij5v;v 
4-ii';^v;v»> 3, 4 -^TvTy-;v- 2 --f IH 

-}£u~)V- 2-4 1 1 H- tfn-;i/- 2 lH-tfn-;v- 

3-^;v», 1 1 H-ii°n-;i/- 3 --f 1 H- t°n--;i/- 1 --f 

1 1 H-'f ^ 4 --r 1 H- tf 7 y-;v- 3 --^ -'V»^7&^'#i'f 

[0 0 5 1 ] 

;i/:3r;v^, T 5 y Ci-6 t;v^;v^. -tyxti-^'- (Ci-6T;v^;^) T5yCi-6T;^dr 
C2-7T;^5f? y ;i/T 5 y Ci-eTJV^^i^ft^ Cg-mTU -;^*;v*"-;vT^ / Ci- 
6T;vdr;v*, Jit3^^:a*:m:^;vjK-;vT 5 y Ci-6T;v^;v*. Ci-6T;v=f ^-^^^^^--K 

S^ MSt^%*^:*;i-^^'^-r ;vT 5 y Ci-6T;i'dr;v*. t Kn ^35.^^7 ^ y Ci-e t;i/^;v 
Ci-6T;v=f^vT5 y Ci-6T;i/^jv*> Ci-6T;i'^;^^>'v>i^"-'VT 5 y Ci-e t;v 
C6-14TU -;v;^;v5j^->'VT^ y Ci-6T;v^;v*> :^;;i//s--:&^;vCi-6T;v^;v 

^;vft. *;v#^vCi-6T;vdr;v», Ili^^^^m^^^V'i^^-^vCi-eT;^^;^^. ^^n^^ 
y^, tFn^v^, vryft. Ci-6T;v:3dj^vft, :^;^/^'^^;^Cl-6T;V3^->^. 

:|^|^^:^;v.i^-^;i/Ci-6T;V3^->ft. C6-i4 T 7;v^;v:r^ Ci-6 T;^^;^^:^^ 

> Ci-6T;v3^v:^>'V'l^"->'Vft, *;v;3^'^S';vft. Ci-e T;^^;v;^;^'l^-^vft. T^y 
ft, ^yXJiv (Ci-6T;v^;v) T^yft> C2-7 t;^:^ y ^ ^vt ^ y ft, Ci-6T;v=i 

;v7^'-t-f ;vft, T 5 y — ;^ft, Ci-e t;v^;vt 5 y;^;v* — ;vft. MM^^'MM 
ft, C2-6T;v^-;vft. C2-6 T;v^";vfts. 1^X2-7 t;^:^ y -f;vft7b^ ib^j^tL^ 1 ^ 
v^L 3'fi/5^^Sm-t'& ti>^^y :^~)vm-Amt Lv^o J: "911?^ ^ ^;uft^'^!l 

tLTfi, ■7ai-;vft, 4 -y ^;v7 3^-;vft> 4 - j^-^;v7 ji^;i'ft, 4-N, N-v 
y f-;vT5 y -7x^;vft, 3-N, N- vy f-;vT 5 y ■7^^;vft, 4->'Ty7^-;v 

ft. 4 }V^^^4 )l^y :^~)l^^t^^lifhfl^^o 
[0 0 5 2 ] 

— (I) <7)R 1 -e^$tt;5>fth Ltrti. Ci-eTJV^^Vft, Ci-eT^vn^v'-Ci- 

y -C3-6'>^' nT;^^;^*, Ci-6 T^V^^Vft. r 5 y -Cs-e v^' nr^v 

^;vft, n-Ci-6T;v^;vt5 y-C3-6Vi5'nT;v^;vft> N, N-v (Ci-eT;^^ 
;v) T^y-Cs-eViJ^nr^V^JVft, N, N-v (Ci-eT;^^;^) T^y-Ci-eT^V 
^;v-C3-6^>^' DT;v^;vft> t: Kn^->Ci-6T;v^;v-C3-6->i5'nT;v^>'^ft> ^ 
n/A°;v^';v- C3-6 nT;v^;i'ft. :^ ;v/^^-t-f ;v- C3-6 n TJV^^^ft, e-T5 
y 7-°n 9 ^ Aft, C3-6 v^' nT;i/^;v- Ci-6T;v^;L'ft, T^f-f-v^;vft, N-C 
i-eT^l'^^^T^f^v — ;Vft, lfn'Jv-;Vft. N- Ci-e T;v^;vtf n V v^;vft, tin 
1; i/-;v-Ci-6T;^^;vft. N-Ci-6T;v^;v-ii°n 1; Ci-6T;v^;^ft, x 

> 9 H Kn 7 9 — ;^ft, X h 9 Fn If 9 — ;vft, -r h 7 t: >'-Ci-6T;v^^V 
ft, ■7ji-;vft, Ci-6T;V3^v-7 ji-;wft, ^Nn^y 7 a:.^;vft, -^ry^^ — 
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o 

[0 0 5 3] 

-{V^^)Vm. t-•r^;^^^ (2 -ti Kndf-i/- 1 , T 
5 y n-7'n N, N - v ^ ^;VT 5 7 >- iJ' n N- ^ ^;VT-lf -9^ v 

t: n 'J i/:=-;vft, N- ;^ n U N, N - i/ ^ f-;i/T 5 ^ - t - ■7" 

1- (N, N- f^;i^T 5 y y f-;v) - i --y^ u^y-^)U^, 
1- (N-y ^;Hi°n'J v-;!') tfn V >^j::.;vai^;v^. ^ h dp v- t -y-5^;V*s 
T- h 9 11 Kn -7 V 7" h 9 t Kn t: 9 1 - H K n ^ 1 - v n ^ 

1 - H Kndr^>^ -f-;^- 1 - nv\:3r v';vS. -r h 7 t: K n 7 'j 
, ■7;v:t n n 1 -^--i" 1 -y 5^ ft. l-*;v/s--t-f 

;v- 1 - viJ' v;v^. 1 2 , 2 -i^y •^^JVT'n tf;vft, z-iJ-f 

^n^-f^iv^^ v^' n-^^ v;vy :T-:t^>-^;vft. 1 - yn/N";^^';^- 1 - v 

^n^^v;v^, ^ji-JVft, evv;^^. y h ^->tf U v^'i'ft. 7;v:i-n ti v v;uft> 
^ hdr~>7ai^;vft. •7;v^n-7a^^;vft. 1 -v'Ty v;^*. l, 1 

. (2-7;vtn-i, 1 - vy -f-;v) ^f-;vft. ( 2 - •7;v:t n- 1 - 
[0 0 5 4] 

vyf-;v^. y^;vft. n-ynii°;vft. ^y7°ntr;vft, ^ vy^;i/ft#:d^ 

[0 0 5 5] 

CO ^ ^ :^ ^: (^J^ ^if ^ o 
[0 0 5 6] 

[0 0 5 7] 
[0 0 5 8] 

;v^'>'@t (7) ^^^^hx^xm^^^o 

[0 0 5 9] 
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•Ar, 



CO,R3 



(1) 



(2) 



Ar— NHNHg 
(4) 



(5) 



Ar— NHj 



(3) Ar, 



Ar 



RSOgC 



Ar/"-N 
(6) 



/} — Ar, 



/> — CO,H 



(7) 



[0 0 6 0] 

Ai^iTo ) 
[0 0 6 1 ] 

* v#s itmrnL. r )v =r > ^-itT 1^-2 0-2 0 °c -ci^^mit ^ h u a =^ l 

10 0 6 2 1 

tfc. it^m (2) jb^lJ (1) t ^/^'>mvT;^^;^:^;^T-;^^■^ h 'J at;v 

OrWi bV^o 
[0 0 6 3 1 

ib^tJ ( 2 ) fi. -fk^if^ (1) <7)x h 9 t Kn 7 9 >^^-ffi14?##JCv#ML- 7 
T;vdp;va^>?>T-;i/=^»Ltt#i-&^fctcj;o-r '^jmTt-ei^^o >RJSMJS{±. -78-2 

[0 0 6 4 1 
[0 0 6 51 

;i. i h t:: J: ^Xk-^t; (5) ^m^-^'^^o ^(D^. \±W.m±it (6) TS^Ill^fS^^ ->V 
[0 0 6 6 1 

)UT^y^'m^m.^M^^j:<xi>^ ^t^m (5) ^#^iJ:5&-'-e§^o 

[0 0 6 71 

^'>- 1 H-tr7y'-;vMS#:y{)^'fk'a-% (5) tti>\,znhfi^^tii^^o ^(Dm^kz 
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[0 0 6 8] 

-ft^^ (5) ^^m^^^iJw^^Mir^^ti,zxn^7V-)i^:^}^^^ym (?) 

[0 0 6 9] 

H^-fh* '^*75^~^lf ^tL'S.o •?-<^^i^<7)>KJS?aK{i^ - 2 0 - 1 0 0 °C^mt L < ^ - 5 
~ 5 O-C/O^J: 19 Sf^ bv^o 
[0 0 7 0] 

±l5(7?:^fet:: J: ^Hf/^i-fb-^ff^ (5) -^llx-ff A r i Jic7)ai^*^;t«'fb^<7)jl'^<;o^n 
|ii-^-::3-v.-r'(iN|-r'i)>^^i::J: SUO-fb-^t/ (5) Km< ^ti}^X^^o ^^MtLX 
{±. A r 1 ±<5D«m^;&^^'nn^^7'n^S^(7)/Nn>>^y»T'^;s>'fb^tf (5) 
--'VtiYttlL. ^ h V -i^i.^ h K^lJDxrMMtJ^-t^ ^ ^: i . A r i ±(7)-g^ 
h^->^-r'ab^'fk-^if^ (5) izm< ^ti)^X^:ho tfz. A r 1 ±oem^^^^^ n 
n^^^^-n^^^O^Nn^V^-e^^^b-^t? (5) ^ ^ ^ y - t h om^i^B^^ 

mmh. i-vv^j^^ y^i^vt^^m (i) ^(Dnm'^'bu^ximmmir^^ititzx^ 

. A r 1 ±0«m*7&^^ (5) *m7t-t^^t>5^^-ei^o 

[0 0 7 1 ] 

^^mit^ (5) ^mzmmi-^^tKi:^. :^mm^(Dm<D^\:^!i^ (5) ns<^i::^^'"e 

i-?)o ^>^>';V^^vMS#^ (5 a) t Kn^rvltSfr (5b) . 

:7;v:tn^ ^ (5 c) . v'T^^^'fr (5d) ^=^^7ti-^i 

t -A^'X ^ & 0 

[0 0 7 2 ] 
[<b4] 




[0 0 7 3] 
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[0 0 7 4] 

v;V:t^->ffS# (5 a) ^ j:.^ / - )VWMWJ^i^ML. 10%/^°7 
i^-^A-R^^Wt LTfflv>^M7u1-^^ t-et Kndrvlf^'f^ (5 b) 

[0 0 7 5] 

t K n df. vif (5b) ^mt^ V ^^vMt^-^tftf V ^ >^<75m^cD^^^ET 
tz, - 5 0 ~ 5 0°C-ei£7Xh Vy)^tr2^^ >>?.;l'.is>mi:RJS:^^^^ >! t "t:- h U 7 

(5 c) ^Mit-e^-So 

[0 0 7 6] 

'>T7ifS# (5d) {4. h 7;V:tn^ vffS^ (5 c) 

[0 0 7 7] 

^fc. v-T/MS-f* (5d) Ti2<^::^fetwj;o-c^)i!i:iti-^-i/&^^-e^;&o -T'^t? 

T-fe^;m°i; (Id) > 9 t Fn-7 7>^OTOttWt^Y#»L- 7 

8t:i'?%*PT> v^-^^ex ( h V V ;v) t5 f-c^sl/cI^. v-3.'>Mvt;v 

is-;va^v^T-;v=&Y^j]0LTtiflJi-;&ci tt^ioT^b^tJ (2d) ^m^L. nhfifzit^m 

(2 d) ^ 1 N:^m-^^' y -;Vv#?tt::v#ft|L. ^i^X- 1; K 9 v > If (4) ^-^ShL 
»M»iEl-^-^:i^J:oT, ^^Tyifz»#: (5d) ^U^i-^ ^ t:fy^X-^ 
[0 0 7 8] 

[0 0 7 9] 

tf^ V-^V*;^^'^^ (7d) (4^ ~>T>'^*#: (5d) I 9 \^ ¥u y y > tiKK 

mm L ^ » c7)7Kmf ^ ^ -7Xfn% ^ Lttj^t- ^^t xmMx i o sjiSrM t4 . 

0-50 °C5^)^~^?t LV>o 
[0 0 8 0] 

^7t. TIB<7)y f-;vtfv v>'if^# (5g) ^^ib. ji^y^y^MMW- (5h) ^T^y 

fiS'fr (5 i) m^mm-t?>^t-i^x^z>o 

[0 0 8 1 ] 

[<b5] 




(5g) (5h) (50 



[0 0 8 2] 

(^^. A r 1 RXfR 2 Ji. lulB^ IW) C ^ <^=^^ L. B o c (4. t e r t - 7^' h ^ v ;l' 
[0 0 8 3] 

M,4^m 54. y e 9 V ( 5 g ) ^ tf V V ^#cov#^trf#fti m.uxr.m 

[0 0 8 4] 

T5yil^#: (5 i) {4, '^)VmyWMm^ (5h) =^1, 4 -i^^t^^f 
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[0 0 8 5 1 

#: (5 j ) m^Mit-t^^t-^^X-^^o 
[0 0 8 6] 




[ 0 0 8 7] 

(^4'> A r 1 RXfR 3 fi> tuie 1 1^ C ^)<^ =^/]^i"o ) 
[0 0 8 8] 

*#:e^tcfi, j:-^:^;HfS# (5 j) {±^ h V •7;v^n^ ^ >x;v>^-;v:t^'># (5 

■fe^v^tex ( h U >) /N°7i^''>A (II) n u K^^^j]QLW-r 

^ :i t -tr^^T? # o K)£>SKi4^ 10-10 ox:-dmtL\^^o :i<DKB<D^^^^u.mm 

[0 0 8 9] 

tf (7 j) {±. ji^^;HfS# (5 j) 
y\i yuy^yKmML7}cmiti- h V ^ i^^mv^xmyK^^M-t ^ ^ txmMX^ RIB 
0~ 1 0 0'C>65^§ft Lv^o 
[0 0 9 0] 

Rt& $ -li: ^ ^'^31 « <7):fr ^ {cm c /i:^fe-e^^t Lfzi><D^m^^xi> Mi^m k it 

. r<y ( 3 ) ^ 'MM t . yjcJt T mmw. ^ b V A =S- in X. T V T y # ic Its L 

m'fb^X (II) tc-CM-t* ^ ^9 t K9>>">'l7f*f* (4) Xi4-?-<7)^=grM 

Tt-ei^o '?-o^#■^o^JS?ajg{4^ -10-2 o°c-^mtL\i^o 

[0 0 9 1 ] 

T5> (3) {±. TfimO'fb^tJ=^fflV>;|,;6N ^ V^^±##M^^fBmo:^■^Xt4'?- 
[0 0 9 2] 

±%^<DmM'{^l<zX ^^zl^yy^-JVij )l^yi-^ymmmi^ (7) =SrT5> (8) iiii-^-r^ 
;zti,zxy):^mM<Dit^m (I) =^m^ti-^-^:>&^'tri;So 

[0 0 9 3] 
[^^7] 




[0 0 9 4] 
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^-v: 18/ 



(^>t>. Rl. R2. Ari^ RXfAx2l±mmi^n]^i>(Di:7i^-to ) 
[0 0 9 51 

MM'^. DCC (y'>i^n^dps/;i.^;v.i?y-f ^ K) fe. x 

5 ^■"y''-;vyS. DCC/HOBT (l - t Fndr~>^>v > v T 7Kv#tt:^;v 

^J-e§. ■€-tLe)<^:;^-&4±, M. Bodanszky, Y. S. Klausne r RXfU. 
A. OndettiS^" Peptide Snthesis" (A Wiley-int 
erscience publication, New York, 1976^) >G. 
R. Pettitl^" Synthetic Peptides" (Elsevier S 
cientific Publication Company, New York, 1 

9 7 6^) . 0 ^-fb^^M "m 4 mmmit^mm 22 m, mm^}$u i v (3tL#^*^^i=± 
, 1 9 9 2^) ^niam^tLTv^^o :ifih(Dm^KBKm^^^'MmtLxi±. n, n- 

K^^Umit^ - 2 0 - 5 0 "CWt L < . -10-30 °Cii^ ^ 0t LV>o T 
[0 0 9 6] 

fj:^. ±m<Dm^W.JBh^i^^^X . T^y (8) T^y*. 

t^j:^^ti>^^o 7mk&'Di^m& tLxa. tert - y'f' ^ > v ;v*^75^' 
mifhi^.r^y&omn&tLrit. h y y;V^nT-tr-5^;v^. t e r t -y^^ > ^ 

^iizii, y 5^;i/a:-;^T-;v^ t e r t -^^;U'J^:^x;v#tcf|^L/if^tcM'^Rfc:43fflv^tL 

[0 0 9 7] 

Ml<zm%^M^^^tKX^ . :^mM^<Dm(Ojh'^m (I) (c#< >r t^^^-r^^^o fzt^ 
if, 'fb^t/ (la) tKndf^->^S#: (lb) . ^ V •7;V:^n^ 

ilr ->^3i# ( I c ) . V T y If S# (Id) , ^ ;V|f S# ( I e ) . T 5 y ^ 

;HfS^$: (If) , t Fndf^i/^5^;VMS# (I g) =S:Mdti-^ t;i^'-e^ 
[0 0 9 81 
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[its] 




[0 0 9 9] 

(^^. A r 1 . R 1 , RrlR 2 {i, tu|2i: |W| C ^ (7) L. B n{4. )P^i:7s^L 
. Bocfi. t e r t h ^ v*;V5K->'V*=lr^i-o ) 
[0 10 0] 

(I a) ^ -;v^co?#^t3v#ML. 1 0 

7 L-Cffiv-^B^STul-^i i:-eii KndrvM»# (lb) ^©it-e 

§ S o 

[0101] 

li F n ^ vif (lb) ^Mk^ L . t° V V ^^com^co^ftT 

c) '^^^-ei^i.o 

[0 10 2] 

i^rymmi^ (Id) ti. ^b-^t; (I c) ^'J^uuju^ y^<7)'mm^mmL. lyry 

t-trM^-ei^^o l 0~1 OO'CWtLv^o ^co>Rj£o^#^M 
[0 10 3] 

tfc, vT^lf** (Id) li. zyryiJJ^^^ymmm'i^ (7d) tT$> (8) 
[0 10 4] 

(le) vT^i§S# (Id) ^ ^ ^ 7 -;V t x h 9 Fn "7 

o KJB-M.mii. 0-100 Vmft Lv^o 
[0 10 5] 

tfz. )vmmw (le) {±> i^T/m%i^ (Id) 
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: 20/ 



[0 10 6] 

iyT^MMi^z (Id) =^2. 0 MT ^*-T- J^^' ^ -^Vi#TSt:iV#^i?L> 

(If) =^^dt-e§;E,o 

[0 10 7] 

\i vu^iy^^)ummit^ (ig) v^ryifsttfr ( I d) V y ^ y 
a-r ^ i ^ T ;v Kfim#:^# §= s M tc7X*'fli* h V A -e3t7c-r ;i> i t J; 

!5M3£1-^-^5&^T-^^o -1 0-5 O'C:*^* Lv^o 

[0 10 8] 

I) ^M\^im^M^^^tl<zX^^ :^mM^(Dm(Djt^f^ (I) i3S< itT&^T-^-g-o 
/ci:x.{f. ^t^m (I g) T;i'7"t: h% l - H Kn i - ^f^;VT5 

# (I l-q) ^m^-r^cli::d^^Tr§^o 
[0109] 
Ut9] 




do) dp) n q) 



[Olio] 

(^pf, A r 1 . R 1 . :?5.1J*^R 2 {±. Iui5^: 1^1 C "J) <^=Sr7]^i-o ) 
[0 111] 

^#:a^l'{i. t Kn^ ^;i/|f## (I g) ^:^'ftp< V De s 

s -Ma r t i nl^^ ( 1 , 1 , 1 - h U ^ (T-fe h^v) - 1 , 1 -vli Fn- 1 , 2 

-^^Xa- K^v;v- 3 (iH) -^y) ^m-haLmw-r^^t-Q-r^i^r^^vm^i^ ( 

I 1) ^m^-^^^o KBUmit. o~5 O^/S^^^f t Lv^o -<7)R^DO^<4^^i^^^{±. 

[0112] 

1 -H Kn^r V- 1 -a:.^;ui§^#: dm) T;V7"t Kif2»# (I 1) ^-rh^t 
[0 113] 
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j>^i-)i^T 5. y ^i^jvmm^ (In) It. T;i/7*t Kif## (II) twFm.ty^)VT 5. 

[0 1 14] 

I 1 ) ^mm Lmwi-^ ^ ^ x-mmr- § KBumit. o ~ 5 o -c tv^o 

[0 115] 

7^U;V^jc^7^;U|f2i# (I o) =^ ^ / 10%^^°9v'>A- 

o 

[0 1 16] 

y°u]^tz^m.^y^r)i^mmt- (Ip) h 7t Kn'^9>t7]ci^v#»ts ^^<^7Km 
[0 117] 

I) =^M^::4^lft^lJDx.^^i:t^J: m\\<D\'c^m (I) tc#< i h^^t^-^ ^„ 

-fk^t/ (I r) ii^h. T-fe5^;H§S<* (Is) ^ h ^^^"c- ^ ^ o 

[0 118] 
['fbl 0] 




(Is) 



[0 1 19] 

(^pf. An, R 1 . R 2. 3 ti. tulBt |W| C cD^^-To ) 

[0 12 0] 

^\1^m^\t. T-fe^V>ifS# (I r) ^T^yytTK (3 : 1 v/v) ilML. ^ 

?a-e?^m^zi7jc|i^®^m^?^iPb«M-ijiL-r*-i:-eT-bf-;v|f## (is) ^m^ti"^ 

[0121] 

I) ^^Kmn'ti]nki>^ti<zx^. ^mm^mno^h^m (i) ics< -^7&^~-e^;5.o 

'fb^^ (If) >^;v^>'T5 F. ^U^y. ^ ]yT (7)^mMM- 

(I t~w) ^m^-t^^t^^X-^:ho 
[0 12 2] 
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[0 12 3] 

(^>f. An, R 1 . ;^(:J^^R 2 {±, tuiaiilWID^iO^^L. R 4 femT;V^;vS, 
TV -;vS^^L, R 5 ^: R 6 {±. ^Ml^m^^^im. MT;v^;v^. 

^^v^ii. R 5 ^:R 6 2^lKN;i)^-|tt;^o-Cfmi-^ 4~7*Bgm^m*«=^Ar: 
L. Lt±. «*^^1-o ) 
[0 12 4] 

*#:fi^tc}±, T 5 / ^ 5^;vf|S#^ (If) -5^ V h V 

>#«:^Sw^^£Tt^m'fb:^;v*-;H§S# (9) ^minLmW^^ ^ ti<zx r) :^ 
;i/^:/T5 (It) ^n^-f&citTb^x-^^ho K)S?a;Rf±. -1 0~5 O'CW 

[0 12 51 

T5 Kfl^ (I u) ti, T^y^f-^VlfS^ (If) hm^nV K (10) . *^v^(i:^ 

m^m^^(^^^Tizm^u') k (i o) ^muLmw-r^^txr^ km## d u) 
^m^x^^o KBumiit. -10-50 "c-^mt lv^o 

[0 12 6] 

tfz^ ^U^-^m^i^ (I v) ti. T 5 y ^ (If) =^:^'fk^^V>^'^^ 

t'v#ftfL, h i;^f-;vT5 >'^^M^o:i¥ftTi'^'nn^ma^;^T- ;v (12) xfsm-T 

^^t xm^x RfiL^umt. -10-50 °c tv^o 

[0 12 7] 

^\yTmm<^ (iw) (i. T5y^^;v^s# (If) ^m^t^i'i^ymmm^^ 

tm; m»L75^~4 hn7i-;v:f (13) I'S 

T^:/ (14) tRjS$-^^ii:-e^7t-tr§^o RJErUl^ii. -10~5 0°C«i 

[0 12 8] 

t/c:. '^i'Tlf^#: (Iw) {±, m<t^-^v>#Mt'-eT5 y ^•f-;Hi#'^ (If) 
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m (1 1) > ^ n n^-@^Ji;^T-;V (12) :R(:i^'T5 y (14) (±. ftJltn^nCT) (7)^jlV^^ 



ttfliaJfiLl=Pt« (-M'I4BiJtlflLl&f1s (TIA) . fliM^) . mnMm^. AXJfllW^m 
tl:F*1^-> ^i!jJ3JR^ >i5'-^>>' 3 > (7li^lM''■^M/^°xtf (CAGE) . tefiW^KlMf^ 
Jj^tT (PTC A) . XT->hW*#) m^^miir&Pa^. M^^i^m^Si • 1^^. ^ll>AI#® 



(7)lHSfi> 0. 1 mg~ 1 g7J)^~0^ L< > 0. 5mg~5 0 Omg^^'J; '9^?^ Lv^o ^ 

mmm] 



mx^-to 

[0 13 21 

1 ] 5 - 1 i>v - 2 h ^ V e V ymmu 

[0133] 
[<b 1 2 ] 



[0 12 9] 



[0 13 01 



[01311 




[0 13 41 
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5-T5y-2-^ h^i^^Vi^y (6. 2 1 g) coMMm (50ml) Mt^7jc<tT 
^ Wm^i- (3. 795g) <D7K (2 0ml) v§m=S- 6 0 ^'trvST IWlr^T- 3 

O^mWLfZo KfiBUK'^it^^ (II) 2 7XfP% (3 9. 5 g) (DMW: (3 0ml) 

TKM'^ti- y ^ (7 5g) (DTK (3 0 0ml) -Jj:-^ Jl^J^--^ )\y^UaK.X^mL 

. iij^t^ 1 M-iim--^^ (5 0ml) ^m^rmwL^ mmLfzmi^'tmM 

'ik. ~:^j:-^;v-i.-x;v-e?5fe?t. ^mx^xnmit^m (5. 0 2g, 57%) ^W/co 

[0 13 5] 

iR-NMR (400MHz, DMSO-de) 8 : 3 . 81 (3H, s), 6. 82 (1 
H, d, J = 8. 8Hz), 7. 57 (1 H, dd, J = 8. 8, 2. 9Hz), 7. 9 

7 (IH, d, J = 2. 9Hz), 8. 55-9. 20 (IH, br), 10. 13-1 

0. 5 0 (3 H, b r) . 
MS (ESI) m/z : 140 (M+H) \ 
[0136] 

2 ] 5 - li K 9 - 2 - ^ h ^ V tf V V > 
[0 13 7] 
[<b 1 3 ] 




NHNHg 



[0 13 8] 

5-T5y-2-p< h^i-tfV (6. 2 0 7 g) COMm (5 0ml) M^C7X<% 

T. hU-^A (3. 795g) C7)7X (2 0ml) \tWi^ 8 0 ^/O^^tTfST l^l 

St- 3 0^»L/Co RJSmtiia'fb^^X (II) 27}mm (3 9. 5 g) (7)?*^^ (3 0 
m 1 ) 'mm.•i:\H'^ELm 1 0°C-e6 0 ^/Ji-lt-C?iTf^. ^fSt^T 1 2. 5 0#rBlWL/co RJS 
?tt'7ilc?^T. TKm'fb^VV'^A (5 4g) 607k (2 0 0ml) M i: n n ;V A =lrUn^ 
^v#iii*«*Lfcf^. ^-fSL/co M^::. 7jcil ^ ^ n iix 2 matt! t. 

io^mimm^ y -^-^'tm^^fzo mr^. mwk^m.s.y^^\^xmmit^m (4. 2 

3 g, 6 0%) ^1@#i:LT#fCo 
[0 13 9] 

^H-NMR (4 0 OMHz, CDCI3) ^13. 50-3. 68 (2H, br), 3. 
88 (3H, s) , 4. 8 6 - 5. 0 3 (IH, br), 6. 66 (IH, d, J = 8. 
8Hz). 7. 20 (IH, dd, J = 8. 8, 2. 9Hz), 7. 77 (IH, d. J 
= 2 . 9 H z) . 

MS (ES I) m/z : 1 4 0 (M+H) *. 
[0 14 0] 

3 ] 4 - ( 2 - tf ij V ;v) - 2 , 4 - ^ V r'iJ' y^^^f-^^^^ 7- 
[0141] 
[^fb 1 4 ] 



COgEt 
O O 
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[0 14 2] 

T;Vn'>'#BI^T. 0 V-C' 6 0 %7Kmiti- ^ (0. 9 9 1 g) (DN, 'N-P^^ 
;V.-^;VAT5K (3 0ml) MMmz. 2 -T^-^)l^^') (1. 3 9ml) =lrMTL 

5 ^mmw^ik. m^-^'S o';d-mmnLfzo K&m^. ovx-z^a.^m'j^^)^ (3. 3 

T-;v^*nx.^-(tL, 7X®=^ill^«7XM (2 4. 8m i) T'l^fnL. nm^^^^'^M 

n.i^;VA) UHKk-^^ (1. 1 2 g, 4 1%) ^M^tLxntzo 

[0 14 3] 

iH-NMR (400 MHz, CDCI3) d : 1 . 40-1. 43 (3H, m), 4. 3 
8-4. 43 (2H, m) , 7. 51-7. 54 (IH, m) , 7. 62 (IH, s) , 
7. 89-7. 93 (IH, m), 8. 18 (IH, d, J=8. OHz), 8. 73 ( 
IH, d, J = 4. 4Hz). 
MS (EI) m/z : 2 2 1 (M*) . 
[0 14 4] 

[##^J4] 1- (6 h^v- 3 -tiV v;V) -5 - (2-tfVv;l') -lH-ti°^ 
v*-;v- 3 
[0 14 5] 
[<b 1 5 ] 




[0 14 6] 

1) 5-tFndrv-l- (6 h^->- 3 - tfV v;V) -5- (2-lfUi^;V) -4 

, 5 - Kn- 1 H- tf-^ y-;!/- 3 -:^7;v:^'>'^j:-f-;vj:-;^x;v 
##f!l3cD4- (2-ifVv;v) -2, 4 - ^It-^^^^^^^T-;^ (1. 1 

0 g) 2 CO 5 - t K9i>V - 2 - h ^->li V (0 . 6 9 2 g) (DJ^^ y 

(2 2ml) ^V^^ 1 4 LfCo ^m^. ^i»=lr-^^M*LT#^tL/ia 

75/^;V:* 7 n-T h y ^ - ( h ;v^>-T'fe b >) tr-ffi^L 5 - t Kn :3r->_ i _ 
( 6 - ^ h ^ V - 3 - tf V y ;v) - 5 - ( 2 - V ^:^';v) - 4 , 5 - V K n - 1 H - tf 
3 -ij )Vrf^ym.^'f-)^^^T)V (,Q> . 5 7 5 g, 3 4%) ^Hl^ii LTtffCo 
[0 14 7] 

^H-NMR (400MHz, CDCls) S '. I . 37-1. 40 (3H, m), 3. 4 
7-3. 64 (2H, m) , 3. 81 (3H, s) , 4. 3 5 - 4. 4 0 (2 H, m) , 

6. 57-6. 59 (IH, m), 6. 85 (IH, m), 7. 34-7. 38 (IH, 
m) , 7. 4 5 - 7. 4 8 (IH, m) , 7. 5 2 - 7. 5 9 (2 H, m) , 7. 79- 

7. 83 (IH, m) , 8. 5 5- 8. 5 7 (IH, m) . 
[0 14 8] 

2) 1- (6-^ h^v-3-tfU v;v) -5 - (2-tfvs?;v) - 1 H- tf 9 y'-;v- 

±fB5 -li Kndri/- 1 - ( 6 h ^ v- 3 - tf V >^;V) -5- (2-tfiJv;V) - 
4, 5 -vt Kn- 1 H-tr^v*-;v- 3 -:^;v>i^'>Mj^-^;vj^><.x;v (0. 5 4 6 g) 
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c^oi^ J -;v (1 1 m 1 ) I'^M ( 0 . 4 5 6ml) ^tnx 4 nf^HWkWMsX^fzo 

v'J ?t?<>^';^:^7A^nv - (^^•ij-^-M'^^^f^;^) "C-IIMLi- (6-^h 

dr'>- 3 -If u -5- (2-trv':^;v) - i H-t°7 3 

(0. 5 1 6 g, 10 0%) LT#/co 
[0 14 9] 

^H-NMR (400MHz, CDCls) S : I . 43 (3H, t, J = 7. 2Hz), 
3. 95 (3H, s), 4. 46 (2H, q, J = 7. 2Hz), 6. 76-6. 78 ( 
IH, m) , 7. 2 2 - 7. 2 8 (2 H, m) , 7. 3 5 - 7. 3 7 (IH, m) , 7. 
66-7. 71 (2H, m), 8. 11 (IH, m), 8. 52-8. 54 (IH, m) 

MS (FAB) m/z : 3 2 5 (M+H) \ 
[0 15 0] 

3) ^flM'fb^tl 

JilSl- (6 h ^v- 3 -liV v;^) -5 - (2-t:Uv;V) - 1 H - t° 7 V- ;V 
- 3 - 5&;v:^">^^j:-'f-;i/;^T-;v ( 0 . 43 8g)tO;>{^y-;i'(8. 8 m 1 ) ^ 
?a-e 1 5lfe7Xm^kf- h V '5' AtIc-^I^ ( 3 . 3 8ml) ^APx. 4 ^^«#L/io KtSM'Sr 
MJ±T^*L#^tLfc?S-^mtemm7Kv#m (3. 3 8ml) ^^■inx.'+'^nm, 7Ki:Itm 

*L^lM<k^% (0. 3 4 4 g, 8 6%) L-C#/Co 
[0151] 

^H-NMR (4 0 OMHz, DMSO-de) 5:3. 89 (3H, s), 6. 89 (1 
H, d, J = 8. 8Hz), 7. 33-7. 37 (2 H, m), 7. 67-7. 73 (2 
H, m) , 7. 8 5 - 7. 8 9 (IE, m) , 8. 14 (IH, d, J = 2. 4Hz) , 
8. 44-8. 46 (IH, m), 13. 06 (IH, br). 
MS (FAB) m/z : 2 9 7 (M+H) \ 
[0 15 2] 

[##f!l5] 1- (6 V- 3 -tf U s^';!/) - 5 -•7i-;v- 1 H-if 
3 - iJUX^-^yWi 
[0 15 3] 
mi 61 




[0 15 4] 

1) 1- (6-^ >^v-3-ii°'; v;v) - 5 -7 Ji-;^- 1 H- 1:7 y'-;v- 3 

j^* f- ;v X -r 

T-b h^j^y^ (9. 85g) ON, N- v^f-;i/--^;VAT5 K (8 0ml) 
0 t:-e6 0 %7X*'fb-^ h 'J "^A (6. 5 6 g) trtinx 3 O^P^«#LfCo v:x 
(2 3. 9 7 g) <7)N, N- 5^;l'>^;VAT 5 F (8 0ml) v#v^=lr 1 0 
^KtriiT LmaX' 1 3 NFF^»LfCo ^JSfi^tC 1 m^:^^ ( 1 8 0 ra 1 ) ?rSnx.mttt 

i^-i/A-e^^Lfco iiSim. «^MJET«*L4--7^-;v-2, 4-i^^^vy^> 
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(2 2. 9 6 g, tm^mtLxnfzo ^n&.±mmir ^ :i t 

(2 0 0 ml) L. 2 O 5 - t K 7 vV - 2 - ^ h ^ v U 

(11. 3 9 g) ^j]nx.4Bf-PHWn^»rLL/Co K'V«^«i±T^*L#^) 

(6 h^rv- 3 -tfU - 5 1 H-if7y-;v- 3 -:*;vjK>'m-3^ 

^;VaiXT-;v (16. 37g, 61%) =lr;^S^% t LTtffCo 
[0 15 5] 

^H-NMR (400 MHz, CDCI3) ^11. 42 (3H, t, J = 7. OHz), 
3. 93 (3H, s) , 4. 45 (2H, q, J=7. OHz), 6. 73 (IH, d, 
J = 8. 8Hz), 7. 04 (IH, s), 7. 19-7. 26 (2H, m), 7. 30 
-7. 37 (3H, m), 7. 57 (IH, dd, J = 8. 8, 2. 6Hz), 8. 11 

(IH, d, J = 2. 6Hz). 
MS (ESI) ra/z : 3 2 4 (M+H) \ 
[0 15 6] 

2) ^fim-fb^t) 

±|B1- (6 h drv- 3 - tf U v;v) - 5 -7 1 H- t:9 V-JV- 3 

;v>3^'>'^^f-;v^j^T-;v ( 1 6 . 3 7 g) 7 ( 2 5 0 m 1) i^StK 

m'fb-:?- > v^^yKmm ( 1 2 e m i ) ^tpx. 3 o^rsm^L/co Kisw*?i^j±T^*b 
ifem^ h V 't7AT»^jftL/io mm^k. mm^tm.&T'^^Lmm^t^m (13. s s g, 9 

2 %) LT#/^o 

[0 15 7] 

^ H-NMR (400MHz, CDCI3) .5:3. 94 (3H, s), 6. 75 (IH, 
d, J = 8. 8Hz), 7. 10 (IH, s), 7. 21-7. 27 (2H, m), 7. 

3 2 - 7. 3 9 (3 H, m) , 7. 58 (IH, dd, J = 8. 8, 2. 6Hz) , 8. 
12 (IH, d, J = 2. 6Hz) . 

MS(ESI)m/'z:296 (M + H) \ 
[01581 

6 ] 3 - F V vv 11° V V ymm^ 

[0 15 9] 
[<k 1 7 ] 




NHNH2 . 2Ha 



[0 16 0] 

3 - T 5 y tf u ( 5 . 1 5 g) (Dm^m. (54ml) mmiz^ mmmi- vv^^^ ( 

4. 2 8 g) (757Xv#?t (2 0ml) ^I*]SO - 5 "CT-S 0 ^S-i^i^^tXfi^T L. Mt;5^FBm 
WLfzo ^(DKJ^sm.^. mt:^:^ (II) 2 7Kfnt) (4 3. 6 8 g) <Dm^W. (3 0ml 

) mmzn'Sii 0 - 1 0 "CT- 1 BfraiJ^^it-ciiST l. o . 5 mmmwLtzo vfzm 

. 3 8 g, ^*S<J) =l:#/io 
[0161] 

^H-NMR (400MHz, DMSO-de) ^17. 93 (IH, dd, J = 8. 8, 

5. 6Hz) , 8. 09 (IH, dd, J = 8. 8, 2. 7Hz) , 8. 43 (IH, d 
, J = 5. 6Hz) , 8. 51 (IH, d-like, J = 2. 7Hz). 

MS (ESI) m/z 110 9 (M) 
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[0 16 2] 

[##fiI7] 1- (5 2 -try - 5 -7 1 H- tf'^ 

3 -ij Jl^yi-^ym. 
[0 16 3] 
[-fb 1 8 ] 




[0164] 
1) 5-T5 7-2-i^nneu v> 

2-^nn-5--hntfVv>' (2 0g) (75^:-^?' (160ml) t7K(40m 

1) r^l-^vtmt'rtmm (imi) ^Ijnx.. SJa-eSTc^ (7 0. 5 g) *i^^L-roi^x.> 

(15. 2g, 9 4%) ^mi^tLxnt^o 

[0 16 5] 

^H-NMR (400 MHz, CDCI3) d : 3 . 71 (2H, br s), 6. 96 ( 
IH, dd, J=8. 3, 2. 9Hz) , 7. 08 (IH, d, J = 8. 3Hz) , 7. 
85 (IH, d, J = 2. 9Hz) . 
LC-MSm/z : 1 2 9 (M+H) \ 
[0 16 6] 

2) 5-7-frf^v-2-i5'nnt:Uv>' 

±15 5 - T 5 y - 2 - ^^ nn tfi; v'y ( 1 8 g) (DJ^i^ y (3 6 0ml) -^Ittc 4 
8 %-r h 9 7;v^n{5^it7Xv#ft (4 0. 5ml) ^j]n£. -5°C^3?%*PT> M5f M$ t e 
r t --y^'^^V (2 3 . 5ral) ^fSTm. 2 O^ralWL/Co S)a5?tt'>'"J^^;v^-7"^V 
* jQx.^;fl±it? l£:^-r ^ ^ tr 6 - ^ n n t° V V - 3 - '^7 A X h 9 -7 

)vtui.i>>m^ (3 2 g, ^fifl^) ^ntzo ^(D'jTv^^^j^m. (3 2 g) oteTKs^m ( 

16 0ml) v#?t^m^i;9 0°CST:-#rUL4 b^mmWLfZo I^Jtm^ RJiSM^iltEE 

vV 5t?^;Vi?n-7 h iT^^-f - (^dp-ij-v-i^^j^-^;]/) -efflmt 5 -T-ir > ^~>- 2 - 
^nntfiJ-:7> (lOg, 4 2%) ^mi^tLXntio 
[0 16 7] 

^H-NMR (400MHz, CDCI3) S : 2. 33 (3H, s), 7. 34 (IH, 
d, J = 8. 8Hz), 7. 47 (IH, dd, J = 8. 8, 2. 9Hz), 8. 21 ( 
IH, d, J = 2. 9Hz). 
LC-MSm/z:i72 (M + H) \ 

[0 16 8] 
3 ) 2 - ^' n n - 5 - ti K n ^ 11 y V > 
±15 5-T-frhdpv'-2-^nntfvy:^ (lOg) oy^y-;i/ (2 00ml) 

jkm^') 'y^ (4 0 omg) ^i]i\^mux2 ommmwvfzo Rjsw^affT®* 

-tKndrvtfUv^ (6. 8 6 g, 9 1%) ^mi^tLX^fzo 
[0 16 9] 

^H-NMR (4 0 OMHz, DMSO-de) d : 7 . 24 (IH, dd, J = 8. 8, 
2. 9Hz) , 7. 29 (IH, d, J=8. 8Hz) , 7. 91 (IH, d, J = 2. 

ffliE# 2005-3026716 



mi 2004-321117 



^--J : 29/ 



9H z) , 10. 2 2 (1 H, b r) . 

LC-MSm/z : 1 3 0 (M + H) \ 
[0 17 0] 

4 ) 2 - n n - 5 - ^ h ^ li" V V > 

±f5 2-i5'nn-5-ti Kndevt°Vi^> (1. 3 0 g) tB^it;^^)V {l . 2 5m 

I ) ON, N-v^f^;V5^;^AT5 K (26ml) mWiK. m.^-^ 2 8 % h V h 
^vF-^^y-^vM (2. 0ml) =^?ilTLl. 50#PHm#LfCo RJ^Dft^ClfefnM'fb 

i^^^y-WW.^^)^) -eW^L2 -iJ'nn- 5 h^->tf'; e^'^' (1 
. 4 0 g, 9 8%) -^m^h LX#/io 
[0 1 7 1 1 

^H-NMR (400 MHz, CDCls) 5:3. 85 (3H, s), 7. 17-7. 2 

5 (2H, m) , 8. 05 (IH, d , J = 2. 9Hz) . 
LC-MSm/^z : 144 (M+H) \ 

[0 17 2] 

5 ) 2 - t K 9 vV - 5 - ^ h ^ V t; i; V > 
_h|B2 -^nn- 5 v^' (4. 0 g) v >— TKfDtJ ( 3 0 m 1 

) 'SWi^l 0 0°Ct:^2 4Hf-PHl»LfCo Rj^->W^-^ffT^*L#P>:?x/i^SS^^ 
n n 4^ ;v A h 1 Jl^TKMt'fb ■:^ h U A ^ in x. b . ^f^M ^ ^7YMW-^ v 
A -elg^t LfCo Mt^. W^-MffiT^* L 2 - t K 7 i^V - 5 - ^ h ^ V If V V > ( 

7 0 5mg, 18%) LT#/io 

LC-MSm/z : 1 4 0 (M+H) \ 
[0 17 3] 

6) 1- ( 5 h ^ V- 2 - U v;v) - 5 -7 1 H-e^ v'-^v- 3 

_hlS2-t; K^yy- 5-^ h^vtfU (7 0 5mg) t##M5<^l)02, 4 

-i^":^-^V- 4 --7 >'@t-^^>'^-3^^T-;V (1. 1 2 g) C7)j:-^y-;l' (2 5m 

1) 1 9Bf raWni^sruLf^o Rj^:>i#iK^MmT^*L.#'b^x/c^s?ttwStm 

. ^MWc^ ^ A -e^^ L fz o mm. ^JET^* L# tL/c^S * >- U 

^^jViJ' n-7 h ^ ^ - (^^^t >'-I^St^-?^>'^) -eltMLl- (5-yh^v-2-t: 

U v;v) - 5 --7 jn. — ;v- 1 H-tf9y-;v- 3 -*;V''i<>'^-3:-'f-;V'-^:^-r;v (7 0 5m 

g, 4 3%) h bf#fCo 

[0 17 4] 

^H-NMR (4 0 OMH z, CDCls) d : 1 . 42 (3H, t, J = 7. IHz), 
3. 88 (3H, s) , 4. 45 (2H. q, J = 7. IHz), 7. 03 ( 1 H, s) 
, 7. 22-7. 32 (6 H, m), 7. 45 (IH, d, J=6. 8Hz), 8. 05 

(IE, d, J = 3. IHz). 
LC-MSm/z : 3 2 4 (M+H) *. 
[0 17 5] 

7) mmit^^ 

±151- ( 5 -y h ^ V- 2 - trU v;l') - 5 jic::.;!/- 1 H- 3 

(7 0 0mg) co^^J^y-^v (7 ml) h Kn-7 v > 

(7ml)v#mt'^ lM^7Xmfk:^ h V "^-^TK-^-f^ (3 . 5ml) ^^nxSrST- 2 Bt^« 
^^L/^o K)Sm^7jc<tT, 1 ^a€i^m7Rv#?R (3. 6ml) =l:tjnx/^m. 7}^tmm.J^-^ 

. mm^l^&T^^Vmmih^^ (602mg, 94%) =gr@#i:LT#/Co 
[0 17 6] 

^H-NMR (4 0 OMHz, CDCI3) S : 3. 89 (3H, s), 7. 09 (IH. 
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s) , 7. 2 3 - 7. 3 5 (6 H, m) , 7. 46 (1 H, d, J = 6. 9Hz) , 8. 
08 (IH, d, J = 3. IHz) . 
LC-MSm/z : 2 9 6 (M+H) +. 
[0 17 7] 

[##i^J8] 1- (5-^ b^v-2-tfV v;^) -5- i2-)d^}P)V) - lK-\£y 
v'-;i/- 3 

[0 17 8] 
['ft 1 9 1 




[0 17 9] 

1) 5 -y^'n^- 2 - t vV tfU v> 

2, 5 -v^rn^tfU (10. 0 g) (DtfiJvV (10 0ml) mWLK. m.UX-\fi 

K9v>'— Ticfnt/ (10ml) ^JfjPx.. 1 3 B#rH^l)ni!^ML/co K)SiM^?tJ± 

^ mmm^^ymmi- h V ^ ^■^'tmLfzo mmk. mj±TW=ir^*L5-yn^-2 

-li (7. 6 1 g, 9 6%) =^@#:tLT#fCo 

[0 18 01 

^H-NMR (4 0 0MHz, DMSO-de) d:6. 67 (IH, d, J-9. OHz 
), 7. 55 (IH, dd, J=9. 0, 2. 4Hz), 7. 64 (IH, s), 8. 0 
0 (1 H, d, ] = 2. 4 H z) . 
E I -MSm/z : 1 8 8 (M+) . 
[0181] 

2) 1- ( 5 -rn^- 2 - ii° V v;v) - 5- (2-t°i;v;v) - i H- ^ 3 

_hie5 -^'n^- 2 -li tfU (7. 1 2 g) 

t##1^j4 04- (2 -tr V v^'^V) -2, 4 - v^^y^iJ' >^J^^;V-3^:5^x>'V (8. 3 

8 g) (DJ^^y~)]y (12 6ml) MMm'^^MU'^^^Wk (8. 67ml) itlU^. 1 2 S# 

S=^'>V 5f ^;V5&9Ai^n-r h i^^^-r - (^dE^^J-v-g^ma^-^;v) -CffiM L t F n tf 

9 V--;l/#:*#/co i<7)vli Fn tr^ V'-;i/#:(7)jc^ y (14 6ml) vtrti^^rStr 

Mm (4. 9ml) =^i)n£. 3B#r^jf]pftMLfco K&m^m^'mm.imi- y 
^k. m&Tmm^^^u^^t^fzn-m^'^v^r^p^y-i^^u-^h^yy^- i^^^y 

-It^jc^;v) x-mMl^i- (5 2 v;!/) -5- (2-tfvy;V') -1 
H- tr^y--;^- 3 -:^;V'i?>mj^^;i'j^^-r;v ( 1 1 . 6 g, 8 2%) ^mi^tLXW 

fZo 

[0 18 2] 

^H-NMR (400 MHz, CDCI3) S : 1. 42 (3H, t, J = 7. 2Hz), 
4. 45 (2H, q, J-7. 2Hz), 7. 20 (IH, s), 7. 2 3 - 7. 2 5 ( 
IH, m), 7. 49 (IH, dd, J = 7 . 8, 0. 7Hz), 7. 72-7. 75 ( 
2H, m) , 7. 9 5 - 7. 9 7 (IH, m) , 8. 26 (IH, d, J=2. 2Hz) 
, 8. 45-8. 46 (IH, m) . 
E I -MSm/z : 3 7 3 (M*) . 
[0 18 3] 
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3 ) 

T ;vW:/ JlS^T, ^7^-C-±|S 1 - {5 -^u^- 2 - ^V'J)l^) - 5 - ( 2 - t° V v 

- 1 H-ii°9 v-^-;v- 3 (3. 00g)op<i5'y-;v( 
3 0ml) t h > (30ml) rfb^v#ifet::> b U A ^ h ^ v K (1 . 7 4 g ) 
^'ffciH (I) (0. 2 3 1 g) ^SrtOx.4 7 ^raWD^ItW t/io -KlSmt'Tk (5 0 

m 1 ) ^M^MUX- 1 3 O^rBlWb/io RJSTf£^'7X^ W (l O m l ) . ^ 
y-;v-^nn>^;vA (1 1 0 ) tl-^vM^Jnx^^SL. «il b 'J >^ A 

x^-mvfzo mm. ms.rmm^^s^UMm'it^m (i. e s g, 71%) ^iii#tL 

[0 18 4] 

^H-NMR (400MHz, DMSO-de) d : 4. 17 (3H, s), 7. 56-8 
. 7 1 (8H, m) , 13. 3 5 (1 H, s) . 
FAB-MSm/z : 2 9 7 (M + H) \ 
[0 18 5] 

[##M9] 1- (6 h^v-3 -tfV ^v^-^V) -5 - (2-lfUv;V) - 1 H- 

tf 9 y"- ;v - 3 - * 

[0 18 6] 
lit2 0] 




[0 18 7] 

A'ft) 

1 ) 1 - ( 6 - n n - 3 - U ^ v-;v) - 5 - ( 2 - t° U i^^V) - 1 H - ti 9 V- ;v 
— 3 —•fy)V^yMJ^'^}^^^'r}l^ 

S-^uu-6-}^V^i^y \:LVVpy (1. 5 9 g) i##M4<7)4- {2-\£Viy 
;v) -2, 4 - v:^^' ^^-^^^v-^^T-;!^ (2. 4 5 g) cT^^n-iJ' y -;v (6 0ml 

-^^■if^) -eWmtl- (6 -iJ'nu- 3 -tfV i5^v-;V) -5 - (2-H°';v-;v) - 

1 H-tf^y-^v- 3 ( 1 . 5 o g, 4 i %) ^mi'^tLx 

[0 18 8] 

^H-NMR (400 MHz, CDCI3) d : 1 . 44 (3H, t, J = 7. OHz), 
4. 46 (2H, q, J = 7. OHz), 7. 23 (IH, s). 7. 2 4 - 7. 2 7 ( 
IH, m), 7. 62-7. 65 (IH, m), 7. 69 (IH, d, J = 9. OHz) 
, 7. 76-7. 81 (IH, m), 8. 10 (IH, d, J = 9. OHz), 8. 40 
(1 H, d, J =4. 6Hz) . 
LC-MSm/z : 3 3 0 (M+H) *. 
[0 18 9] 

2) 1- (6-^ V^i/-3-}^V ^^P^}^) -5- (2-tf';v;v) -IH-lf^y'- 

±151- (6 -i^nn- 3 -tf V ^^v-;V) -5- (2-li°Vi^;V) -IH-li^V*- 
;v- 3 -5!7;V5j?>'^a^f-;i'a^>^x;v (1 . 5 0 g) (^^ i5'y-;v (4 5ml) ?#-f^tc2 8 
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%:^ h i; "^A^ hdf-> K-^ (3ml) ^mk. 2m^M^M'MLfZc m^^k 

^ 3 _tfi; -5- (2-n°Vi^^;v) - 1 H- 3 

(480mg, 34%) =lr@#:fc LTtf/io 

[0 19 0] 

^H-NMR (400 MHz, CDCI3) S : 3. 99 (3H, s), 4. 10 (3H, 
s) , 7. 15 (IH, d, J = 9. 3Hz), 7. 21-7. 23 (IH, m), 7. 
24 (IH, s) , 7. 58-7. 61 (IH, m) , 7. 7 3 - 7. 7 8 (IH, m) 
, 7. 93 (IH, d, J = 9. 3Hz), 8. 40-8. 41 (IH, ra). 
LC-MSm/z 13 12 (M+H) \ 

[01911 
3) WMit^m 

±15 1- (6-^ h^iy- 3 -\^') rJ'^v-^V) - 5 - ( 2 - t° V v^V) - 1 H - ^° 7 
3 - ?!7 ^>'^-^^T-;v (4 7 5 mg) iOj:.^y-;V (10ml) 7" h :7 

liKn77>' (10ml) 1 *J.^7K^'ft:-;'- h V ^ ^yKi^U (3ml) ^Snx^S. 

x-2 o^mmnLfzo KJ^mzyi^^y im-^^mymm (3m d ^M^-^nm. 

nn;}^;vA-^ (10*^1) U^m^^lJn^^UL. 

;t^v'^7A-C-|£:^L/co mm^m.}±T^S^LW:mih^m (SOOmg, 6 6%) ^ 

[0 19 2] 

^H-NMR (4 0 OMH z, DMSO-de) d : A . 04 (3H, s), 7. 32-7 
. 35 (IH, m), 7. 41 (IH, s), 7. 49 (IH, d, J-9. 3Hz), 

7. 80-7. 82 (IH, m), 7. 87-7. 91 (IH, m), 7. 99 (IH, 
d, J = 9. 3Hz) , 8. 3 5 - 8. 3 6 (IH, m) . 

LC-MSm/z -.2 9 8 (M+H) \ 
[0 19 3] 

Bm 

1) 4- (2-t:Vv;i/) -2, 4 - V7^'^ f-;v^:^7";i^ T)V-=fy%m% 
T> ^^^'>mv^f-;v (5. 0 0 g) t+ h V -i? h^ri/ K (2 . 2 9 g) (D^ iJ' 7 - 

;v (2 6ml) ^?a-e2 -T-fe5^;vt: U v> (2. 5 6 g) (2 6 

ml) x^wL^M^l b^mmW'ik. 6 0°C-e4 S^a^re^WLTto KJSfttiTK* jJD 

£ 5/ ^ ;v - 7^ ;v -e^'^ L fz o 7Xji tz|&^P:^4k T > - A 7Xv#m t n n .-^ ;v a ^ 

2 - -:^';V) -2, 4 -v:^^V7'i5' ^JV^:=^-r;V (3. 4 4g, 7 9%) 
LXWfzo 
[0 19 4] 

1 H-NMR (400MHz, CDCI3) d : 3 . 94 (3H, s), 7. 54-7. 5 
0 (IH, m) . 7. 64 ( 1 H, s) , 7. 9 3 - 7. 8 9 (IH, m) , 8. 19- 

8. 16 (IH, m) , 8. 7 4 - 8. 7 2 (IH, m) . 
E I -MSm/z -.2 0 7 (M^) . 

[0 19 5] 

2) 1- (6-^uti-3-}£V r-J=-)V) - 5- (2-t:U^^';v) - 1 H - If 7 V*- -'V 

Jii2 4- (2-li';v;V) -2, 4 - va'^ ■^^^^J^^t'JV (4. 143 g 

) i: 3 - n n - 6 - t K 7 e U ^-"v? > (2. 891g) co^^y-;v (100ml 

) vtm^i 0 smmmmmmLfzo Kmrn^mmm (2m o =$rijnx.. Mt=6^PB^tin^^ 
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ffiT^*Ll- (6 -i^nn- 3 -tf ij i5^v-;V) -5- (2-t°';v;v) -lH-tf9 
y'_;V_ 3 _;f;;V5},-:^^;^^;va.;x.x;V (3 . 169g, 5 0 %) t: Wi^ t LX %fz o 
[0196] 

^H-NMR (400 MHz, CDCI3) d : A . 00 (3H, s) , 7. 24-7. 2 
8 (IH, m), 7. 24 (IH, s). 7. 64 (IH, dt, J = 7. 8, 1. 2H. 
z), 7. 70 (IH, d, J = 9. OHz), 7. 79 (IH, td, J = 7. 8, 1 
. 7Hz), 8. 09 (IH, d, J = 9. OHz), 8. 38-8. 41 (IH, m) 

E S I -MSm/z : 3 1 6 (M+H) *. 
[0 19 7] 

3) 1- (6 3 - ^5''v^>'^) -5 - (2-tfVv;V) -IH-tT^V- 

±151- (6 -^nn- 3 -tfU - 5- (2-liUv;V) -IH-e^V*- 

3 -:^;V5}^'>^^ f-;VjiX-r;V (2. 981g) <7)^^J7y-;v (190ml) 
. ^a-e:?- h^-^A^harvKd. 530g) 1 9 0#rHlWL7to 1 M 

^mmTlcvM (1 9ml) ^in£, MffiT^ ^J^y-^v^r^^Ltff^a/i^at^yK^Snx.^ 
^;^1-^ii:-ei - ( 6 - ^ h ^ v- 3 - tf V ^v^;V) -5- (2- 

tfUv^v) - 1 H-ti°^ 3 (2. 57ig, 87% 

[0198] 

4) mmit^^ 

±iai- (6-^ h^'>-3-tfu^y-;w) -5- i2-\^Vi^)v) -iH-^°9y' 
3 (2. 2 0 g) c7)^^y-;v (soml) tT-b^ 
tKn-79> (3 0ml) tl^^Mt'. gyST:' 1 mS7]cMMb^ h AyJcM (15ml 
) *Dnx.2. 5 0#P^WL7to S)S-ftt^7X<'tT. 1 *Efe:^M7Xi#ft ( 1 5 m 1 ) ii n n 

.-^;vA-^ iJ'y-;^ (1 OMi) rM-e-vtS^tJnx^ltL. y^mm^^Ti^mmi- W ^ J^x 

^mmi^^mii^mmit^m d. 42g, 47. 6%) ^ntzo 

[0 19 9] 

10] 5- (4-v^^;vT5y 7j^^;ix) - i- ( 6 b ^ v- 3 - ^ 
i^zi;!/) - 1 H- 7 V-^W- 3 -:^;V'>K>m 
[0 2 0 0] 
Ut2 1] 

i 




[0 2 0 1 1 

1) 4- (4 - f-;VT 5 y 7 j^-;V) -2, 4 - v^^r yy^ 

4' - ^;VT 5 y T-b h 7i y > ( 1. 2 2 4 g) i: ^ -^Bt v ^ (1. 7 7 
1 g) RZ^^i- h V "^^^ K ( 1 8 0 m g) ^^V^T. ##M 9 <^Bffi) co 1 ) t |WI 

»<7)^'^-e4- (4 -v^^;vT5 y 7 j^-::^;^) -2, 4-P^^yy^y'^^'f-)i^^:^ 

x;v(7 4 2mg, 3 9%) ^>fi#t L-C#7^Co 
[0 2 0 2] 
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^H-NMR (400 MHz, CDCI3) d : 3 . 10 (6H, s), 3. 93 (3H, 
s) , 6. 69 (2H, d. J=9. OHz) , 7. 01 (IH, s), 7. 92 (2H 
, d. J = 9. OHz). 
E S I -MSm/ z : 2 5 0 (M+H)\ 
[0 2 0 3] 

2) 1- (6 -iJ' nn- 3 - tf -5- ( 4 - ^;VT ^ y7 -1 
H- tr^y'-;^- 3 -^;v*'>'@^p<-5^;vj^x-r;v 

±fB4- (4 - ^;VT ^ y 7 Ji-;^) -2, 4 - v:^^ vy'i^' f^;^^^;?^.^;^ 
(7 4 2mg) t 3 -i^ on- 6 - t V/ tfi; i5^>?> (4 7 3mg) cO^^J^y-;!- ( 
3 0ml) v#?t^ 1 smMtumm'/MLfzo ^^k. K^W^MffiT^* L# tL/c^S 

if'yy^- {^uu^^ji^M.-yi ^ trffiS^Ll- (6 -^5^ nn- 3 -tfU iJ^v — ;v 

) -5 - (4 -v^^;vT5 y •7ai-;v) - 1 h- trvV-^v- 3 -*;i/jK>'^y -^^^v^ 

(6 7 9 mg, 6 3%) ^Mi^tLX^fZo 
[0 2 0 4] 

^ H-NMR (400MHz, CDCI3) d : 2 . 98 (6H, s), 3. 98 (3H, 
s) , 6. 65 (2H, d, J = 8. 8Hz) , 6. 97 (1 H, s), 7. 16 (2H 
. d, ]=8. 8Hz), 7. 62 (IH, d, J = 9. OHz), 7. 90 (IH, d 
, J - 9. O H z) . 
E S I -MSm/z : 3 5 8 (M + H) 
[0 2 0 5] 

3) mm<t^m 

±IB1- (6 -i^' nn- 3 - ti V ^$^v-;v) -5- ( 4 - ^;i/T 5 ^"7 i-;v) - 
1 H-ti°9y^-;v- 3 -?!;>'V5K>'@ty (679mg) <7)y^y— ;v (50m 

1 ) ^hV'>Ayh^vK(307mg) ^^30^13 mmUn^MW,Lfzo RJStS 

t^TK (2 0 5 // 1) ^-hw^. mizemmunmmmLfzo ^<^t^. KJSv#s=sr^ffiT^*L 

#'itLf^?S^tC7KtS'^mj^f-;V=^j!]n£^li^L. 7jciit3 lM^:^M7jcf#lt (3. 8ml) t 

JET^* LllS'fb'^t/ (5 9 2 mg. 9 1%) ^iS^^: LT#fco 
[0 2 0 6] 

^H-NMR (400MHz, CDCI3) d : 2. 97 (6H, s), 4. 16 (3H, 
s), 6. 64 (2H, d, J=8. 8Hz), 7. 01 (IH, s), 7. 07 (IH 
, d, J = 9. OHz), 7. 15 (2H, d, J = 8. 8Hz), 7. 60 (IH, d 
, J = 9 . OHz) . 

E S I -MSm/z : 3 4 0 (M+H)\ 
[0 2 0 7] 

[##fail] 1- (5-y h^v'-2 -e9i^^^;V) - 5- (2-t:iJv;V) -IH- 

[0 2 0 8] 
m2 2] 




[0 2 0 9] 
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^--J : 35/ 



1) 5 -^^ nn- 2 vV tf ^v''^ 

T5/tf9v>j;'9Pa 1 ami dess i h <D-^'{k (J. Org. Chem. , 29 
m, 2 4 9 1 - 2 4 9 2K, 1 9 6 4 ^) "e^j^ Lfc 5 - ^ n n - 2 - t Fn Vf 9 
y ( 1 . 8 4 g ) ^ vi^'fb ')y (28ml) v#m^M«'^^5'm 1 3 0 "CT- 6 BtF^Mi^ii 
L/io ^^^^^^ R)S?Sti7X7lc t V n n ^ > =^Sn;t:8^f^ L> ^^i^^W-i- V')^ 

AX-n.m\^fZo m3m. MI£Tv«*^*L#^tLfc^S?tc7)J:-i5'7-;l' (14ml) M 

t V ^-jM^Oii; ( 1 . 3 9ml) j]nx,^?a-e 1 5 0 ^r^m^f^. 8 0 rt:- 1 5 ^ 

^ y - ;v ( 1 1 0 ) rl^?«=SriPx.^fK L. «;i =^iE7Xi^m-f h u a T'|£# l/cto 

?iSlJ^^^ «EETW.^^*L5 -^nn- 2 -fc K^yy tf7i^'> (0. 3 2 5 g, 16 

%) ^mitt Lxnt^o 

[0 2 101 

^H-NMR (400 MHz, DMSO-de) 8:4. 32 (2H, br s) , 7. 9 
2 (IH, s) , 7. 99 (IH, s) , 8. 13 (IH, s) . 
E I -MSm/z : 1 4 4 (M"") . 
[0211] 

2) 1- (5-^nn-2-t°7y-;i^) -5- ( 2 - tf V i^^;^) - 1 H- V'-;V- 

##fi90B-&) <Di) <7>4- (2-ii°';v;v) -2, 4 -':^':r^y y^?^ >S^y f-^i^^ 

Xx;V(0. 4 14g) t±fS5 - ^nn-2-liK9vVt;9y> (0. 289g) =lr 
fflv^T. ##f!)9coBa) <7)2) ^: |W]«<7);^&-e. 1- (5 -^nn- 2 -tf 7 v-;v) 
_5_ (2-ifv>>';v) - 1 H- tfy V-;v- 3 -*;i"-i?>^y ^;v-3^;^7";v (0. 2 6 
Og, 4 1%) =^@#:i: L-C#/^o 
[0 2 121 

^H-NMR (400MHz, CDCls) 8:4. 00 (3H, s), 7. 25-7. 2 

8 (2H, m) , 7. 59-7. 61 (IH, m) , 7. 77-7. 81 (IH, m) , 
8. 25 (IH, m) , 8. 39-8. 41 (IH, m) . 8. 8 4 - 8. 8 5 (IH, 
m) . 

FAB-MSm/z 13 16 (M + H) \ 
[0 2 131 

3) mm^t^m 

_htBl- (5 -iJ'nn- 2 - ti9v-;v) -5 - (2-t°';v;v) -iH-t°9y'-;v 
- 3 -ti )]/^yW.^^^^^^y"}^ (0 . 2 5 4 g) ^ y ( 5 . l m l ) v#^t^^^ 

^hv^A^h^vK (0. i3g) ^m^7 0 ^r^ijmmmLfzo ^mk. 7X ( 5 . 1 

m 1 ) ^inx-S-St? 1 O^S^r^m^l^LfCo RJSV^^C 1 m^mM7m^ (2 . 4 1 m 1) . 7lc 
> 25:t)'^i5'nn7i^;vA=tinx.:0-mL. y^mm^^&T^^LmM^t^m (0. 2 3 7 g, 9 

9 %) L-C#7to 

[0 2 141 

^H-NMR(400MHz, DMSO-de) 8:3. 98 (3H, s), 7. 29-7 
. 32 (IH, m) , 7. 37 (IH, s) , 7. 7 4- 7. 8 7 (2 H, m) , 8 . 1 
1 (IH, s), 8. 33-8. 34 (IH, m), 8. 52 (IH, s), 13. 15 
(1 H, b r s) . 
FAB-MSm/z 12 9 8 (M+H) \ 
[0 2 15] 

[###IJ12] 1- (6-y^;V-3 -tiUi^;^) -5- (2-tfUv;V) -IH-tfy 
V- ;^ - 3 - :^ ;w >' M-^-?- >'v-^y. T- ;v 
[0 2 161 
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#11 2 0 0 4 -3 2 1 1 1 7 ^--J : 36/ 

[^b 2 3 ] 




[0 2 17] 

1) 5 - v>V - 2 -p^ 

6-^f-;V-3^ (5. 1 3 g) (D-Jt^'^y (7 5m\) v#?S(^. MU'^' h V ^ 
^;VT^>(5. 7m 1 ) . v-7ji-;V53^;^*';;VT-:/ K (8. 8 m l ) t e r t - 

(7. imi) =^ljnx.. i 0 0 'C-e i 9 B^^m#b/co ^<^m> K^S^S^M 

:^/5>A:i'nvh^''9"7^' - (^nn.-}N;l/A-;=<^y-;V) "effi^L 5- (tert-7~'h 
dp'>?5r;V;^'-;V) T 5 y - 2 f-;vtf V (6. 7 9g, 8 7%) Lt:#7t 
o ^<^'lt^m (5. 1 7 9 g) ^fflv^-C##^J2 i:|wI«0:a^>&T5-li K7v>V-2-^ 
■5^;i/t:';v> (0. 8 4g, 3 2%) ^M^i^tLxntzo 
[0 2 18] 

^H-NMR (400MHz, CD3OD) d l 2. 38 (3H, s), 7. 06 (IH, 
d, J=8. 3H2), 7. 21 (IH, dd, J = 8. 3, 2. 5Hz), 7. 99 ( 
IH, d, J=-2. 5Hz). 
LC-MSm/z : 1 2 4 (M+H)\ 
[0 2 19] 

2) SM^b-^t; 

±fB5 -li K9v>V- 2 V > (1. 2 0 g) i:##^!)4 04- ( 2 - t° V 
-2, A -'y:i-^Vy^^ >W.^^)^^^T)l^ (3. 4 8g) ^rffiV>T. 5 
2) lim-fb^*^ (0. 4 5 9 g, 15%) ^m^mtLXmzo 

[0 2 2 0] 

^H-NMR (4 0 OMH z, CDCI3) 511. 43 (3H, t like, ] = 7 . 
3Hz), 2. 60 (3H, s). 4. 46 (2H, q, J = 7. 3Hz), 7. 20- 
7. 50 (4H, m) , 7. 6 7 - 7. 8 0 (2 H, m) , 8. 39 (IH, br) , 8 
. 5 1 ( 1 H, b r ) . 
FAB-MSm/z : 3 0 9 (M+H) \ 
[0 2 2 1 ] 

[##15!113] 1- (6 h^v- 3 -tfV y;^) -5- (3 - ti°U ^^'"v^;!/) - IH 
- ti7 V"-;v- 3 ->^;;i/^i^'>^V A:^ 

[0 2 2 2] 
['fb2 4] 




[0 2 2 3] 
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^~-y : 37/ 



1) 4- (3-eu^>^'-;v) -2, A-V-^^y:f^yW.^^}\^^7.7^)V 

T;vn'>'#li!^- 7 8 °C<t*PT. 3 -T-fef-;Vtf V ^'v^ (2. 097 g) Oxh^ti 
Fn-7 7> (5 0ml) vSrSt:: 1 . OM-')^^J^ ( h ij ^ v U ;v) T 5 K<^ 

rb9liKn-77 ymWL (19ml) ^MT L 1 WmnWl^f^io WJBmz.iy :x^mv )^ ^ 
)V (4. 055g) <7)T-h9tKn79>' (35ml) v§m^?iSTf^> 0 *CT' 2 ^Pmm# 

L/co mViks W^?;tJ±T^^* t 4 - ( 3 - t° U ^' v-;i-) - 2 , A-V-^^v 
•/iJ' >^^-5^;l.j^>(.-r;V (2. 6 3g, 7 3%) LTW/^o 
[0 2 2 41 

^H-NMR (400MHz, CDCls) 5:3. 97 (3H, s), 7. 73 (IH, 
dd, J = 8. 5, 5. IHz), 7. 96 (IH, s), 8. 28 (IH, dd, J = 
8. 5, 1. 8Hz) , 9. 38 (IH, dd, J = 5. 1, 1. 8Hz). 
E S I -MSm/z : 2 0 9 (M + H) \ 
[0 2 2 5] 

2) 1- (6 h^->- 3 -H°iJ v;i/) -5 - (3 -tf V iJ^'v^'-^V) -IH-li^y'- 

±154- {Z-\£V r-J~)V) -2, 4 -v?d-^V^i5' ^>'l'^;^T-;V (1. 0 8 

6 g) <7)^ (1 Om 1 ) WidK. ##M 2 <7> 5 - t F'^vV- 2 b^vtf U 

v> (7 2 6 mg) =^Jnx.4 0#P^jjPi^7imLf^o ^i'tm, KSM^'MT©* L# tt 

fzmm.^'y':)ijf)^nm^'a^y^yy^~ (i^m^^^^) -c-w^li- (e-^h^v^ 
-3-tfUv;v) -5- (3 ^v-;!'') - i H-ti°7 3 

;VcLXx;V (309mg, 19%) ^H^^i: LT#fco 
[0 2 2 6 ] 

^H-NMR (400MHz, CDCls) S \ 2, . 95 (3H, s), 4. 00 (3H, 
s), 6. 80 (IH, d, J = 8. 8Hz), 7. 43 (IH, s), 7. 51 (2H 
, d, J = 3. 4Hz), 7. 70 (IH, dd, J = 8. 8, 2. 7Hz), 8. 11 

(1 H, d, J = 2. 7Hz), 9. 15 (IH, t, J = 3. 4Hz). 
E S I -MSm/z : 3 1 2 (M+H)\ 
[0 2 2 7] 

3) mmit^m 

±|S1- (6 -p< h^v- 3 - tf i; v;v) -5- {3-\£VW=-)V) -IH-e^V' 
)V^yW.^^)'^^^v-)l^ (3 0 9 mg) O^^^-^V (2 0ml) v#?tt'7fc 
f--^ A— yJcfOtJ (4 2mg) ^Mx^X 1 8 Bf FaWni^M^ Lfco ^<tt*:. SJSM^ 
•il^ffiT^* LIIMib^iiJ (3 2 2 mg, feS) T^;V7 r :^ t L-C#7to 
E S I -MSm/z : 2 9 8 (M+H) \ 
[0 2 2 8 ] 

[##1^0 14] 5- ( 5 2 - IfU v;V) -1- (6-^h^>'-3- 

tf u v;i/) - 1 H - t: 9 y'-;v- 3 -fuvvi^yW. 

[0 2 2 9] 
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^-v^ : 38/ 



Hb2 5] 




[0 2 3 01 

1) 5 -^>v;^?*-^~>- 2 -^•^;vtfu y> 

3 -t Ka^v- 6 -^f-;vt:°Vi^'>' (10. 0 g) t^m^'J't^M. (3 8. 0) <D7 

(200ml) ^?s.t:-:i:^b^> v;v ( i o . 9 m i ) ^Jnx i 2 0# 

(g'^^jc^;v-^dr^f x-mW:L5-^>P:il^ir^-y-2-^'^}V}^Vi^y (4. 14 

g, 2 3%) ^m-^mtLx^fzo 

[0 2 3 1 1 

^H-NMR (400MHz, CDCla) d : 2 . 48 (3H, s), 5. 08 (2H, 
s) , 7. 05 (IH, d, J = 8. 5Hz) , 7. 16 (IH, dd, J = 8. 5, 2 
. 9Hz), 7. 31-7. 43 (5H. m), 8. 26 (IH, d, J = 2. 9Hz) 

E I -MS m/ z : 1 9 9 (M*) . 
[0 2 3 2] 

2) 1- (5-^>v;v:^-^v-2-tfV v;v) J^iJ'yv 

±ffi5 2 -^f-;Vtf'; (4. l 3 g) CDlfi;v> (8 3ml) 

^r^-e-IMb-b > (9. 2 0 g) immumMMLfzo ^<%f*:. 

tC7X t ^ a a .i^ ;i/ A ^ in X. L . :t M ^ l!S7X«J^m-7 V ^-^i^^^ -C^'B L fz o iSSU ti: 
. M=&MJ±T^*U#e>:^^/^^ffitN, 0--:^^^;Vt^ Kndr->;VT5 (2. 
2 2 g) . i-jcf-;v-3- (3 - ^;VT 5 y7°n lf;v) ij )V'^^V A \ Y'^WM. (4 
. 3 7 g) . ^(IFI - t Kn^ h V Ty-;V (3. 0 8 g) (75 N, N-v^-5^;V 

.i^;V A T 5 K ( 9 5 m 1 ) Wit.^'^. ^S."^' h U J^^;VT ^ y ( 6 . 3 5ml) =Sr Jn^ 6 1 

- (f^^ai^;V-^dr-9->) -effiS^ L 5 > v^I^^ ^ v ti 'J v > - 2 - 5& >St ^ h 
^v^^;VT5K (3. 75g, 66%) ^-^ffi-bcilt; i: LTtfTto (FAB-MSm/z: 
2 7 3 (M + H) ) 

T 5 F (3 . 7 4 g) (Dy- >9liFn:7^> (75ml) v#?Ri^. 1 . 1 OM^ ^ 
>i7 A<7)v3^^;va^-T-;VM ( 1 3 . 7ml) ^'MT L 4 0 ^fHl^tS^ L/Co SJS?&^^7Kt 

T®*L#ibtLfcaS^vV *^;v*9Ai^n^ >^9-7^ - (f^m-^-^;V-'^^-9->') 
-eilMLi- (5 -^>v;v^^'>- 2 -tfi; >^;v) J y (l. 4 7 g, 4 7%) * 

[0 2 3 3] 

^H-NMR(400MHz, CDCls) <J:2. 67 (3H, s), 5. 18 (2H, 
s) , 7. 3 0 - 7. 4 5 (6 H, m) , 8. 03 (IH, d, J = 8. 8Hz) , 8. 
39 (IH, d, J = 2. 7Hz). 
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E I -MS m/z : 2 2 7 (M*) . 
[0 2 3 4 1 

3) 4- (5 -^>'v;v^^v- 2 - -2, 4 -v^a-^ V7^^ >m-^-5^;i/j^x 

T;^a'>#H^T^ :^ h y 'irAo^h^v' K (0. 8 7 4 g) (7)Ji^y-;v (15ml) 
vtlSt^. '>^^mvJi^;V (1. 7 5ml) t±|El- (5 -^>v;V:^^->- 2 

0^^$^ y > ( 1 . 4 6 g) OJiiJ' y -;V (l 5ml) v#^S^tin^^?mt:- 7 PfFsliimii 

. 6 0 °cx- 1 wmmwmnLfzo si'^m^ M^-Kmmi^i- hu-j^A^^h^vK (o. 87 
4 g) ti^^^m^^^^j>i^ (1. 7 5ml) ox:x-iwmmwLfzo ^'i^^k. R 

jS?Ut^7K=^inx. 7^ ;v-trr5fe#^l:^ 7XJi i^zmmMitr > ^ - A7Xi#?W i: n n 

g*L4- (5 -^>'v;u:t^v- 2 v;w) -2, 4 - v^^y7^^^ 
7>7";v (1. 3 8 g, 6 6%) ^mi^tLX^^fzo 
[0 2 3 5] 

^ H-NMR (400 MHz. CDCI3) $ : 1. 38-1. 42 (3H, m), 4. 3 
5-4. 42 (2H, m) , 5. 20 (2H, s) , 7. 3 5 - 7. 4 4 (6 H, m) , 
7. 59 (IH, s) , 8. 14 (IH, d, J = 8. 8Hz), 8. 44 ( 1 H, d, 
J = 2 . 7 H z) . 
E I -MSm/z : 3 2 7 (M*) . 
[0 2 3 6 ] 

4) 5- (5 2 - t: 'J v;v) -1- ( 6 - ^ h ^ v - 3 - t: U v ;V) 
- 1 H- tf 7 3 - *;i'5^'>'l^j:.-^;vj^;^T-;v 

±IS4- (5 2 - 1: V v;v) -2, 4 - v:t^y •y':^' ^St^-?^^!-^ 
;^ T- ;v ( 1 . 3 7 g ) t 2 (75 5 - t; K 9 vV - 2 - y h ^ V t° V V >- ( 0 . 6 9 9 

g) <7)^i5^ y (2 7 ml) mm^. ItM (0 . 9 5 8 ml) ^Jnx. 1 2 B#r^iP«^7ljjft 

9 A ^ n-r > ^'^"7 - (I^I^j:-^;v-^^'^ >■) •T?ffi®L5- ( 5 -^>>=';v:^- 
^ - 2 - V v ;i') - 1 - ( 6 - y h ^ V - 3 - V v;v) - 1 H - 7 V- ;v- 3 - 
/^7;i'#>^j^f^;i'j^;^-r;v (1. 5 0g, 8 3%) ^m^tLx^fzo 

[0 2 3 7] 

iR-NMR (400MHz, CDCI3) §11. 42 (3H, t, J = 7. IHz), 
3. 95 (3H, s), 4. 45 (2H, q, J = 7. IHz), 5. 10 (2H, s) 
, 6. 76 (IH, d, J = 8. 8Hz), 7. 18-7. 42 (8H, m), 7. 66 
(IH, dd, J=8. 8, 2. 7Hz) , 8. 10 (IH, d, J=2. 7Hz), 8 
. 28 (IH, d, J=2. 7Hz). 
FAB-MSm/z : 4 3 1 (M+H) *. 
[0 2 3 8] 

5) mmit^^^ 

5- (5 -^>P)^t^i^- 2 - liV'JjV) -1- (6-^ ^^v-3-t^V v;v) - 
1 H- tf^y^-;^- 3 -*;v5}<'':y^j^^;vj:-:^T--'v (1. 4 9 g) coy^y-;v (3 0m 

1) ti^ h^^VXJyyy (3 Oral) U^mWL^^. m.-&X 1 mS7lc@Mh■:^ h A (8 

. 6 5m I) ^m^9 o^mmnLfzo KJ^mm^m^T^^L. nhtitznm^Ti^t^ 

u u .i^;VA L 1 ^fe:^m7XM ( 8 . 6 5ml) =^tPx.:9^?^L/Co =l:«i7lc^ 

h V A-t?|£:»L7to «=^^J±T^*L=^®<fc'^% (1 . 2 7 g, 9 1% 

) ^mii^t Lxmzo 

[0 2 3 91 

^H-NMR (400 MHz, CDCI3) ^:3. 95 (3H, s.), 5. 11 (2H, 

s) , 6. 7 5 - 6. 7 8 (IH, m) , 7. 22-7. 41 (8H, m) , 7. 66 ( 

IH, dd, J = 8. 8. 2. 7Hz) , 8. 11 (1 H, dd, J = 2. 7, 0. 7H 
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^-v: 40/ 



z) , 8. 30 (IH, dd, J = 2. 7, 0. 7Hz) . 
E I -MSm/z 14 0 2 (M+) . 
[0 2 4 0] 

[##^!|15] 5- (3-v^^;i-T5y -1- {6 h^'y- 3 -'^V P 

;v) - 1 H-tf9y-;v- 3 -i^-'i^'-K^^ 

[ 0 2 4 1 ] 
Ut2 6] 




[0 2 4 2] 

1) 5- (3 -vV5^;vT^ y -7 j:.-=^;V) -l - (6 h^v- 3 - tf V - IH 

•j-YVyJ^^V^^yVil. 63g) <7)j^^y-;v (20ml) - (3-v^ 

•^;vT5 y -701:=^;^) -i-a^^yy (1. 6 3 g) OJ^^y-;v (20 ml) ^?fg.tv 
a. ^mi^^'^^l^ ( 3 . 1 0 m 1 ) ^j]n;i^ MM.-^^ 1 BtP^m^ LfCo 1 (D 5 

- H K 7 ^^V - 2 - ^ h iir V H° >; V ^iim*^ ( 2 . 5 2 g ) =£:*n^. 1 4 0f rsl^^^nt;:®-^ 

L5- (3 -v^^;vT? / 7i-;v) -1- (6 h^v-3 e>^;v) -IH- 
3 -*;vjJ^">M^^>'^^^7";v (3. 3 0 g, 9 0%) ^rm^^^tLX^fz 

o 

[0 2 4 3 1 

1 H-NMR (400MHz, CDCI3) d : I . 43 (3H, t, J = 7. IHz), 
2. 87 (6H, s) , 3. 93 (3H, s) , 4. 46 (2H, q, J = 7. IHz) 
, 6. 50 (IH, d, ] = 7 . 6Hz), 6. 54-6. 55 (IH, m), 6. 69 
(IH, dd, J = 8. 3, 2. 4Hz) , 6. 73 (IH, d, J = 8. 8Hz) , 7 
. 03 (IH, s), 7. 16 (IH, dd, J = 8. 1, 7. 8Hz), 7. 59 (1 
H, dd, J=8. 8, 2. 7Hz), 8. 15 (IH, d, J = 2. 7Hz). 
E S I -MSm/z : 3 6 7 (M+H)*. 
[0 2 4 4] 

2) ^HM-fb^tJ 

5 - (3-e^^^f-;vT5y7i-;i/) -1- (6-^Y^y-3-^V v;^) - 1 H - 
t: 9 y-^-;!/- 3 - * >'V:^'>I^-i-'f-J^-i-;^T-;V (3. 3 0 g) (D^^y~}l^ (7 0ml) v# 

1 M^T^^It-r h V A7Xv#?S (22. 5ml) ^in^^i^-e 3 mm^UWLfzo 

wmi^^WMLmm'it^mof-h'j^^m (1. 5 5g, 47%) =s-#fco«o^^ 

y -;i-=^MI±TW*L. »^tL7tMt;7]c^Sn;t 1 mfeiim7X« (22. 5ml) 

T@*LSM<b-^t/ (1. 5 6g, 5 1%) =^T^;V7 LT#7to 
[0 2 4 5] 

^H-NMR (400 MHz, CDCI3) 5:2. 88 (6H, s), 3. 94 (3H, 
s), 6. 50-6. 52 (IH, m), 6. 55-6. 56 (IH, m), 6. 71 ( 
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^-z^ : 41/ 



IH, dd, J = 8. 3, 2. 7Hz) , 6. 74 (IH, d, J = 8. 8Hz), 7. 
09 (IH, s), 7. 18 (IH, dd, J=8. 3, 7. 8Hz), 7. 59 (IH 
, dd, J = 8. 8, 2. 7Hz), 8. 16 (IH, d, J = 2. 7Hz). 
E S I -MSm/z : 3 3 9 (M+H)\ 
[0 2 4 6] 

[##wi6] 1- (6 h^v- 3 - tfi; iS^y-^v) -5- (4-^f-;v-2-e'; 
- 1 H- tr9y'-;v- 3 

[0 2 4 71 

Ht:2 7] 




[0 2 4 81 

1) 1- (4 2 - tf i; v;^) 

2 -r'n-^- 4 V ^ (3. 0 g) v j:-^;^J^-t-;V (4 5ml) 7 8 

°C<%*PT> 1. 5 8Mn-y^;V';f-'i'i^<7)^Je-9->'^^ ( 1 7m 1 ) ^lO^^TiST 
L2 O^mUWhfZo KB-mzii, N-v^-5^;VT-fe^ 5 F (2. 5ml) ^rfSTft. # 

ji-^^y (i. 64g, 70%) LT#/io 
[0 2 4 91 

^ H-NMR (400MHz, CDCls) S : 2 . 38 (3H, s), 2. 66 (3H, 
s) , 7. 23 (IH, dd, J= 4. 8 8, 0. 8 6 Hz), 7. 81 (IH, d, J 
= 0. 86Hz), 8. 48 (IH, d, J=4. 88Hz). 
[0 2 5 01 

2) 4- (4 2 -tf V v;V) -2, 4 - v::^ ^ Vr'^ ^St-^-^^-'l^-^-^T-^V 

:h h i; r>Aa^h^v K (1 . 6 6 g) OJ^iJ'y-;^ (5 0ml) '^Itv^'^ 
;V (3. 3ml) ^Sy^X'Jnx. 1 O^r^mm*:. -tl5 1 - ( 4 - >f -^^V- 2 - 1^° U i^;i') 

ji^^yy (1. 64 g) =^^jnx.3 o^^-ram^Lfco KiS?StC7jc^So£v^^;^^--r;v-e 
■^^m. tKW ^ 1 pH2i:L. m^.^ tiu^.)vi^^1jux.x L . ^« 

Jl=^te7K15fcmv^'^-.v'^ A-e^iSLfco MSUf^. M4-«J±^*L4- (4-^f-;v-2 
-tiVv;v) -2, 4 - VT"'^ ^^^•f-;vj^;^7";v (2. 3 5g, 8 2%) ^fi^ 

[ 0 2 5 1 1 

^H-NMR (400MHz, CDCls) S l 1. 40 (3H, t, J = 7. 08Hz) 
, 2. 49 (3H, s) , 4. 39 (2H, q, J = 7. 08Hz), 7. 38 (IH, 

d, J = 4. 88Hz), 7. 47 (IH, br), 8. 01 (IH, s), 8. 60 ( 

IH, d, J = 4. 88Hz). 

E S I -MSm/z : 2 3 6 (M+H)*. 
[0 2 5 2 1 

3) 1- (6 -^nn- 3 -trv iJ^'v-JV) -5- ( 4 - -^JV- 2 - tf U v;v) - IH 
— if'^ V— ;v- 3 — :*;v:^'>^a^-f-;vj:-;^T-;v 

±124- (4 -^•^-'l/- 2 -tfV i^'-'V) -2, 4 --J:t^y^^ yM^^^^^^^y^}'^ ( 

ffliE# 2005-3026716 



#M 2 0 0 4-3 2 1 1 1 7 ^--7' : 42/ 

2. 3 5 g) t 3 - iJ^nn - 6 - H F^yy tf V v> (1 . 9 g) <7)j^^ 7 (10 0 

m 1 ) 3 0 ^mmmmmLfzo rimm ( 5 m i ) ^i3\ix.nm 1 sfPHitn^M 

M ^ 4fi7XiSm-7 V A -t- L fz o fitSU t^, W * ffiT^ * L V ^ ;v :^ -7 A 
h^J'-^^'f - (^^-if y-I'^m^^-'V) -eWS^L-l- (6 -rJ' nn- 3 i5^>>" 
_5_ (4 2 - tf; v;w) - 1 H- If 3 -:^;;v*'>Mj^'5^>'V 

jiv!.7^;v (1. 1 9 g, 3 5%) ^T^)i^y r :^tLXWfzo 
[0 2 5 3 1 

^H-NMR (4 0 OMH z, CDCls) d I I. 43 (3H, t, 1 = 7. 08Hz) 
, 2. 41 (3H, s), 4. 48 (2H, q, J = 7. 08Hz), 7. 07 (IH, 
m), 7. 21 (IH, s), 7. 47 (IH, s), 7. 70 (IH, d, J = 9. 0 
3Hz), 8. 09 (IH. d, J = 9. 03Hz), 8. 23 (IH, d, J = 5. 1 
3 H z) . 

E S I -MSm/z : 3 4 4 (M+H) \ 
[ 0 2 5 4] 

4) mmit^^^ 

±mi- (6-^an-3-tfUi5'"'v^'^;V) -5- ( 4 - ^ 2 - 'J ^ ;v) -1 

H- tf 9 V"'-;v- 3 -r^^^VJi^'^^^-^^V^^^T-^V (1. 1 9 g) <7)^^y-)\^ (3 0ml 

) mm^. i- h V ^ V V (380mg) ^^y^-etinK. 1 9 . dm^mWLfzo K 

^7KMv^''^.v'j7A-e|£:^L/io mWi^. «^il^J±T^*L^l®jb^ii^ (5 6 0 mg 
, 5 2 %) LTt#/So 
[0 2 5 5] 

iH-NMR(400MHz, DMSO-de) d \ 2 . 37 (3H, s), 4. 02 (3 
H, s), 7. 20 (IH, d, J-4. 88Hz), 7. 37 (IH, s), 7. 46 
(IH, d, J = 9. 28Hz), 7. 72 ( 1 H, s), 7. 96 (IH, d, J = 9 
. 28Hz), 8. 21 (IH, d, 4. 88Hz). 
E S I -MSm/z : 3 1 2 (M+H)\ 
[0 2 5 61 

[##fiji7] 5- (4 - v^f-;^T5 y -1- (6 -y h ^'>- 3 

;v) - 1 H- tr7V*-;v- 3 
[0 2 5 7] 
Vit2 8] 

/ 




[0 2 5 8] 

1) 5- (4 -v^^;vT^ y7 -1- (6 h ^i^- 3 -tf V - IH 

f-l>i;.>Aai>^->F(l. 36g) (T^oi^J^ y (50ml) itmJl v jr •J^g^v 
;U (2. 72ml) i:4' - v ^ f^;VT 5 ^ T-fe h "7 7 > ( 1. 6 3 2 g) (D^^ ^ - 

;v (50ml) ?#?t^ip£r 1 6 nmM»Mm.i.fzo m^^^. ##m i o 5 - h i^y 

- 2 - ^ h ^ U (2. 102g) -^tWkX 3 nmtmm^ L /co 
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^--J : 43/ 



^^;vT5y -1- (6 h^v- 3 -e'; -iH-e9y-;v-3 

->5;;i/.i^"^@^j:-^;^^^T-;v (2. 134g, 58%) "kWM^t LTtf/io 
[0 2 5 9] 

^H-NMR(400MHz, CDCls) S : 1. 42 (3H, t, J = 7. IHz), 
2. 97 (6H, s) , 3. 94 (3H, s), 4. 45 (2H, q, J = 7. IHz) 
, 6. 62 (2H, d, J=8. 8Hz), 6. 73 (1 H, d, J=8. 8Hz), 6 
. 94 (IH, s) , 7. 06 (2H, d, J = 8. 8Hz), 7. 58 (1 H, dd, 
J = 8. 8, 2. 7Hz), 8. 16 (IH, d. 1 = 2. 7Hz). 
E S I -MSm/z : 3 6 7 (M+H)\ 
[0 2 6 01 

2) mmit^m 

±IB5- (A-y^^^)\^r ^ y y au=-)i^) -1- (6 > ^'>- 3 - tfu -1 
H-ii7y^-;i/- 3 -7!;;v.i€>-i^aif-;vji^T-;v (2. i 3 4 g) ^fflv^r, ###J i 5 
CD 2) iilWIfilfT^^^-^tr^M-fb^t/ ( 1. 7 7 7 g, 9 0%) ^SrW^i LTW/io 
[0 2 6 1 ] 

^H-NMR (400 MHz, CDCI3) 512. 98 (6H, s), 3. 96 (3H, 
s) , 6. 63 (2H, d. J=8. 8Hz), 6. 75 (1 H, d. J=8. 8Hz) 
, 6. 99 (IH, s) , 7. 07 (2H, d, J = 8. 8Hz) , 7. 58 (IH, d 
d, J = 8. 8, 2. 7Hz), 8. 18 (IH, d, J = 2. 7Hz). 
E S I -MSm/z : 3 3 9 (M+H) 
[0 2 6 2] 

[##M18] 5- (5 -^yp)l^t^-y- 2 -1- (3 - t: U v>~;V) -1 
H- tr-7y-;i-- 3 
[0 2 6 3 ] 
[<b2 9] 




[0 2 6 4] 

1) 3 - t K9v^/ 

3-T5ytf'Jv> (13. 0 g) ^fflv^T. ###02 t|W|;|t(D:^fe-e3 -H K^vV 
eUv^ (12. 5 g, 8 3%) ^m^h\.X%fZo 
[0 2 6 5] 

^H-NMR (4 0 OMHz, DMSO-de) (5:4. 02(2H, br s),6. 8 
9 (IH, br s), 7. 04-7. 12 (2H, m), 7. 76-7. 78 (IH, 

m) , 8 . 0 8 ( 1 H, m) . 
E I -MSm/z : 1 0 9 (M^) . 
[0 2 6 6] 

2) 5- {b-^yV)^y^^i/-2-\£WJ^) -1- (3-ei;>?;v) -iH-tf^y 
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^--J : 44/ 



##f!ll403) 0)4- (5 -^:x>>';i/:t^i/- 2 -tfU - 2, 4 -P^t^yy" 

y^x.^)-U:x.7.7-)\^ (7. 6 1g) t _hlB 3 ~ H F 9 V v > (3. 0 4g) ^ffl 

V^T. ##1^fl 1 4 0 4) |Wl#<7):^ii-tr 5 - ( 5 v;^:^^ v- 2 - U -1 
- (3 -Hu - 1 H- If ^y-;^- 3 -j^;;^;^^'^^^^^-;^^^-:^^;^ (7. 3 8g, 
7 9%) LT#fCo 
[ 0 2 6 7] 

^ H-NMR (400MHz, CDCI3) 8 : I . 41-1. 44 (3H, m), 4. 4 
3-4. 49 (2H, m), 5. 10 (2H, s), 7. 20 (IH, s), 7. 25 ( 
IH, dd, J=8. 8, 2. 9Hz), 7. 35-7. 41 (7H, m). 7. 82- 

7. 85 (IH, m), 8. 23 (IH, d, J = 2. 9Hz), 8. 52 (IH, m) 
, 8. 59 (IH, dd, J = 4. 9, 1. 5Hz). 

FAB-MSm/z : 4 0 1 (M + H) \ 
[0 2 6 8] 

3) mmit^m 

Ji|B5- {^--<yV)V^^iy-2-\^')V)i') -1- (3-li°Uv;V) -1H-Ii°9 
y'-;i/- 3 -y&;V53^'>'@ll^^;i^-^;^x;v (5. 1 6 g) =|-ffiv^T, ##^I114C95) i:[Wl 
^cT^^^-^T-llM-fb^t/ (4. 6 1 g, 9 6%) =^ll#^:LT#/co 
[0 2 6 9] 

iR-NMR (400MHz. DMSO-de) 5 15. 19 (2H, s), 7. 27-7 
. 28 (IH, m) , 7. 3 5 - 7. 5 4 ( 7 H, ra) , 7. 70 (IH, d, J = 8. 
8Hz), 7. 78-7. 81 (IH, m), 8. 19 (IH, d, J=2. 9Hz), 

8. 51 (IH, d, J = 2. 4Hz), 8. 60-8. 61 (IH, m), 13. 10 
( 1 H, b r s) . 

FAB-MSm/z : 3 7 3 (M+H) 
[0 2 7 0] 

[##Mi9] 1- ( 5 -^f-;^^^^- 1 , 3, A-^rvrv~)'\y-2-^ )V) -5- 
(2 -tf y 'J)v) - 1 H-if V v*-;v- 3 

[0 2 7 1 ] 

[<b3 0] 




[0 2 7 2 ] 

1) 2 -i^^nn- 5 1 , 3, 4 --^^T vT V-^V 

^ (0. 4 0 g) <^Mm (6 0ml) ^m^. 0'CT'2-T5y-5-Jif-;V^^- 
1, 3, 4-^TvTy-;v (4. 0 g) ^Jn£^ iORjS:^vS^;MMf- h U A (1. 

8 8 g) (1 7m 1 ) mW.^W>^ < ^)?iSTL, 1 0^ra»t^. ^r^-C 4 B^F^m^^ L 

^.i^;VA) ^ifML 2 -^^ nn- 5 -j:-^;V-^^- 1 , 3, 4 -f^T i^T V'-;V ( 2 . 9 

9 g, 6 7%) L-C#/^o 

[0 2 7 3 ] 

1 H-NMR (400 MHz, CDCI3) d : 1 . 44-1. 48 (3H, m), 3. 3 
0 - 3 . 3 6 (2 H, m) . 
FAB-MSm/z : 1 8 1 (M+H) \ 
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^-v: 45/ 



[0 2 7 4] 

2) 5 2 -11 vV- 1 , 3, 4 - ^ T v T -'V 

±ifl2 -^nn- 5 -^-5^;^^:^- 1 , 3, ^ -^T VT V- {1 . 9 8 g) OJi-iJ' 
y (30ml) wm-:-. S^aT^t; K9 v>-7Kfnif^ (i o m l ) ^iDx. i 13#Ph1MM 
M L o =^ MffiTf?* L» ^ n^c^S tC7X i i!' n n ;i/ A - p( y - ;v 

1, 3, 4 -■9^T':/'TV-;V (2. 6 0g, 8 9%) fCWfCo 
[0 2 7 5] 

^H-NMR (4 0 OMH z, CDCI3) 8 \ \ . 39 (3H, t, J = 7. 3Hz), 
3. 11 (2H, Q, J = 7. 3Hz), 4. 39 (2H, br s). 
E I -MSra/z : 1 7 6 (M*) . 
[0 2 7 6] 

3) 1- (5 1 , 3, 4 -f-TvTV^-;l/- 2 --f ;V) -5- ( 2 - If V 

v;i') - 1 H- tr^y-;v- 3 -*;V5K>my 

9 (7)B-S) <7) 1) <^4- (2-tfVv;l/) -2, 4 -■x:^^ vr'^ 
;^T-;V (3. 0 4 g) t±ia5 2 -H Kvi^V- 1 , 3. 4-f-TvTV-~ 
(2. 5 9 g) =^ffiV^-C. ##i5ll9C0Bte) (7)2) |W|#(7)::^-&tr 1 - (5--n^f-;v 
■^:e--l, 3, 4 -f-Ti^TV'-;v- 2 --r ;v) -5- (2-H°Uv;v) -iH-tfyy* 
3 -^;V'i^*>my f-^^-^^-T^;^ (i. 4 i g, 2 8%) ^^frfcL-ctffco 

[0 2 7 7] 

^H-NMR (400MHz, CDCI3) B : \ . 43-1. 47 (3H, m), 3. 2 
9-3. 34 (2H, m) , 3. 98 (3H, m) , 7. 20 (IH, m) , 7. 30- 

7. 33 (IH, m) , 7. 6 3 - 7. 6 5 (IH, m) , 7. 76-7. 81 (IH, 
m) , 8 . 5 6 - 8. 5 8 ( 1 H, m) . 

E I -MSm/z : 3 4 7 (M*) . 
[0 2 7 8] 

4) um^t^m 

±iSl- \ , 3, 4 -^T vTV-JV- 2 ;V) - 5- ( 2 - tf 

Uv;v) - 1 H-^i9y'-;v- 3 -;?7;v>^'>My ^^i/^^^-'i^ (0. 9 7 0 g) <7)y^y 
(9. 7ml) txh9tFn77> (9. 7ml) coti^vtm^c, 1 |a^7X 

nAt-t hV^A (6. 98ml) ^tnx. 3 0 ^P^*i#L/^o RlS'fSt:: 1 *l5e:^m7XW ( 
6. 98ml) ^; ^5'^^.i^;vi.-y ^$'y-;vr*^-^v#iK^t]n^^p:L. WliiS<7)^S=lr?^BE 
T^^LIlM-fb^^ (0. 9 2 9 g, 10 0%) L-C#7to 
[0 2 7 9] 

^H-NMR (400MHz, DMSO-de) 8 \ \ . 38 (3H, t, J = 7. 3Hz 
), 3. 32 (2H, q, J = 7. 2Hz), 7. 37 (IH, s), 7. 40-7. 4 
3 (IH, m) , 7. 8 3 - 7. 8 5 (IH, m) , 7. 9 0- 7. 9 4 (IH, m) , 

8. 50-8. 51 (IH, m), 13. 48 (IH, br s). 
E I -MSm/z 13 3 3 (M+) . 

[0 2 8 0] 

2 0] 5 - ( 4 - P^r ^ ;V- 2 - tf V v ;v) - 1 - ( 6 - ^ h ^ v - 3 - tT 

1; v;v) - 1 H-ii9y'-;v- 3 -*;i'5j^">^j^f-;vjixx;^ 

[0 2 8 1 ] 
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^-v : 46/ 



ms 1] 




[0 2 8 2 ] 

1) 1- (6 b^v- 3 - t°'J -5 - (4 2 - tf U -IH- 
##M16 02) (75 4- (4 -^-5^;^- 2 -2, 

^)\,:x.7.y-lV (2. 8 3g) t ###0 2 <7> 5 - t K ^ vV - 2 - ^ h ^ v ll U v (1. 
6 7 g) *;bv^x. ##^1I8<^2) h [WI^(7):^-^-e 1 - (6 h^i^- 3 - tf U 
-5- (4 2 -11°'; - 1 H- trvV"-;v- 3 -*;V5^*>'^^'^;v^>^x 

;v (1. 6 6g, 4 1%) ^Wi:LT#/io 
[0 2 8 3 ] 

^H-NMR (400MHz, CDCI3) 8 \ \ . 43 (3H, t, J = 7. 2Hz), 
2. 34 (3H, s) , 3. 94 (3H. s) , 4. 46 (2H, q, J = 7. 2Hz) 
. 6. 76 (IH, d, J = 8. 8Hz), 7. 05-7. 06 (IH, m), 7. 23 
-7. 24 (2H, m) , 7. 6 6 - 7. 6 9 ( 1 H. m) , 8. 10 ( 1 H, d , J = 

2. 8Hz), 8. 36 (IH, d, J=4. 8Hz). 
E I - MSm/z : 3 3 8 (M'') . 

[0 2 8 4] 

2) »®fb^t/ 

±|B1- (6 h^v- 3 -tf'J -5 - ( 4 - ^ f-;v- 2 - li U - IH 

- tf 7 y"-;v- 3 -:^;v*'>^-3:-f--'l'-^:^'r;V (0. 5 9 5 g) cot:Vv> (12ml) 

Ml', rm^ft-fev:/ (0. 3 9 0 g) ^Jnx.2 4^r^jEjn«^MitL/;o ^Jtt^> Si'-m 

(0. 3 9 0 g) ^^JOx 6BfrHWniiiM»iLL/io ^m^. KSmt^TK ^ ^ n n 

1 3 - ( 3 - f-^VT < ^ li°;v) jf7;l^^~v-f ^ Ki^^:^ 
(0. 3 7 1 g) . 1 -H Kn:3fv^>v'i. 1; (0 . 2 6 2 g) ^ X^F:^<l:T > 

^-^A (0. 4 7 1 g) ON, N->'"^^;V*;Vi.T 5 K (12ml) SrUt? 
hi;jif-;VT5> (1. 50ml) =^j]n^ 1 4 Btrsm^^ LfCo KJSm^7|c2;SlHmJ^f->'V* 

^M'fk^® (0. 2 4 7 g, 3 8%) ^^feU-frt L-C#7^::o 
[0 2 8 5] 

1 H-NMR (400MHz, CDCI3) ^:l. 43 (3H, t, J = 7. 2Hz), 

3. 95 (3H, s) . 4. 46 (2H, q, J = 7. 2Hz), 6. 7 6 - 6. 7 8 ( 
IH, m), 7. 33 (IH, s), 7. 54-7. 56 (IH, m), 7. 65-7. 
68 (IH, m) , 7. 8 5 - 7. 8 6 (IH, m) , 8. 0 8 - 8. 0 9 (IH, m) 

, 8. 61-8. 62(1 H, m). 
FAB-MSm/z : 3 6 8 (M+H)\ 
[0 2 8 6] 

[##M2 1] 3- (N- t e r t -y^;v) T 5 / tf :t ^'M^ ^^V^^-r;v 
[0 2 8 7] 
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^--J : 47/ 



Ut3 2] 

y— CO,Me 



H 

[0 2 8 8] 

t e r t - yf-;VT 5 >^ (1. 4ml) fcT^U ;vm^ (1 . 5ml) <^M'^t?'^ 
7 0°CT-1 7B#r^ii#L/co »^^i:Tt^->fer<7)SJSi::ttL/io 
[0 2 8 9] 

^H-NMR (400 MHz, CDCI3) d : 1 . 10 (9H, s), 2. 49 (2H, 
t, J = 6. 6Hz) , 2. 82 (2H, t, J = 6. 6Hz), 3. 67 (3H, s) 

ES I-MSm/z : 1 6 0 (M+H) \ 
[0 2 9 0] 

[#WJ2 2] 1- (6-^ Y^'y-3-\^V'J)V) - 5- (2-tf7v-;V) -IH- 

[0 2 9 1 ] 
Ut3 3] 




[0 2 9 2] 

1- (2-li9v-;v) -l-J^iS^y^ (1. 2 2 g) Oxb-7t;Kn^7> (10m 
I) v#IS^- 7 8 °C<'t*PT> 1. OM-Vf-'^Alf;^ ( h U ^ -5^;^ v' U ;^) T5F<7)T-h 
7liFn:7 9>« (11. 0ml) ^M^5 5^mmW^lk. i^^^m^J^^)^ (2. 0 

5ml) ^ijwt. ^.^iiz^u^zMhewm^mwvfzo ^Bm^ I M^^myKmrn. (i i 
j^f^;v^tin^ttmL. ^^o^fzy^mm(Dmm^ij^j±T^^L 4 - (2-1^7^-;^) -2 

, 4 -v^^ V^'iJ' >m-^-5^^^-^^'r;K75ffl.«» (1. 8 3g, 8 2%) ^m^tLX 

ntzo ^(Dmtmm (i. 5 8g) (dj^-^^-ji^ (2 0mi) mm^mz^ ^mmi<D5 

-}± Yy=JJ -2 hdrvtfU V^^WM. ( 1 . 5 0 g) C0J^^y-;V (8 0ml) Mx 

v^Mtc h 'J j^^;vT^ ^ (1. 9ml) ^^ijnxxiiUL/cvtlfe^Jnx. 1 9B#P^Mil»f5 
LTto jEt::KJ:EfS^'Si^m (5ml) ^iinx 1 . 5 BPrniini^smL/^o RS^tt^I^ 

^_ (|.^^ji^;v-^dp-ij->) -effimLl- (6 h ^v- 3 - t: 'J v;V) -5 - (2 
-t:7v-;v) - 1 H- t°^y^-;v- 3 (i. o 5 g, 4 5 
%) =^ ll# i: L T#/Co # 1^ tL/i ^ (7) 1 H - H 7 ;v - 3 - ;V .if >'^^f-;v j^;^ x ;v 
#: (1. 0 5 g) O^iJ'y-;^ (3 Om 1 ) 1 ^^TK^^b^ > •i' ^tK-^yS ( 1 

0 . 0ml) •kM^W^'^' 1 6 B#rBm#LfCo WJBmz. 1 mSM7X?M (15ml) . 

7K:s.^J'^I^^j^^>'^*^nx^mL, *llil=^te7kM-^^*^-^v'> A-e|£:^Lfco iiSiJf^> y# 

S^MffiTlg^tflMfb-^if^OffiffiW (0. 8 8 3 g, 9 2%) ^@#hLX#/Co « 
[0 2 9 3] 

[##M2 3] 1- (6 h^v- 3 -IfV v;V) -5- (1 -p{-^;v- 1 H- 2 - t: 
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uvjv) - 1 H- 3 
[0 2 9 4] 
m3 4] 




[0 2 9 51 

1 _ (1 1 H- 2 - tfn U - 1 y :^ (1 . 19ml) ^fflv^ # 

mm2 2 tmm.'D'Mmx-mmit^mommmm (2. 5 7g, ^rT-^;v7T;^fcL 

[0 2 9 6] 

[##M2 4] 5- (4 - vry -1- (3-kfUv;v) - 1 H-ii°9 v-;^ 

1) 4- (4 -:7^n-f7 -2, 4 - v :t ^ V ^ ■r;^' 
4 -^n^T-fe h "7 7 > ( 8 . 5 0 g) . v^>7@tv^-5^;V ( 1 1 . 6ml):aO=> 

h ij erAJih^v' K^ffiv^##^Jl 6C92) i: [WI^O:^?*-^ 4 - ( 4 - -/'n -^t 7 ji 
-2, 4 ->^:t^y:7'^ (lO. 4g, 8 i %) ^Hl'^fc LT#fco 

[0 2 9 7] 

^H-NMR (400 MHz. CDCls) § : 1. 40-1. 43 (3H, m) , 4. 3 
8-4. 43 (2H, m) , 7. 03 (IH, s) , 7. 6 3 - 7. 6 7 (2 H, m) , 
7 . 8 4 - 7. 8 7 ( 2 H, m) . 
F AB-MSm/z : 2 9 9, 3 0 1 (M+H)\ 
[0 2 9 8] 

2) 5- (4 -yn^7 -1- (3-tfUv;v) - 1 H - 1° 9 3 - ;!/ 
@^ x. f- ;v X -f ;v 

_h|24- (4 - 2, 4 - v::J-^V/i5' >Mj:^-f-;VJ^;^-r;V (7. 0 

0 g) 1 8 CO 1 ) CO 3 - t tf V V > (2. 5 5g) v^T. 8 

02) t |wi;itco:^-ffi-e 5 - (4-yn^7i-;v) -1- (3-tfVv;V) -1H-11°9 

3 - J!7;V'i^'>^^^5^>'^-3:-^7";V (3. 8 3 g, 4 4%) ^|Sl#t LX^fCo 
[0 2 9 9] 

^H-NMR (400 MHz, CDCls) 5:1. 44 (3H, t, J = 7. IHz), 
4. 47 (2H, q, J = 7. IHz), 7. 07-7. 10 (3H, m), 7. 34- 
7. 38 (IH, m), 7. 47-7. 51 (2H, m), 7. 71-7. 74 (IH, 
m), 8. 57-8. 58 (IH, m), 8. 62 (IH, dd, J=4. 8, 1. 6H 
z) . 

E I -MSm/ z : 3 7 1 , 3 7 3 (M") . 
[0 3 0 0] 

3) 5- (4 - -7^-;^) -1- (3-t°V>^';v) - i H-ii^y-^v- 3 

T;vn^>#H^T, ±IS5- (4 -yu^y -i - (3-ii°yv>'V) -IH- 

t:9 V*-;^- 3 -^^V^J^'^m^^^^VJ^Xx;!^ (1. 5 0 g) . vT>'fbMI& (0. 2 84 
g) :^t^~7"h7^X (h U -7 Ji— ;l/*;^-7^ >) ^N-^y-^i^ (0) (0. 2 3 3 g) ON 
, N-~y^^;V5^;VAT^ K (3 0ml) 1 0 OVX-l 8mmW,W\^f^o ^K. ^ 

^^k. '>T>"fbMi& (2. 3 5 g) :S:t/-rh^^:^ ( h V "7 ^ ^;v*;^ 7 ^ >) ^^°9v'7 
A (0) (1. 8 6 4 g) ^iaSnLl 0 OrtCTS 0^^ii#L/Co 'K)S?S^C2 
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: 49/ 



)Vti y u-^ }• - {^'^W.^'^ - ^ ^ "C-||^L5- {A-~yr^y 

-1- (3-t°';v;v) - 1 H- tr^y"-;^- 3 -^>'v#>^^^''^-^^T->'^ ( 

0. 4 6 0 g, 3 6%) =lrT't;V-7 t LT#fCo 
[ 0 3 0 1 ] 

^H-NMR (400MHz, CDCls) S : 1 . 44 (3H, t, J = 7. 2Hz), 
4. 48 (2H, q, J = 7. 2Hz), 7. 16 (1 H, s), 7. 3 3 - 7. 3 6 ( 
2H, m) , 7. 39 (IH, d d , J = 8. 2, 4. 8Hz) , 7. 6 4 - 7. 6 7 ( 
2H. m) , 7. 7 3 - 7. 7 6 (IH, m) , 8. 56 (IH, d, J = 2. 4Hz) 
, 8. 6 6 (1 H, d d, J =4. 8, 1. 6Hz) . 
E I -MSm/z : 3 1 8 (M*) . 
[0 3 0 2] 

4) w^mit^m 

±|B5- (4-vTy7^^;V) -1- (3-li';v;V) -lYL-\£yV~)\^-3-iJ 
)V7iiy^%au-^)VJi.7.v-)\^ (0. 4 5 5 g) (Dy- }- y ^ ¥ u y y y (9ml) f&MWi\^. ^ 
f^-C'TlcMb'; A— TK^ntJ (6 6. Omg) <7)7X (4. 5ml) v#?ft^inx. 8 0 ^^ti 
W\^fzo lyUiSm-lM^^WymWi (1. 6 5ml) t n n - ^ / -;v (lO 

ni) m^mm^mk^'i&\^fzo ^mmmm-^w.)±rrm'^\^mmit^m (o. 3 s 4 g, 

93%) "km^t L-C#/co 
[0 3 0 3] 

^H-NMR (4 0 OMH z, DMSO-de) d \ 1 . 27 (IH, m), 7. 48-7 
. 55 (3H, m) , 7. 8 2 - 7. 8 7 (3 H, m) , 8. 56 (IH, d, J = 2. 
4Hz), 8. 65-8. 66 (IH, m), 13. 18 (IH, br s). 
E I -MS m/z : 2 9 0 (M*) . 
[0 3 0 4] 

[##M2 5] 5- (5 -i^nn- 2 i^;V) -1- ( 3 - tf i; v^V) -IH-^dy 
y- ;v - 3 - * ;v >M 

[0 3 0 5] 
['fb3 5] 



01 




[0 3 0 6] 

l)2--rn^-5-^nntfi;y> ^ 

0 °C-C 2 - T ? y - 5 - n n tf V V > ( 5 g ) co 4 7 %*'fb7X*^V#m (50ml) 
t-^^ (12ml) ^tra^^ W.K^(DKBm^^mmi- > V (l 5 g) <7)7]C (2 0m 

1 ) mm^mr l 1 wmmwLfzo Ki^mziKmit-t vv^^ is 2 g) otk (somi 

^=^MJET^*L2-:/n^- 5-i5^nne'; v> (6. 8 g, 9 1%) ^mi^tLX% 

fZo 

[0 3 0 7] 

^H-NMR (4 0 0MHz, CDCls) d:7. 44 (IH, d, J=8. 42Hz) 
, 7. 5 4 (1 H, m) , 8. 3 6 (1 H, s) . 
[0 3 0 8] 
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^-v : 50/ 



2) 1- (5-i5'nn-2-tfy ^ > 

2 — yn-t- 5 - ^' n n t; U V y (6. 8 g) O v — r-^V (4 5ml) 

-78°C}%*PT, 1. 5 6M- n--7""f-;V'; •5^'^^(7)^:3f.-9->'jf-^ (2 7 m 1 ) ^filTf^ 
. N, N-y^^;VT-fe^ 5 K (5ml) ^MT L 3 0 ^Fem^^l^ LfCo RJSmi^Mi^^b 

•7^- (^c^-9-^-St-m^f-^^) T'lt^Li- (5 -^oo- 2 -tfu >^~;v) i 

3. 2 6 g, 5 9%) L-C#/io 
[0 3 0 9] 

^H-NMR (400 MHz, CDCls) d : 2. 70 (3H, s) , 7. 80 (IH, 
dd, J = 8. 4 2, 2. 3 2 Hz), 8. 00 (1 H, d, J=8. 42Hz), 8. 
6 2 (1 H, d, J = 2. 3 2 H z) . 
[0 3 10] 

3) 4- (5-i^nn-2-trU v;w) -2, 4 - v:t^y ^m^'^^l'-^^^^^^ 

■r h ^ V K ( 2 . 2 6 g) OJ^iJ' / -;V (10 0ml) itft^' v ^ <^@^v ^ 

(5g) ^mK.5'7^mm.mk. mzi- (5-^nn-2-liV v;^) ^^ y^' (3 

. 2 6 g) ^inx.S?a-e4 5^F^WLfco ^jE>Wtc7X4:^]n£ v 7-;^T•^^#• 
b i; A T-^;^ L/t o f*SlJm^ M^MffiT®* L 4 - ( 5 - ^ n n - 2 - t° V S?;^) - 
2, A --Jt^V^:^ yM^'^^^^^y'J^ (4: . 12g, 77%) =lr1S#:^ Lt:#/Co 
[0311] 

^H-NMR (400 MHz, CDCls) d I I. 42 (3H, t, J = 7. 08Hz) 
, 4. 41 (2H, q, J = 7. 08Hz), 7. 64 (IH, s), 7. 87 (IH, 
dd, J = 8. 4 2, 2. 4 4 Hz), 8. 11 (IH, d, J = 8. 42Hz), 8. 
67 (IH, d, J = 2. 44Hz). 
E S I -MSm/z : 2 5 6 (M+H)\ 
[0312] 

4) 5- (5 nn- 2 -If V i^;V) -1- ( 3 - V >^';^) - 1 H- tf v V'-;v- 3 

_tiB4- ( 5 -i^ nn- 2 - tf 'J v;v) -2, 4 -Z^^t^yy'^ ^M^^^^^^^t"}^ ( 
2. 5 9 g) t^^mi 8<D 1) (D3 Vy^^y (l. 2 g) <^j^^y-;v ( 

10 0ml) mm^E'^M (5ml) ^iDx. 16. 5 m-mM^MmLfZo ^H^^^. KBrnK 

mVfzo -mm. W^«J±T^* L# af^^^^Sr U ^ a ^ n v h ^^^^ 9 -7 ^ 

- ^ y -)V-'^uu^}VM.) -effl«L5- (5-i5^nn- 2-li°V>^'>'V) -1- (3 
-kfus;';v) - 1 H-ii°9 v*-;v- 3 -*;V5i?>^-3^-^^i'^^T-;v (i. 5 g) ^#/co 

[0313] 

^H-NMR (400 MHz, CDCls) S : 1 . 43 (3H, t, J = 7. 08Hz) 
, 4. 46 (2H, q, J = 7. 08Hz), 7. 29 (IH, s). 7. 39 (IH, 
dd, J = 8. 3 0, 4. 8 8 Hz), 7. 42 (IH, d, J = 8. 30Hz), 7. 
71 (IH, dd, J- 8. 4 2, 2. 4 4 Hz), 7. 83 (IH, ddd, J = 8. 
4 2, 2. 4 4, 1. 5 9 Hz), 8. 41 (IH, d, J = l. 59Hz), 8. 54 
(IH, d, J = 2. 44Hz), 8. 62 (IH, dd, J= 4. 8 8, 1. 5 9 Hz 
) . 

ES I-MSm/z : 3 2 9 (M+H) ^ 
[0 3 14] 

5) mmih^m 

±IB5- (5-i^nn-2-tr'j v;v) -1- (3-t:°';v?;v) - 1 H- tf 7 y*-;v- 
3 (5 o Omg) (7)^ ^ y -yy ( i Om i ) v§?St'-^ h V 

X.^h^vK (573mg) ^tnx.. Sr^T? 1 7. S^TO^L/io 1 
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mM^m&T^^^Lmmit^'^ (3 4 8mg. 76%) LTtf/to 
[0 3 15] 

^H-NMR (4 0 0MHz, CD3OD/CDCI3) d: 7. 30 (IH, s) , 7. 
33 (IH, s) , 7. 56 (IH, m) , 7. 84 (2H, m) , 8. 38 (1 H, m 
) , 8. 5 7 (2 H, m) . 
E S I -MSm/z : 3 0 1 (M+H)+. 
[0316] 

26] l-T^y-l -i^-^ u^y ^ F h V ■7;u:^ni^^m 

[0 3 17] 
Ut3 6] 




■TFA 



HgN CONH2 
[0318] 

1 - T? ^ - 1 -•J^i^n^^'^ (6. 4 5 g) (D't h^liKn77>' (6 

Oral) v#?tt^> V t e r t - v * h (12. 0 g) t 6*1^7jc@Mkt- > 

U A 7j<Y#v^ (9ml) ^ £ 2 0 0# mmW L fz o KlB^ «r *n X 1 

m^MJ±T^^L 1 - t e r t - ^ h ^ v :^ ;v^-;VT 5 7 - 1 - v'^ iJ' > * 

^m'^tf/^o (FAB-MSm/z : 2 3 0 (M+H) ^ ) 

%hiifz'fj )i^^yMi^<7)-J-;r uu ^ ^ y (lOOml) 'Sw-K. l-tKndrv^^V 
hVTy'-JL' (10. 2 g) , l-aif-;u-3- (3 - ■5^;VT 5 y t;;v) 
-y-f 5 K (1 4. 4 g) , 2 8%T>'^-T7X (5ml) . Rlf }- V J^i^ )l^T ^ > (1 1 

ml) ^^jnx-^xa-ei emmmWLfzo KJ^m^^yj^tPiruu^ ^ y^jjQ^^^L. y^m 

JS=^te7X«^^'^-^v'i7i^-t:-|g^Lfco MSUf^^ W^«JET^*L 1 - t e r t - :7^"h 
^vp?7;V5K^;VT5 y- 1 -v^n^y^ K (2. 8 5 g, 2 5%) ^# 

Tto (FAB-MSm/z : 2 2 9 (M + H) \ ) 
±IB?5?;V5j^*^^5 K'ft: (2 . 8 5 g) n n ^ ^ ( 2 0 m 1 ) vtmi^. hi;-7;V 

(4ral) ^Jnx.4Bt^«#Lfco KJS?#S=^-^^mT^* LM-fb^t/ (2. 1 
6 g, 7 1%) ^#/^o 
FAB-MSm/z : 1 2 9 (M+H) \ 
[0 3 19] 

[##^J 2 7] 3 - T ^ y ^"ov py - 1 - iJ ;i/5^">^^ > i^';!/^;^ •r;v h U "7 ;v:^ nf^ 

[0 3 2 0] 
[-ft 3 7 1 




•TFA 



[0 3 2 1 ] 

1) 3- (N- t e r t h^v*;v>J^^-;v) T 5 ^ tf mj v >' - 1 - * ^ 

tfn 1; 3 e r t -•/f^;V^>?>x>'V' ( 1 . 8 6 2 g) t h V ^-5^ 
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;VT 5 > (1 . 3 9ml) (r>V^nxx:^d'y (20ml) n n 

(1. 4 3ml) *t]nxm?a-t:-2 0#rBm#L/^o MJSM=Srmi±T®*L.t#'^^^^^^S 

l!fi7jc^m^ h U ^i^-^%m\^f^o M^il^J±T^*L3 - (N- t e r 

t r\ J y^'d^^vy- \-fs)\'if-y'^^yV')y/:^7.'r'S^ (2. 6 

7 6g, 8 3%) ^S#^:L-C#7to 
[0 3 2 2 ] 

^H-NMR (400 MHz, CDCI3) 8 \ \ . 44 (9H, s), 1. 74-1. 8 
9(1H, br m),2. 07-2. 19(1H, br m), 3. 19-3. 31 ( 
IH, br m),3. 42-3. 53 (2H, br m),3.62-3. 70 (1H 
, m), 4. 13-4. 27 (IH, br), 4. 52-4. 66 (IH, br), 5. 
12 (2H, s) , 7. 25-7. 41 (5H, m) . 
[0 3 2 3 ] 

2) mmYs^m 

_LtB3- (N- t e r t -yh^v:;^;^*'^;^) T 5 y tf n U v > - 1 - 
>• v;l/j:.7«T-;l/ (2. 6 7 6 g) (7) -7 n n ^ > (lOml) T-V-;V (2 

ml) <!: ^ >; 77;v^ni'^@t (8ml) =^i]DA^ia-e 1 Bt^1it#L/io -^JSW^IrMffiT^ 
^LSm^b-^t? (2. 6 9 1 g, 9 6%) LT#fCo 
[0 3 2 4] 

^H-NMR (400MHz, DMSO-de) d \ \ . 89-2. 03 (IH, br m 
), 2. 12-2. 27 (IH, br m), 3. 29-3. 75 (5H, m), 3. 7 
8-3. 87 (IH, br), 5. 08 (2H, s), 7. 28-7. 43 (5H, m) 
, 8. 0 5- 8. 2 5 (3 H, b r s) . 
E S I -MSm/z : 2 2 1 (M+H)\ 
[ 0 3 2 5] 

28] 2 - (N-tert - T^y)T-fr^^F 
[0 3 2 6] 
WtZ 81 

N— \ 

H CONH2 

[0 3 2 7] 

t e r t - ir^)VT^ y (0. 9 4 6ml) <7)N, N - v ^ T 5 K (8 ml 

) mmz^ 7jc<tTRm:^ V 'i^A (9 9 3 mg) i::/n-^T-fe^ 5 F (8 1 Omg) ON, 
N--:^'^ f-;V*;Vi=.T5 K (2m 1) M=^l]nx.SfiTr 2 0m^^W\^fZo SJnSic^M 

L. «W«^«]±T^*L. h;v-^>=^i)nx.«J±T*i^^*UiM^% (6 1 0 

mg, 7 9%) =&'fi#i: LT#/co 
[0 3 2 8] 

^H-NMR (400MHz, CDCI3) ^:1. 19 (9H, s), 3. 24 (2H, 
s) . 

LC-MSm/z : 1 2 9 (M-H) \ 
[0 3 2 9] 

[##^J2 9] 5- (4 -li Kndp->^^;v- 2 -tf 1; -:/;v) -1- (6-^h^v'— 3 
- }£. 1; - 1 H- li"^ y'-;v- 3 - * 

[0 3 3 0] 
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UtS 9] 




[0 3 3 1 ] 

1) 2 -T-bf-;^- 4 V > 

2 -^-n^- 4 - If n i; > (4 g) <DpJ^^)l^^-7-)l^ (6 0ml) v#?^t3, - 7 8 °C 
f'tSPTl. 5 8M- n-7'^;wy ■f-'!7i.(7)^^-9->V#?t (2 2 m 1 ) =lr 5 ^^/e^^lfCMT 
L5^^a#L/^o ;^J^S?Kt^. N, N-v^^^VT-feiJ' 5 K (3. 3ml) =£:?iSTL^?a 

vhi^77-f- (^^-9- > -0^^-31 f-;v) -e»ML2 -7-tf-;i/- 4 -^^;i/tfU i/:^ ( 

1. 8 6g, 5 9%) ^y^'JikmtLXnfZo 
[0 3 3 2 ] 

^H-NMR (400MHz, CDCI3) S : 2 . 42 (3H, s), 2. 72 (3H, 

s), 7. 29 (IH, dd, J=4. 94, 0. 67Hz), 7. 86 (IH, d, J 

= 0. 67Hz), 8. 54 (IH, d, J=4. 94Hz). 
[0 3 3 3 1 

2) 4- (4 2 -tf V v;^) -2, 4 V7~~i5^ ^f^^f-;^^^;^^;^ 

±ffi2 -T-bf-;v- 4 f-;vt°V v> (1. 8 6 g) h v ^ 'i^^v^f-;^ (3. 7 4 

ml) =^fflv^x. ##^!114<7)3) t|wi»(??:^-&-e4 - ( 4 - ^ 2 - tT U v>^;v) - 

2. 4 - v:J-drV^^ (3. 8 2 g) ^mi^tLXnfZo 
[0 3 3 4] 

1 H-NMR (400MHz, CDCI3) S : 1 . 38 (3H, t, J = 7. 08Hz) 
, 2. 51 (3H, s) , 4. 36 (2H, q, J = 7. 08Hz), 7. 43 (2H, 
br), 8. 03 (IH. s), 8. 65 (IH, d, J = 5. OlHz). 
E S I -MSm/z : 2 3 6 (M+H)\ 
[0 3 3 5] 

3) 5- (4 2 - l£U v;l/) -1- ( 6 h ^ V- 3 - v;V) -IH- 

_hfa4- (4 -^■5^;v- 2 -tf; v;v) -2, 4 - V7^'^5' ^Mt^-^^^^^^x^v ( 

3. 8 2 g) 1 O 5 K9 vV - 2 h i^'>-i^Mi^ ( 5 . Ig) <7) 
a^^y-;^ (7 0ml) FJv^rSt'. b 1; aif-;i/T 5 (3. 4ml) ^tDx 2 0#P^ini!!® 

AT'^:^L/^o ^m^^wt&T^^Lmmmi^^^^^ ^ tmm^^)^ (3^1) 

?i^^W-e-^?#- L 5 - ( 4 - ^ 2 - If u v;v) - i - ( 6 - ^ h ^ v— 3 - if i; v 
;v) - 1 H- tf 9 3 -;^7;vj^'>^j^^;v-i-^-r;i^^#/io Y7fe-^itjWi#^*fJtJET 

V V :*^^;V5^7 7 A^;^ nv h ^'9 7 ^ - (^^-9->-S^^j:-'9^;v) x 
«mL5- (4 2 -ei; i^';V) - l- (6 h ^v- 3 -if U i^;^) - IH 
-tf ^y-;i^-3 -*;v?K>^^^;v^>^T-;V'^#. 3fc<^®#t^fe-iJ:i . 20g (2 6 

%) ^nt'o 

[0 3 3 6] 

^H-NMR(400MHz, CDCI3) ^:1. 43 (3H, t, J = 7. 08Hz) 

, 2. 35 (3H, s) , 3. 94 (3H, s), 4. 45 (2H, q, J = 7. 08H 

z), 6. 75 (IH, dd, J = 8. 79, 0. 61Hz), 7. 05 (IH, ddd 
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, J = 5. 1 3, 1. 5 9, 0. 7 3 Hz), 7. 23 (IH, t, J = 0. 73Hz) 
, 7. 24 (IH, s), 7. 67 (IH, dd, J = 2. 81, 8. 79Hz), 8. 
09 (IH, dd, J = 2. 81, 0. 49Hz), 8. 35 (IH, d, J = 0. 49 
, 5 . 1 3 H z) . 

E S I -MSm/z : 3 3 9 (M+H) 
[0 3 3 7] 

4) 5- (4 -*;v>J^'^->- 2 - V -1- ( 6 h ^ V- 3 - 1° V -1 
±125- (4 2 - try v;^) -i - (6 h^'>- 3 -tfv v;^) - ih 

- tfy V"-;V- 3 -*;V4^*>^J^f-;VJ^:^T-;V ( 7 7 4 mg) (DtfUv^ (6ml) 

(C. m^X^~mit'tUy ( 1 . 7 7 g) ^^nx. 1 2 0°Ctr7 Br^m^f Lt^^To ^<%f^> RJS 

. ?W*-il^i±T^*L 5 - (4 -:^/;i'*'^->- 2 -tfy -1- (S-p^h^v— 3 

-tfv-7;v) - 1 H- tf 9 v'-;^- 3 (i. i 4 g, MM) 

[0 3 3 8] 

1 H-NMR (400MHz, CDCI3) a : 1 . 43 (3H, t, J = 7. 08Hz) 
, 3. 94 (3H, s) , 4. 46 (2H, q, J = 7. 08Hz) , 6. 78 (IH, 
d, J = 8. 79Hz), 7. 36 (IH, s), 7. 70 (IH, dd, J=2. 69 
, 8. 79Hz), 7. 84 (IH, dd, J = 4. 8 8, 1. 4 7 Hz), 8. 07 ( 
IH, s) , 8. 12 (IH, d, ] = 2. 69Hz), 8. 66 (IH, d, J=4. 
8 8 H z) . 

E S I -MSm/z : 3 6 9 (M+H)\ 
[0 3 3 9] 

5) 5- (4 -li Kn^v^f^;V-2-t°'; v;^) -1- ( 6 - ^ b ^ - 3 - V v;i' 
) - 1 H- tf ^y-^'V- 3 -*;v5K>'^j^^;vj^Xx;v 

±IS5- (4 -:^;v>3^'^->- 2 - l- (6 ^^v- 3 -tfV v;v) - 

1 H- tf 9 y^-;!^- 3 -:^;v4^'>M^-i-f-;v-i-y^T-;i/ (1. 1 4 g) Ot^ h 9 t Kn -7 9 > 
(3 0ml) vMt:. 0 °C<^*PT>J^'9 (0. 9 5ml) *?STb^ 

y^-tr 18.5 B#pBm#L/io Kiz^m^7}^tmm (1^2) tl-^Miira-^-^^^^^tJnx: 

Af'U'^hi^'yy^ - (^nn:^;vi^-^ ^y-;v) -^-IIMLS- (4-iiKn^->^f- 
2 - n° V y;v) -1- ( 6 h ^ V- 3 - i>~;v) - 1 H- t: 9 3 - :^ 

;v*'>^j:--f-;VJ^>^-r;V' (2 5 0mg, 2 3%) ^m^ts^tLx^fzo 
[0 3 4 0] 

^H-NMR (400MHz, CDCls) a : I . 42 (3H, t, J = 7. 08Hz) 
, 3. 94 (3H, s) , 4. 45 (2H, q, J = 7. 08Hz) , 4. 72 (2H, 
s), 6. 75 (IH, d, J = 8. 79Hz), 7. 22 (IH, ddd, J = 5. 0 
1, 1. 5 9, 0. 8 5 Hz), 7. 25 (IH, s), 7. 43 (IH, dd, J = l 
. 5 9, 0. 8 5 Hz), 7. 67 (IH, dd, J = 2. 6 9, 8. 7 9 Hz), 8. 
08 (IH, dd, J = 2. 69, 0. 61Hz), 8. 45 (IH, dd, J = 0. 6 
1 , 5 . 0 1 H z ) . 

E S I -MSm/z : 3 5 5 (M+H) \ 
[0 3 4 1 ] 

6) mmit^'^^ 

±|S5- (4 - H Kndrv^ 2 - U ■^/-'V) -1- (6 h^iy- 3 -\^') 

;v) - 1 H-tr9y-;v- 3 -*;v>}?>^j^^;v^^'r;v (2 5 0mg) ^ffiv^T. 

Ml 669 4) tmm.(o:umx-nmit^^ (2 3 2mg, ^») xntzo 

EI-MSm/z:3 2 7 (M+H) 
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[0 3 4 2] 

[###13 0] 5- (4 -:^;;v^'?^-f 2 -li V v;w) -i- ( 6 > 3 - ll° 
[0 3 4 3] 

[^1:4 0] 




[0 3 4 4 ] 

1) 1- (6 -i' uu- 3 -'^V ^P=-}1^) - 5- (4 2 - t°y -IH 
- t:°^y--;v- 3 --^ )V:^>M^^}^^^r-)l^ 

##15IJ2 9 0 2) (0 4- (4 2 - t: V -2, 4 - v ^ ^ V ^ ^ 

(4. 4 6 g) t 3 - ^ n n - 6 - li K 9 y / V v >^ (3. 6g) 
v^X. ##M 9 CO 1) h |W|;|tco:^&-e 1 - - 3 - ^VVi^^^J]^) - 5 - (4 

2 - tf V >^;v) - 1 H- tf 7 3 -:^;V'-K>^j^^;va^><.x;i' (l. 7 

9 g, 2 7%) ^T^;^-7 r X t Lr#fwo 
[0 3 4 5] 

^H-NMR (400MHz, CDCI3) d : 1 . 43 (3H, t, J = 7. 08Hz) 
, 2. 41 (3H, s) , 4. 48 (2H, q, J = 7. 08Hz), 7. 07 (l H, 
m) , 7. 20 (IH, s) . 7. 47 (IH, s) , 7. 69 (IH, d, J = 9. 0 
3Hz), 8. 08 (IH, d, J = 9. 03Hz), 8. 23 (IH, d, J=4. 8 
8 H z) . 

E S I -MSm/z : 3 4 4 (M+H)\ 
[0 3 4 6] 

2) 1- (6 h ^v- 3 - ^'v-;v) -5- (4 2 -tf V v;u) -1 

H - t: 9 y- ;V - 3 - * ^iV'i^" x ;iy 

±tfii- (6 -iJ' n n- 3 - U i5^~i>'-;v) -5- ( 4 - ^ -5^;^- 2 - U v;v) -1 
B.-}^y-/-)V- 3 -iJ Jl-^yB.^'^^^^^TJl^ (6 0 0mg) ^Mv^T^ ##M9<OA 

m (D2) tmW.<D:^-^x-i- (6 h^v- 3 i5^v-;v) -5- (4-^f-;v 
-2-ti';v;v) - 1 H-ti°7V-;v-3-:*;i/5}?>^^^;v-3:-:^x;v (4 5 5mg, 8 

4 %) ^|Sl#:t LTtffCo 
[0 3 4 7] 

^H-NMR (4 0 OMH z, CDCI3) a : 2 . 40 (3H, s), 3. 99 (3H, 
s) , 4. 10 (3H, s) , 7. 04 (IH, m) , 7 . 1 5 (IH, d, J = 9. 2 
8Hz), 7. 21 (IH, s) , 7. 44 (IH, s), 7. 93 (IH, d, J = 9 
. 28Hz), 8. 24 (IH, d, 4. 88Hz). 
E S I -MSm/z : 3 2 6 (M+H) \ 
[0 3 4 8] 

3) 5- (4 -9j 2 1- ( 6 - ^ h ^ v- 3 - 1^° V iS^'v — ;V) - 
1 H-kf^y'-Jl'- 3 -A)V^>M^^}^J^^y"^^ 

_tifii- (6 h ^v- 3 ^v-;v) - 5- (4 2 - tf; v;v) - 
1 H-t:°9y-;v- 3 -::^?;v5}?>^^^;v^:^7";v (i4 7mg) =^fflv^T. ###!I2 9 
(7)4) iw|;|t(?):^fe-e 5 - (4 -5&;v>J?^v- 2 -ev v;v) i- (6-^hfv-3- 
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^-v : 56/ 



tfViJ^v-;v) - 1 H-if7 v'-;v- 3 (6 4mg, 4 0% 

) tnfZo 

[0 3 4 91 

^H-NMR (400 MHz, DMSO-de) ^:3. 88 (3H, s), 4. 02 (3 
H, s) . 7. 49 (IH, d, J = 9. 28Hz) , 7. 59 (IH, s) , 7. 75 

(IH, d, J = 5. OlHz), 8. 01 (IH, d, J = 9. 28Hz), 8. 15 

(IH, s) , 8. 54 (IH, d, J = 5. OlHz). 
EI-MSm/z:3 5 6 (M+H)\ 
[0 3 5 01 

4) 

±fS5- (4 -?^;V^i^'^'>- 2 - V v;!^) -1- (6 h^v- 3 - tfV 
) - 1 H- tf ^v- 3 -f-^v^^^T";!^ (6 4mg) CON, N-v;>{f-;v 
K (3ml) mm^. SJ^-^-ig-fbT -i? A (14mg) . l-tKn^v' 

^>WVTy^~)V (3 0mg) , l-aif-;v-3- ( 3 - v p« •^;VT 5 y/n ^ 
5 K (4 1 mg) , h ';^f-;vT5 y {7 5 /u 1 ) ^Sox. 1 9m^UWLfzo K 

x-mmvmm^h^m (2 9mg, 4 5%) =|-®'*i:L-C#/::o 

[0 3 5 1 1 

^H-NMR (400MHz, CDCI3&CD3OD) S : 3. 98 (3H, s), 4. 
09 (3H, s) , 7. 38 ( 1 H, d, J = 9. 28Hz), 7. 74 (IH, dd, 
J = l. 58, 5. 13Hz), 7. 81 (IH, s), 7. 99 (IH, d, J=9. 
28Hz), 8. 13 (IH, s), 8. 50 (IH, d, J==5. 13Hz). 
[0 3 5 2 1 

3 1] 5 - t K 7 vV - 2 - ^ -5^;^^ y V > 



[0 3 5 41 

1 ) ( 6 - ^ t: V > - 3 - ;^) 7t? )\^-''^ ^ >M t e r t - •7-~f^;i^^x ;v 

6 (2 1 . 5 8g)(7:'l, 4 - v:^^-^- >' ( 3 0 0 m 1 ) 
tC. h y j:.^;VT-5 (2 3. 0ml) > v 7 ji - ;V:J^>?> * V ;VT K (3 5. 6 

ml). RX^t e r t -y^y-Jl^ (3 0. 0ml) =^in;i 1 Smmi]mMmLfzo 

(6 -><f-;vtru v>- 3 --f ;v) *;V/n'5 e r t -y^^^VJ^J^x^V (2 8. 7g 

, 8 8%) ^mi^t \^xnfzo 



^ H-NMR (4 0 OMH z, CDCI3) 3 : I. 54 (9H, s), 2. 49 (3H 
, s), 6. 52 (IH, br), 7. 09 (IH, d, J = 8. 6Hz), 7. 86 ( 
IH, br), 8. 29 (IH, d, J = 2. 7Hz). 
E I -MSm/z : 2 0 8 (M) + . 
[0 3 5 6 1 

2) mmit^m 

(6-p«^;ni°Vv?>-3-^;v) ^^v^^^ >'Mt e r t - (2 8. 7 

g) Q)X:x-mmm. (lOOmO ^^^^tr^LS 0^^m#L/zo 



[0 3 5 3 1 
[^^4 11 




[0 3 5 5 1 
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^-v: 57/ 



0 -sviizmnvfztt. mmm-r b u -^a (i o. s i g) (s s m i ) mm^ s 

o^fBl^^ttTv^lljnm^ 1 5^mmWhfz. :i(DKJBm^. mt:^^ (id ziTKfnt; (1 

0 8. 7 g ) (D-miMm. (54ml) -mmKKBm.(D\Hu^ o - 5 °c Kmn-Lfz tt^ so 

K 6 N7lcm'fk•:^ > V A^fCvM (700ml) t^}'^o.i^;^A-p{^J'y-;^ (10 : l) 

m^'^M ^i]\\i^\t.Lfzo ^mmoyf'mMim'-\^^^y^ Mm it. nmm ^ t tz 

o 7Rii=^^nn>^;vA-^ ^57 7-;^ (i o : 1) ^l-^M-etttB L. «)i ^-^^^-t^l^^fl 

t/ (7. 6 6g, 4 5%) ^mi^tLXnfZo 
[0 3 5 7] 

^ H-NMR (400MHz, DMSO-de) S : 2. 29 (3H, s), 3. 97 ( 
2H, br), 6. 66 (IH, br), 6. 94 (IH, d, J=8. 3Hz), 7. 
05 (IH, dd, J=3. 0, 8. 3Hz), 7. 98 (1 H, d, J=3. OHz) 

E S I - MSm/^z : 1 2 4 (M + H) + . 
[0 3 5 8 ] 
[##-^0 3 2] 3 - ^ Vyi^'y ^V'J> 
[0 3 5 9] 
[<b4 2] 




NHNHg 



[0 3 6 01 

5 °CJiJ.T-C\ 3 - T 5 y t; V V > (13. 0 g ) <7)«m (10 4ml) 
^hU-^A (10. 5g) <D7K (3 9ml) 3 0 ^rBl/J»-ttT?jSTm. 1 5 ^mmW 

Lfzo (II) -7K^a% (1 0 9 g) <^a:^m (5 9ml) MtC 

. \Hu 0-10 "c^tiPT 3 0 6^m-^^ifxmT^<k i wmmnLfzo muxKiA^^m- e N7xm 

iti- h ^ ^7K'Mm. (7 9 6 ml) *-?iSTL. SJS?^t' ^ ^ ^ ->'V- ^ n n ( l 

1 0) ?*l^v#«^JPx^mL. «jScoW^i)^flET®*LTM<k^% (12. 5 g, 
8 3 %) L-C#7to 
[0 3 6 1] 

^H-NMR (400 MHz, DMSO-de) $ : 4 . 02 (2H, br s) , 6. 
89 (IH, br s), 7. 04-7. 12 (2H, m), 7. 76-7. 78 (IH 
, m) , 8 . 0 8 ( 1 H, m) . 
E I -MSm/z : 1 0 9 (M"^ ) . 
[0 3 6 2 ] 
[##f!l3 3] 2 -t; K7i>V li9 v> 
[0 3 6 3 ] 
[^(1:4 3] 




NHNHj 



[0 3 6 4] 

2-^nntr7v> (10. 44g) co^37y_;v (6 5ml) ^Str t K 7 

v>-7XfO% (2 1. 8 0 g) ^«L1 7 0#r^MS»itL/io S<^m> RJSvW*«J± 

=^^ffiTS*L^#^>^^fc^#:^C'^^•^j->'=^«L^ft^i-i>^l fctr^lS'fb^t; (4. 67g 
, 4 7%) ^#>to 
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^-z^-. 58/ 



10 3 6 5] 

^ H-NMR (4 0 0MHz, CDCI3) S:7. 89 (1 H, d, J = 2. 7Hz) 
, 7. 99-8. 05 (IH, m), 8. 20 (IH, d, J = l. 5Hz). 
E S I -MSm/z : 1 1 1 (M+H) + . 
[0 3 6 6] 

3 4] 2 - H tf V 5 

[0 3 6 7] 
[it4 4] 




NHNHj 



[0 3 6 8 ] 

2 -^'nnifi; 5 v> (6. 0 0 g) o^;5'y-;v (6 0ml) BMWLi^. ^i^-et K 

9v>-7Mnt/ (2 0mr) iiju^s o^mmLfzo Kmu<Dmm^mj±T''^^Lnh 
tLfzmm^yK (3 4ml) ^jnx.. mmLfzwi'^^^MLmmit'km (2. sog, 40 

%) ^#/io 
[0 3 6 9] 

^ H-NMR (4 0 OMHz, DMSO-de) S : 4 . 12 (2H, s), 6. 57- 
6. 60 (IH, m) , 8. 12 (IH, s) , 8. 30 (2H, d, J=4. 9Hz) 

E I -MSm/z : 1 1 0 (M+ ) . 
[0 3 7 0] 

[##f!l3 5] 5- (5 -^-^^v- 2 i>';v) -1- (2-eij~:^';w) -ih-h°7 

[0 3 7 1 ] 
[fb4 5] 




[0 3 7 2] 

1) 1- (5 2 -tf ij v;v) 

2 -•:ru^- 5-Ti3V>' (5. Og) CO ( l O O m l ) - 

7 8'C?'^*PTn-^^^^;VVf-'^A (1. 5 8MO^^Ht>V#fS, 2 4ml) ^5:9-F^tr?g 
Ttk. 5^mmWLfZo IWJia-C\ SJS^tt::N, N-y^f-;VT-b;5' ? K (3. 5ml) ^ 

i^^^y-W^m.^^^)^) -c-fflmtl- (5 -^f^;^- 2 -tf U v;v) ^^^5^ 
y> (3. 43g, 87%) LTt#:/io 
[0 3 7 3] 

1 H-NMR (400 MHz, CDCls) 5:2. 42 (3H, s), 2. 71 (3H 
, s) , 7. 62 (IH, dd, J = l. 5 9, 7. 9 3 Hz), 7. 94 (IH, d, 
J = 7. 93Hz) , 8. 50 (IH, s) . 
[0 3 7 4] 

2) 4- (5 -><^;v- 2 >^~;v) -2, 4 -v:t^v-7^^ 

^ h i; hds^-> F (3 . 5 g) (DJ:-^ (6 0ml) ^y^-Cv^-^M 
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(7ml) ^mr^k. KBm^l- (5-^f-;U-2-li'; (3 
. 4 3 g) C0Ji^y-;V (4 0ml) M^iJPx. 2 B^Fb^^ L/Co K!iE^^^mz.7KtP:r.^ 
;Vai-x;V^JnxTMLfco 7XiS(; 1 N«7KW* J!3Pxmtt M :^ ^ n ;v 

4- (5-^^;v-2-t°y ^^;v) -2, 4 -i^^t^v/^J' >'^j^f--'^^^x;v (6. 8 

g) ^mi^t Lxm^o 

[ 0 3 7 5] 

^ H-NMR (400 MHz, CDCI3) a : 1 . 40 (3H, t, J = 7. 08Hz 
), 2. 47 (3H, s), 4. 39 (2H, q, J = 7. 08Hz), 7. 49 (IH 
, br), 7. 74 (IH, d d , J = l. 4 7, 8. 0 6 Hz), 8. 08 (1 H, d 
, J=8. 06Hz), 8. 58 (1 H, d, J=0. 73Hz). 
E I -MSm/z : 2 3 6 (M+H) . 
[0 3 7 6 1 

3) 5- (5 -^-^^v- 2 -ev v;v) -1- (2-ii°';v;v) - 1 H-tf9 v*-;^- 3 

4- (5 2 -tf V v;^) -2, 4 V7^^^ >St-^-^>'^-^^'r>'V (3. 

3 0 g) OJ^^y (3 Om 1 ) 2 -t: vV tf y y> (2. 0 g) fclt:^ 

m (2ml) smmtumMmLfzo ^i^^k. RJSfStCi5'nnj^;VA fclSfn^mTfc 

on.i^;vA)-eft^L. 5- ( 5 - ^ 2 - tf U v;v) -1- ( 2 - V S^~;v) -1 
H- tf^V-;!'- 3 -5!7;v*'>'^j^^;V'j^:^x;v (1. 8 7 g) =l:#/3o 
[0 3 7 7] 

^H-NMR (400 MHz, CDCI3) 8 \ \ . 42 (3H, t, J-7. 08Hz 
), 2. 33 (3H, s), 4. 45 (2H, q, J = 7. 08Hz), 7. 20 (IH 
, s), 7. 25 (IH, m), 7. 33 (IH, d, J = 7. 93Hz), 7. 52 ( 
IH, d, J = 7. 93Hz), 7. 76 (1 H, d, J = 8. 05Hz), 7. 85 ( 
IH, dd, J = 8. 0 5, 1. 8 4 Hz), 8. 28 (2H, s). 
E I -MSm/z : 3 0 9 (M+H) ^ . 
[0 3 7 8] 

4) mmt^m 

5- (5 2 ij i?;v) -1- (2-ii';v;v) - 1 h- ^9 V-;!/- 3 - 
y\/i^yW.^'^^'^^^7-)^ (1. 8 6 g) c7)j:^:5' y — ;V (3 0ml) ^y^tr-f b 

U^Acchdrv-K (8 3 0mg) ^ j]Px.2B#r^ W L/Co M^^^ "sh h V A ^ ^ v K ( 
7 0 Omg) =^Snx.3 O^^^^^L^io K):&?tt::7]ct >>'^^;v^- x;v=S:i)nx.:0-TWL. tR 
Jl 1 N:^m7X?#lt ^ mi4 ( p H 4 ) L ^ n n .i^ ;v A m L o ^Tlc^If^ 

^-■:^v>^7A-ei£:^Lfco mm. 'mm^m£-r^^^\^mM\t^m (i. 1 7g. 2Xfs-e 

3 0 %) #fCo 

[0 3 7 9] 

^ H-NMR (4 0 OMHz, CDCI3) 8 \ 2 . 36 (3H, s), 7. 23 (IH 
, s), 7. 29 (IH, m), 7. 37 (IH, d, J-7. 93Hz), 7. 55 ( 
IH, d, J = 7. 93Hz), 7. 79 (IH, d, J-8. 06Hz), 7. 86 ( 
1 H, dt, J = 8. 0 6, 1. 8 3 Hz), 8. 27 (1 H, ddd, J=4. 88, 
1. 83, 0. 86Hz), 8. 35 (IH, s). 
E I -MSm/z : 2 8 1 (M+H) + . 
[0 3 8 0] 

[##15113 6] 5- (5 2 - li^i^"-;^) -1- (3-tfUy;V) -1H-Ii° 

^ V— ;v- 3 — -'V^^M 
[0 3 8 1] 
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Kb 4 6 1 




[0 3 8 2] 

1 ) 5 ^;vtf y 2 - *;V7K>^N-^ hdrv-N-^-5^;vT^ K 
5-^-f-;vt°9v>- 2 (13. 0 g) . N, O- v'^ t Kn^ 

T^ymm-^ (10. 1 g) . 1- (3 - vp« f^;l/T ^ y T'n - 3 - )^^^ 

V4 5 K«il (19. 8 g ) . W 1 - t Kn y h U T y- ;V (14. 0 g ) 

<7)N, N-vp«-^;i''i^;V-AT5 F ( 1 3 Om 1 ) ^M^t? h V ^f-;VT 5 > (2 8 

. 9ml) ^t)Px.6 3PfFBm#L/co RJSmt'7XJ:I^m^^^^^*n^53^rt L. «il«rfi£ 

^ u-^ Y ^'^y ^ - {^^^y-'^'^^:x^^)V) -effi^ L 5 - ^ t° 7 v > - 2 - * 
;V*'>mN-y h^'>-N-^^;VT5 K (1 2. 3 g, 7 2%) =1:^4*^% t LT#fCo 
[0 3 8 3 1 

^ H-NMR (400MHz, CDCla) ^12. 63 (3H, s), 3. 41 (3H 
, s) , 3. 74 (3H, s) , 8. 46 (IH, s) , 8. 82 ( 1 H, s) . 
FAB-MSm/z 118 2 (M+H) + . 
[0 3 8 4] 

2) 1- ( 5 -y •^^V- 2 - tl°-7>>'-;V-) J:-^^^^ 

;VT 5 K (12. 2 g) (DTY^^Vuyyy ( l 8 3 m 1 ) mm^. - 7 8 X:T-i'-^*PT 
^^jVVf-'^A (1. 0 2 IVK^i^J^-f^^VJ^-x^V^Y^, 7 2. 6ml) =lr 2 0 ^r^TiiT 

f^. Mtci 3 o^F^WL/^o or-e. ^jsmt^7}ca:Mm^f-;^^*nx.^mL. 

ijyj^^u-^Y^-yy ^ - (Itm^^;^-^^-9->) -ett^Ll- (5-y^;v-2-tf 
9y::^;v) :x.^,fy (7. 9g, 86%) =Sr|l#:^ LT#/Co 
[0 3 8 5 ] 

^ H-NMR (400MHz, CDCls) d \ 2 . 66 (3H, s), 2. 70 (3H 
, s) , 8. 50 (IH, m) , 9. 11 ( 1 H, d, J = l. 5Hz) . 
ESI -MSm/z : 1 3 7 (M+H) + . 
[0 3 8 6] 

3) 4- (5 2 -t:°9 v-^V) -2, 4 - ^ V 7^^^ >'M-x.5^;i/ji;^ -r ;V 
T;u=f >#|gI^T> 1- (5 -y 2 - v-;^) J^^y^ (7. 8 9 g) (Dt- 

y^\±Yuy^y (118ml) 'mm^. - 7 S^Cq^V ( h V ^ ^;v>' V ;v) 

T5K(1. OMOx h^li Kn7 7>-M, 6 3. 7ml) =Sr 2 0 ^^^-efiTt^. Mtc 

3 o^mmnLfzo ^j^svttcv^-j'mv^^^v d i. 8m d ^fiTt^. i o^mmw 

Lfzo 0°C-e3 0^Fi. Mt^^t^-ei. bWmmW^k. KB'm^7Ktyj:--9-)l'J^-y^)\^^ 

^m7mm.i- y V ^ j^x-^mLfzo mm. mj±t^^^^*l4- (5-pf^;v-2- 

li°9i>'-;v) -2, 4 ->^':^drv:/;J' ^m-3^^;VJ^^T-;V (4. 9 2 g, 3 6%) =1:®'* 
[0 3 8 7] 

^ H-NMR (400 MHz, CDCls) ail. 39-1. 43 (3 H, m) , 2. 
69 (3H, s) , 4. 3 8 - 4. 4 3 (2 H, m) , 7. 60 (IH, s) , 8. 55 
(IH, m) , 9. 21 (IH, d, J = l. 2Hz) . 
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^-i^ : 61/ 



FAB-MSm/z : 237 (M+H) ^ . 
[0 3 8 8] 

4) 5- (5 2 v-;w) -1- iS-i^VJ)^) - 1 H- t'^y-^v- 

±|B4- (5-^^;V-2-tr^>^-;V) -2, 4 -i^^t^vy^S^ ^m^-9^^V^>^T-^V 

(4. 9 1 g) i:##M3 2 ^3 -H vV v> (2 . 2 7 g ) cDa:-^^' 7 - ;V ( 9 

8ml) 4 0 ^mmmmLfzo Kjiz^m-^m ( 5 . 9 5 m 1 ) 4 
fzm^^j^^ y-}^ (99ml) KmmL. KBmi,^i&m% (3. 3m o tm^i9^-m 

2 - tf^ v-;!/) -1- (3-tri;v;u) - i H- tT^V-^v- 3 -*;^**>MJ^•f- 
;^J^7.•r;^ (3. 1 6 g, 4 9%) =lr®#i: LT#/Co 
[0 3 8 9 ] 

^ H-NMR (4 0 OMH z, CDCI3) ^11. 42-1. 46 (3H, m), 2. 
58 (3H, s), 4. 45-4. 51 (2H, m), 7. 34 (IH, s), 7. 38 
-7. 41 (IH, m), 7. 83-7. 86 (IH, m), 8. 30-8. 31 (IH 
, m), 8. 54 (IH, d, J = 2. 4Hz). 8. 63 (IH, d, J = l. 5Hz 
), 8. 64 (IH, d, J = l. 5Hz). 
FAB-MSm/z:310 (M+H) . 
[0 3 9 0] 

5) mmit^m 

5- ( 5 2 - If 9 -1- (3-tfVv;^) - i H-if ^ v'-;v- 3 

-;!7;v.i?>'M^^>'^^^7^^^ (0. 6 0 g) i: 1 N7X^'fb:^ h U A7Ry#?S (4 . 85m 
1) ^fflv^-C. ##f III 4(7)5) i: [SI^«^:^-&T-^l®'fb^% (0. 5 2 5 g, 9 6%) ^ 

[0 3 9 1 ] 

^ H-NMR (4 0 0 MH z, DMSO-de) d : 2 . 50 (3H, s), 7. 50- 
7. 53 (2H, m) , 7. 8 4 - 7. 8 7 ( 1 H, m) , 8. 36 (IH, s) , 8. 
58 (IH, d, J = 2. 4Hz), 8. 62-8. 64 (IH, m), 8. 92 (IH 
, d, J = l. 2Hz), 13. 17 (IH, br s). 
FAB-MSm/z : 2 8 2 (M+H) + . 
[0 3 9 2 ] 

[##'^J3 7] 5- (5-^^;v-2-tfuy;v) -1- (3-}£VP)V) -iH-e^ 
3 -A)V:^ym 
[0 3 9 3 ] 
[<b4 7] 




[0 3 9 4] 

1) 5- (5 -^-^jv- 2 v;v) -1- (3-ii°yv;v) - i H-ii"'^ 3 
— * ;i/ >■ ^ ;v -X. ;^ x ;v 
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###!I3 5«0 2) <DA- (5 2 - tfij >^;V) -2, 4 V^^ V^Ji- 

(3. 5 0 g) (30ml) ^§?tt^. ##f !l 3 203-11 Fv 

vVlfVv> (2. 0 g) t-im^m. {2ml) **o£l7. 5H#KiPft31»tELfCo ^<tf^ 

tf' ; -1- (3-tf'jv;w) - iB.-\dyv''-)^-3--^)\^^^yM^^}^^^7-}^ 

(2 . 5 1 g, 5 5%) 'S-tf/to 
[0 3 9 51 

^ H-NMR (400 MHz, CDCla) d : 1 . 43 (3H, t, J = 7. 14Hz 
), 2. 34 (3H, s), 4. 46 (2H, q, J = 7. 14Hz), 7. 24 (IH 
, s), 7. 32 (IH, d, J = 8. 12Hz), 7. 37 (IH, dd, J = 8. 1 
2, 4. 82Hz), 7. 51 (IH, dd, J = 8. 12, 2. 08Hz), 7. 84 
(IH, dd, J = 8. 012, 1. 44Hz), 8. 30 (IH, s), 8. 51 (1 
H, d, J = 2. 56Hz), 8. 59 (IH, dd, J=4. 83, 1. 34Hz). 
E S I -MSm/z : 3 0 9 (M+H) + . 
[0 3 9 6] 

2) mm^t^m 

±.15 5- (5 -y 2 -11'; v;v) -i - (3-tr';v;v) - i h- tf 9y°-;v- 
3 (2. 5 i g) coj^^j~-}i^ (8 0mi) v#^S^'^ ^hV 

.^Ao^h^vKd. llg) ^^y^T^inx-l 9. 5Bt^ii#LfCo KB-mUli^^tz^':^ 

(1 . 3 3 g, 5 8%) ^ntzo 
[0 3 9 7] 

^ H-NMR (400MHz, CDCI3/CD3OD) <J:2. 38 (3H, s), 7 
. 26 (IH, s), 7. 45 (2H, m), 7. 68 (IH, br), 7. 85 (IH 
, ddd, J = 8. 30, 2. 44, 1. 47Hz), 8. 30 (IH, s), 8. 52 
(IH, d, J = 2. 56Hz), 8. 56 (IH, dd, J=4. 7 6, 1. 4 7 Hz 
) . 

E S I -MSm/z : 2 8 1 (M+H) . 
[0 3 9 8] 

1) 4- (5 ^-'v- 2 - tf v;v) -2, 4 - v:*-^ vy^j^ >'^y ■f-;i/^;^T-;v 
i-hvy^^ h F (4 . 7 4 g) (Dj< ^ y (2 o o m i ) MfKt^. ^ra-e->^ 

(10. 4 g) =^*Px. 5^^ti*^L/Co KlSftl'mtat?. ##1?!] 3 5 <7) i ) 
CO 1 - (5 -y 2 -11 V v;v) ^i?'/ > (5. 9 3 g) ^llPx. 5 Rf FHlit#Lfco ^ 

*L4- ( 5 ^^V- 2 - tf V -:^;i/) -2, 4 -v^'^^V/iS^ >^^-^;l'^:^'r>'V (7 
. 3 1 g, 7 5%) ^S#:i:LT#7to 
[0 3 9 9] 

^ H-NMR (40 OMH z, CDCI3) <J:2. 46 (3H, s), 3. 92 (3H 
, s), 7. 58 (IH, br), 7. 70 (IH, dd, J = 8. 06, 1. 83Hz 
), 8. 08 (IH, d, J = 8. 06Hz), 8. 54 (IH, d, J = l. 22Hz 
) . 

[0 4 0 0] 

2) 5- (5-^^;v-2-ii°U v;v) -1- (3-ii°';v;v) - 1 H- tfv 3 
±15 4- (5 2 -ifv v;!/) -2, 4 -v:t-^yy^ f->'^^^-r;v ( 
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4. Og) <D^^ y-Jl^ (250ml) ##M 3 2 (D 3 - ^ ¥ y P J ^ V v >' ( 

3. og) t'mm.w& (4ml) =^;!]nx3. 5 BtrHitpii^MrL L/io jKJSmt::i^fn^ 

^tK* h a 7Kf#-it t^uu:^)VA^m^ L , ^tlif ^ l!R7]clSiI-^ ^' ^-^ V <> A I:- 

^- (^ i5'7-;v-^nn.-}^;VA) -effl^LS- ( 5 •5^^^- 2 - i>';v) -1- ( 
3-H°Vv;v) - 1 H-ti°vv"'-;v- 3 (3 . 24g, 61 

%) LT#/Co 
[0 4 0 1] 

^ H-NMR (400 MHz, CDCla) S : 2. 34 (3H, s), 3. 99 (3H 
, s), 7. 27 (IH, s), 7. 33 (IH, d, J = 8. 06Hz), 7. 37 ( 
1 H, ddd, J = 8. 1 8, 4. 7 6, 0. 7 3 Hz), 7. 53 (IH, ddd, J 
= 8. 0 6, 2. 2 0, 0. 7 3 Hz), 7. 84 (IH, ddd, J = 8. 18, 2. 
5 6, 1. 4 7 Hz), 8. 30 (IH, d, J = l. 47Hz), 8. 50 (IH, d 
, J=2. 32Hz), 8. 59 (IH, dd, J=4. 7 6, 1. 4 7Hz). 
E S I -MSm/z : 2 9 5 (M + H) ^ . 
[0 4 0 2] 

3) 

5- (5 -^f-;v- 2 -tf V v;v) -1- (3-ifyv;v) - i H-t;°7 3 - 

•f-;Vji:.;^T-;V ( 3 . 2 4 g) COT ^7t:K^•79> (100ml) 
1 NTKSMb^ h V •> A7XfM (16ml) ^Snx 2 WmmWLfZo KBm^ 1 
m7jc^#?t t ^ n n 5^^ ;u A ^ j]n X. ^fS L . ^fr^S ^ ^StK ^-^ v A -e^# L o ».3IJ 
tl:. mm^'M&y^^l^mmih^m (2. Og, 6 5%) 'S:@'^i:LT#/io 
[0 4 0 3] 

^H-NMR (400 MHz, DMSO-de) § : 2. 28 (3H, s), 7. 30 ( 
IH, s) , 7. 49 (IH, dd, J = 8. 18, 4. 76Hz), 7. 63 (IH, 
d, J=8. 18Hz), 7. 70 (IH, dd, J = 8. 18, 1. 58Hz), 7. 
79 (IH, d, J = 8. 18Hz), 8. 24 (IH, s), 8. 49 (IH, d, J 
= 1. 56Hz), 8. 59 (IH, dd, J=4. 7 6, 1. 5 9 Hz). 
ESI -MSm/z : 2 8 1 (M+H) . 
[0 4 0 4] 

[##^J3 8] 5- (5-^^0 0- 2 e^;v) -l - (2-eiJ>>';V) -IH-t;^ 
v'-;v- 3 
[0 4 0 5] 
['fk4 8] 




[0 4 0 6] 

1) 5- (5 -^nn- 2 -If V v'";v) -1- (2-lfUv;V) - 1 H- 9 3 
— 7> -r ;v 

##-^2 5 03) <7)4- ( 5 n n- 2 - U -:^';V) -2, 4 - ^ V "7^^ >Wt^ 
^;vj^;?.7^;v (2 . 2 3 g) h 2 - K'^ vV b° V v > ( 1 . 0 5 g) t^fflv^T. ## 
^il3 7 0A-&) (^1) t|WJ»c7):^-&-^\ 5- (5 nn- 2 - tfij v;v) -1- (2- 

ifi;>'';v) - 1 H- tr^y*-;^- 3 -*>'V'-K>^^^>'^^>^-r;v (i. i i g, 53%) 

[0 4 0 71 
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^H-NMR (400 MHz, CDCls) S : 1. 43 (3H, t, J = 7. 08Hz 
), 4. 46 (2H, q, ] = 7 . 08Hz), 7. 22 (IH, s), 7. 29 (IH 
. ddd, J = 7. 2 0, 4. 8 8, 1. 2 2 Hz), 7. 41 (IH, dd, J = 8. 
4 2, 0. 7 3 Hz), 7. 69 ( 1 H, dd, J = 8. 4 2, 2. 4 4 Hz), 7. 8 
1 (IH, ddd, J = 8. 1 8, 1. 2 2, 0. 9 8 Hz), 7. 88 (IH, ddt 
, J = 7. 20, 1. 83, 0. 86Hz), 8. 25 (IH, ddd, J=4. 88, 
1. 8 3, 0. 8 6 Hz), 8. 40 (IH, dd. J = 2. 4 4, 0. 7 3 Hz). 
ESI -MSm/z : 3 2 9 (M + H) + . 

[0 4 0 8] 
2) M^fc-^^ 

5- (5-i^nn-2-t°'; -1- (2-t:Vv;V) - 1 H - tf 9 3 - 

ij )\^^'ymJ^^)^^:^T)^ (1. 1 1 g) =^fflv^T##M3 7 <^A-&) <7)2) hlWj^ltcD:^ 
Mm-fb-^t; (939mg, 92%) LT#fco 
[0 4 0 9] 

^ H-NMR (400 MHz, DMSO-de) S : 7 . 31 (IH, s). 7. 46 ( 
IH, s) , 7. 71 (2H, m) , 7. 99 (2H, m) , 8. 29 (IH, s) , 8 
. 4 4 (1 H, s) . 

ESl-MSm/z : 301 (M+H) + . 
[0 4 10] 

[##i?!l3 9] 5- (5-v7/-2-E°U v;V) -1- (2-ei;v;V) -IH-ey 

[0411] 
[<b4 9] 



NO 




[0412] 

1) 5- ( 5 v;V:t^v- 2 v;V) -1- (2-tfiJv;V) -lH-tf7V' 

##M14<^3) 04- (5 2 - v>';V) -2, 4-v^^vy 
:/^a:.^;Vji:;^7=-;V (3 . l l g) 2 - 1 K9i^y tf V v > (1. 1 4 g) t=lrfflv^ 
■C. ##M8<^2) i:l^>^<7):^-^-e. 5- ( 5 v- 2 - tr V v;^) -1- 
(2-li';v;V) - 1 H- tf7 3 JV'i^'>'^-3^^;V-:i^;^7">'V ( 2 . 5 7 g, 6 

8 %) LT#/io 
[0413] 

1 H-NMR (400 MHz, CDCls) S : 1. 42 (3H, t, J = 7. 2Hz) 
, 4. 45 (2H, q, J = 7. IHz), 5. 12 (IH, s), 7. 16 (IH, s 
), 7. 24-7. 28 (2H, m), 7. 35-7. 41 (6H, m), 7. 75 (1 
H, d, J = 8. IHz), 7. 82-7. 86 (IH, m), 8. 21 (IH, d, J 
= 2. 9Hz), 8. 28 (IH, d, J = 3. 7Hz). 
ESI -MSm/z : 4 0 1 (M+H) + . 
[0 4 14] 

2) 5- (5 -ti Kn^v- 2 - tf; >>~;v) -1- (2-t:';v;v) - 1 H- 
- 3 -iJ Jl^y^yB.^^Jl'^^TJl^ 

5- (5-^y-J)l^t^i^- 2 -'i^V -J)^) -1- (2-lf';i^;V) -lH-t°9V'- 
;v- 3 -5&;v4^'>'^j^^;vj^;^x;v (2. 5 7 g) <dj^^j-)1^ (3 0ml) t^^M^^ 
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;V (3 0ml) m^mmz. ^v^-ei 0%^^°9 v-^A-^m (1. 5 0g) ^iPX7K*# 

m%T^^mwLfzo KJBmtmM'ik. M«s=^Mi±T^*t 5 - (5 -i^ K^:3r->- 
2-t°vv;^) -1- (2-t:';v;v) - 1 H- e^y-;^- 3 
(2. 0 6g, ^mm) iT^)i^y 7 :^tvxnfzo 

[0 4 15] 

^H-NMR (400 MHz, CDCI3) ^11. 41 (3H, t, J = 7. 2Hz) 
, 4. 44 (2H, q, J = 7. IHz), 7. 05 (IH, dd, J-8. 5, 2. 7 
Hz), 7. 11 (IH. s). 7. 21 (IH. d, J = 8. 8Hz), 7. 26-7 
. 28 (2H, m). 7. 71 (IE, d, J = 8. IHz), 7. 80-7. 83 (1 
H, m) , 7. 89 (IE, s) , 8. 26 (IE, d, J = 3. 9Ez) . 
E S I -MSm/z 13 11 (M+H) . 
[0 4 16] 

3) 1- (2 i>';^) -5 - (5 - h V •7;l':^-np( ^ — 2 -lifV 
v;v) - 1 E-ii°9y'-;v- 3 -:^;v^'>Mj:.-^;vj:-;^-r;i' 

0*#liI^T> 5- (5 -li Kndrv- 2 -H°y -1- ( 2 - ^ V -:^^;v) - IH 

- ti^y— 3 -:*;V'^'>'^-^f-;^^^x;v (2. 0 0 g) <;o v iJ' n n ^ (50m 
1 ) t}^'}-Jy (13ml) 'i^mK. h ') y}\^tu^ ^ y^Mj^m ( 1 . 

3 0ml) ^1mK.m^mWLfzo RiS?S*7Kic'^i'TO^-^;v-ett{iiL> :^rM^7K> m 

- (2-tfUv;v) -5 - ( 5 - h V -7;w:tn^ ^ >;;^;v;^-;v:a-^v- 2 -li V v;u) 

- 1 H- tf 9y-;v- 3 -5!;;V'-}^*>^-3^f->'VJ^^7^>'V (2 . OOg, 70%) =lrrft*^ci|^^: 

[0 4 171 

^H-NMR (400MHz, CDCI3) ^:l. 43 (3H, t, ] = 7 . lEz) 
, 4. 47 (2H, q, J = 7. IHz), 7. 26-7. 31 (2H, m), 7. 59 
(IH, d, J = 8. 5Hz) , 7. 67 (IE, dd, J = 8. 7, 2. 8Ez), 7 
. 86-7. 91 (2H, m), 8. 20 (IE, d, J = 5. lEz), 8. 42 (1 
E, d, J = 2. 7 H z) . 
ESI-MSm/z : 443 (M+H) + . 
[0 4 18] 

4) WMih^m 

vT^jb h U n -y^;i';^X ( 8 . 1 5 g) ^T-h^^:^ {vv y :r.-)V:^^^y 4 y) 
(0) (11. 2g)coi, 2 -i^^ uuj:-^ y (7 Oml) mJMWi't 2mm 
m^M'ML. ^<tmi- (2-tf';i^;v) -5- (5 - h V 7;v:tn^ >x;i/>J^c^;v^ 
dr->- 2 - tfu i^^;^) - 1 H- tr^y--;^- 3 (2. oog 

(f^^ji-^;!/-^ ^□.i^;Vi^) -^JitS^LS- ( 5 - '>T y - 2 - H° U y;V) -1- (2- 
\£V~J)^) - 1 E-li°7y-;^- 3 -*;V'3^'>'@^^-9^^^^Xt-;V (9 5 Omg, 4 6%) 
^MtJtif^i: LT#/^o ^coj:-^;v^X7";v# ( 9 4 0 m g) Ot- > 7 t Kn y > (2 0 
ml) ^tK ( 5 m 1 ) vtV^t::. m^^-CTKm-fb V ^ A-TK^Ot/ ( 1 2 4 m g) *iPx.« 
mS^L/cc >Kl^'V^t^l NmmTfc^'^j&nx.mi^i: ^nn*;VA-^ (10 : 

1) tr^mL. ■^mm^MyKmm.i- y j^xtmvfzo -asom. •w^^et®*^^ 

ffl-fb-^tJ (375mg, 44%) }]yy 7 :^ t LX^^^fZo 

[0 4 19] 

1 E-NMR (400 ME z, DMSO-de) a : 7 . 43-7. 48 (2E, m), 
7. 78 (IE, d, J = 8. lEz) , 7. 89 (IE, d, J = 8. 3Ez) , 8. 
04-8. 08 (IE, m), 8. 26-8. 30 (IE, m), 8. 36-8. 39 ( 
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1 H, m) , 8. 8 2 (1 H, s) . 
[0 4 2 0] 

[##f!l4 0] 5- (5-->Ty-2-i:';^^';i') - 1 - 7 1 H - 1° 9 
3 --^ji^^^yM 

[0 4 2 1 ] 



NO, 




[0 4 2 2] 

1) 5- ( 5 --^>>>^;v^^v- 2 - tfi; - i -"7 j:— ;v- i H- tf9 v'-;^- 3 

##f!ll4C0 3) CO 4- ( 5 V- 2 - V v^'^V) -2, 4-v^^V7' 
^5^ (3 . l 4 g) h "7 K7i^'> ( l . l 6 m 1 ) fc=lrfflV^T 

. ##f!l8co2) ^ |W|;jt(^:l^-^tr 5 - ( 5 --^V v^V^T^i^- 2 - t: V S^";v) -1-7^ 
■=-;i'- 1 H- 3 -*;i/5i^^>^^f-;vj^>«>T-;v (2. 9 5 g, 7 7%) ^ia#: 

[0 4 2 3] 

1 H-NMR (400 MHz, CDCls) ^:i. 41 (3H, t, J = 7. IHz) 
, 4. 44 (2H, Q, J = 7. 2Hz), 5. 10 (2H, s), 7. 09-7. 41 
(13H, m), 8. 32 (IH, d, J=2. 7Hz). 
[0 4 2 4] 

2) 5- (5 - t Fndp->- 2 -t;°'; v^;v) - 1 - 7 ^ 1 H - 1: 7 V^-^v- 3 - :^ 
;V' ^- ^ ^ x ;v 

5- (5 -^>v;v^^v- 2 - t: U - 1 - "7 1 H - tf 9 3 - 

:^7;i/'i^':ym^5^;^^7>x;v (2. 8 3 g) co^^^iJ' y (3 0ml) iS^mj^^^i^ (3 0 
ml) mm^. 1 0%^^°7i^^'>A-M* (1. 5 0 g) =^ljnx7jc*#H^T«^t^ L/; 

0 -KfSvi^'^^j^L. ^?tM^«ET^*L. 5- (5 -H Fndf V- 2 -li'; S>^;v) - 
1 -7ji^;v- 1 H-if7y-;v-3-:^;i'^'>M^-9^>'V^>^7";^ (1. 9 8 g, 90% 
) ^mi-^t LX^fZo 

[0 4 2 5] 

^ H-NMR (4 0 OMH z, CDCls) S I 1. 39 (3H, t, J = 7. 2Hz) 
, 4. 43 (2H, q, J = 7. IHz) , 7. 05 (2H, d, J = 3. 7Hz) , 7 
. 17 (IH, s), 7. 27-7. 30 (6H, m), 8. 05 (IH, s). 
ESI -MSm/ z : 3 1 0 (M+H) + . 
[0 4 2 6] 

3) i_7j,-;v_5_ ( 5 - h i; 7;V:t-n;>< >>;;V>}> — ;V:^-dri/- 2 i^;v) - 

1 H- tf^y-;!^- 3 -:*;v?}^^>'@^j:--f-;v-x.7;x;v 

5- ( 5 - n Knie V- 2 - y;!/) - 1 - 7 ji 1 H - If 7 3 - ;w 

5jf :/^jLf-;VJi7.T-;V ( 1 . 9 8 g) h i; 7;V^n^ ^ >X;i/:^^>'^te7XJ^ ( 1 . 29 
ml) t =SrfflV^-r. ##^!|3 9 C0 3) t |wi#<^:^fe-e 1 - 7 ji^;V- 5 - (5-b^;7;v 
:t ny >7,;v^i^-;v:t^ - 2 - ti u - i H - tf7 V-^v- 3 - 
;va^;^7";v (2. 6 0g, 9 2%) t LTtf/io 

[0 4 2 7] 

^ H-NMR (4 0 OMH z, CDCls) S : 1. 43 (3H, t, J = 7. IHz) 
, 4. 46 (2H. q, J = 7. 2Hz), 7. 29-7. 43 (7H, m), 7. 57 
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(IH, dd, J = 8. 8, 2. 7Hz) , 8. 51 (IH, d, J = 2. 7Hz). 
[0 4 2 8] 

4) mmit^'^^ 

-yryith V n-y^)l^^:^ (7. 42g) ^ -rVy^X ( h 'J 7 ai 7 >) 
/N-^v-i/A (0) (10. 1 7 g) ^ 25:y^l-'7a.^;V-5- (5-hy7;V:^n^iS^> 
;:?>;i/.i^-;v^drv- 2 - 1 H-i;°9y'-;i/- 3 -ij jUTt^ym^-f-^^^^TJi^ 

(2. 5 9 g) ^^fflV^-C, ##^!l3 9(7)4) tmm<7)1?'{^-^' 5 - ( 5 - T 7 - 2 - tf' j 

- 1 --7 1 H- tf^y'-;^- 3 -:;^7;^'i^'>^-^'9^>'V-^^'r;^ (2. 70 8 
g) ^ma^tLXnfzo C:<^->T7#: (2. 6 8g) tTK^'fk V ■> A—Ttcfn^I^ (3 6 9 
mg) '^fflV^T. ##^J3904) t |WI>itcr):^';feT?;fi^'fb^J|^ (951mg, 56%) -Ir 

E S I -MSm/z : 2 9 1 (M+H)"^. 
[0 4 2 9] 

[##M4i] 5- [5- ( t e r t -■7'h^'>:^r;V5K-;vT5 y) -2-tru^^';v] - 
1- (3-t:';5^;v) - 1 H- tf^y-;^- 3 

[0 4 3 0] 

['fb 5 1 ] 




[0 4 3 1 ] 

1) 2 -T-bf-;V- 5 -T5 y tf V 

5-T5y-2-vTytfVv>^ (10. 13g) C0x>^liFn-77> (200ml 
) Mti, M*#BI^T> 7X?^T-tr^'fb^^;V-7^'"^>v'7i. (0. 9 3 M<7)x h 9 H Fn 
■7 7>'^#V^, 2 0 0ml) ^2 5 ^F^-CiWTf^. MS-C 5 Hf F^m# LfCo 7K?^T> KiBW. 

izmm^try'^-^-i^Tii.mm^ljn^. m^m. (2 0mi) ^?«Tf^. mt-so^s^^ 

mWl^fZo RISE'S tC7]c}^T> 7jc@Mbi- h A (2 0 g) (DTK ( 1 0 0 m 1 ) ?«^MT 
- (^i5'y-;V-^'nn^;vA) X-ffi^L 2 -T-fef-^V- 5 -T 5 ^ t: V (7. 6 8 

g, 6 6%) ^mi^t Lxntzo 

[0 4 3 2 ] 

^H-NMR (400MHz, CDCls) $ : 2 . 64 (3H, s), 4. 00-4. 
30 (2H, br), 6. 98 (IH, dd, J = 2. 7, 8. 5Hz), 7. 91 (1 
H, dd, J = 0. 5, 8. 5Hz) , 8. 06 (IH, dd, J = 0. 5, 2. 7Hz 
) . 

E S I -MSm/z : 1 3 7 (M+H) + . 
[0 4 3 3 1 

2) 2 -T-fef-;v- 5 - (t e r t h^->:^/;v>K-;vT5 y) 

2 -T-tr^;l/- 5 -T^ y v> (6. 3 0g) t4 - {i/^^)l^r^J) t°Vv> 
(5. 65g) (DV ^ uu ^ ^ y (150ml) 7jc<tTv- t e r t h ^ v 

v:*;^>J^':^- h (11. I 0 (DV^uu ^ ^ y {3 Om\) mWL^Mx-. MMXin 

5&9A^^n-7 hiJ'-^^'f- (p( y -;v-i5' nn5^;VA) -e^it^L 2 - T-fef-^^- 5 - ( 
t e r t -•/h^v5&;Vj}?-;VT5 y) t°Vv>'(8. 0 4 g, 7 3%) «ria#^: L-C# 
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[0 4 3 41 

^H-NMR (400MHz, CDCI3) S : 1. 54 (9H, s), 2. 68 (3H 
, s) , 6. 74 (IH, br s), 8. 03 (1 H, d, J = 8. 5Hz), 8. 1 
1 (IH, dd, J = 8. 5, 2. 4Hz). 8. 46 (1 H, dd. J = 2. 4, 0. 
5 H z) . 

E S I -MSm/z : 2 3 7 (M + H) ^ . 
[0 4 3 5] 

3) 4 - [5 - (tert-7'h^'>*;i'>K-;i'T^y) - 2-tfU - 2, 

i-hV ^M.J^h^iy K (4. 6 3 g) (DJ^'^ (3 4 0ml) 'S'iUK. v^-^^v 

(9. 2ml) ^i]nx.7^^o KJSvSt^ 2 -T-bf-;V- 5 - (tert-^h 

^ V5&;^53^^^;VT 5 y ) (8. O 4 g) (T^oi^J^ y (eomi) ■^■ft=^tjnx. 4 

9 Ai^ h iJ''^ 7 ^ - (^ y n n5js;VA) -C-ffML 4 - [5 - (tert- 

•:fY^zyij)V7^-)vr<y) -2-ti°';v;v] -2, 4 - v^t^vy^' ^^^^-'VJ^^'.x 

;v (1. 7 0g, 14. 8%) i:mi^tLX%fZo 
[ 0 4 3 6] 

^H-NMR (400 MHz, CDCI3) ^11. 41 (3H, t, J = 7. IHz) 
, 1. 55 (9H, s), 4. 40 (2H, q, J = 7. IHz), 6. 78 (IH, b 
r s), 7. 59 (IH, s), 8. 14 (IH, d, J = 8. 8Hz), 8. 19 ( 
IH, dd, J = 8. 8, 2. 4Hz), 8. 51 (IH, d, J = 2. 4Hz). 
E S I -MSm/z : 3 3 7 (M+H) + . 
[0 4 3 7] 

4) 5- [5- (t e r t -•/h^->:^?;V"K-;VT5 y) - 2-liy -4, 5-v 
H Kn- 5 -H Kn^->- 1 - (3-ii°';v;v) - 1 H- 3 

4- [5- (t e r t -y'h^'yiJ Jl^^^=-J^T ^ -2-lf';v;V] -2, 4-^:^ 

V^J^^JVJ^v^x;^ (1. 5 9 g) i:##M3 2 CO 3 - t (0 

. 5 2 g) (D:r.^y~)V (10 0ml) m^M^ 1 7 0tFBWBi!(3tm L/^o ^<tm. 

n^;i/A) -efimLS- [5- ( t e r t -7^ h ^'>:^/;v*'-;VT ^ /) -2-}dV'J)l^ 
] -4, 5 -i^t Fn- 5 - H Kndrv- 1 - (S-tfVv;^) - 1 H- tf 9 V--;V- 3 
-i3 )l'^ym.^'^}l'^>^T}^ ( 1 . 3 8 2 g, 68%) ^IrT^^vy r;^ t LT#/3o 
[0 4 3 8] 

^H-NMR (400MHz, CDCI3) $ : 1 . 40 (3H, t, J = 7. IHz) 
, 1. 53 (9H, s) , 3. 47 (IH, d, J = 19. OHz), 3. 63 (IH, 
d, J = 19. OHz). 4. 39 (2H, q, J = 7. IHz), 6. 71 (IH, b 
r s), 6. 78 (IH, s), 7. 06 (IH, ddd, J = 8. 3, 4. 6, 0. 
7Hz), 7. 35 (IH, d, J = 8. 8Hz), 7. 46 (IH, ddd, J = 8. 
3, 2. 7, 1. 5Hz), 7. 98-8. 03 (IH, m), 8. 14 (IH, dd, 
J = 4. 6, 1. 5Hz), 8. 19 (IH, dd, J = 2. 7, 0. 7Hz), 8. 4 
9 (IH, dd, J = 2. 7, 0. 5Hz). 
ESI -MSm/z : 4 2 8 (M+H) + . 
[0 4 3 9] 

5) 5- [5- ( t e r t >^'>:^;V.1?^;VT5 y) - 2 - tf V i^^V] -1- (3- 
tf 1; v;v) - 1 H- 3 

5- [5- (t e r t--^>^v5&;V*'-;V'T5y) -2-trVv;V] -4, 5-vti 

ffliE# 2005-3026716 



#11 2004-321117 
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Kn- 5 -n Knde->- 1 - ( 3 - tf U - i H- V--'^- 3 - * 

;i/jLX'r;i/ ( 1 . 2 0 5 g) t 4 - ^ i^)\^T ^7) ti V v>' (3 4 4 m g) <DN, N 
- T 5 K (30ml) mmz. MUX' h V J^f-;^T 5^(1. 96ml) 

i:p< iS' '^;^;i/^i^-;V^n i; K (3 2 7 /u 1) ^i]nx. 4 Bf-rs^tt^L/zo K'M^MET^ 

W7y^~ i^^^y-W^^^)^) trffiMLS- [5- {t e X t--fV^y-tiJi^^ 
-;i/T5y) -2-tf';y;i/] -1- (3-t:Vv>'V) - 1 H- tf 7 3 

>m^f-;Va:.>?>7";V (506mg, 43%) ^^-^h LT^/iro 
[0 4 4 0] 

^ H-NMR (400MHz, CDCI3) d : I. 43 (3H, t, J = 7. IHz) 
, 1. 52 (9H, s), 4. 46 (2H, q, J = 7. IHz), 6. 59 (IH, b 
r s) , 7. 23 (IH, s), 7. 36 (2H, ddd, J = 8. 1, 4. 6, 0. 
7Hz) , 7. 38 (2H, d, J = 8. IHz), 7. 81 (IH, ddd, J = 8. 
1, 2. 4, 1. 5Hz), 8. 02-8. 08 (IH, br m), 8. 26 (IH, 
d, J=2. 7Hz), 8. 53 (IH, d, J = 2. 4Hz), 8. 59 (IH, dd 
, J = 4. 9, 1. 5Hz). 
ESI -MSm/z : 4 1 0 (M + H) . 
[0 4 4 1 1 

6) mmit^m 

5- [5- (t e r t - f Y ^i^iJ )^y^='n^r ^ J) -2-trUv;V] -1- ( 3 - tT 
Uv;v) - 1 H-i:°9 3 (5 0 5mg) oj^i^^y- 

)v (20ml) mmmz^ m^x i N7xm^b:^ > v ATR^t-ft ( 3 . 7 m 1 ) =srunxfcm 

(357mg, 75. 8%) Lr#/io 
[0 4 4 2 ] 

^ H-NMR (400MHz, DMSO-de) <5:l. 48 (9H, s). 7. 27 ( 
IH, s) , 7. 50 (IH, dd, J = 8. 1, 4. 9Hz), 7. 65 (IH, d, 
J = 8. 5Hz) , 7. 79 (IH, ddd, J = 8. 1, 2. 4, 1. 5Hz) , 7. 
96 (IH, dd, J-8. 8, 2. 4Hz), 8. 41 (IH, d, J = 2. 4Hz) 
, 8. 50 (IH, d, J=2. 4Hz), 8. 60 (IH, dd, J = 4. 9, 1. 2 
Hz), 9. 7 1 ( 1 H, s) . 
ESI -MSm/z : 3 8 2 (M+H) + . 
[0 4 4 3] 

[##15!! 42] 5 - (5-^^;v-2-tf'7 v?-;v) - 1 - ( 6 - ^ - 3 - 1° U 
) - 1 H- v'-;v- 3 -:*;V'i^'>'M 

[0 4 4 4] 

[^1:5 2] 




[0 4 4 5] 

1) 5- (5-^^;V'-2-tf9~y^;v) -1 



- (6 3 - tfV v;v) -IH- 
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##-0113 6 0 3) <D4- (5 -^^;Vtl°9S^'>'- 2 -2, 4-v:t^yri5'> 
^^f-;i/^XT-;V (4. 5 1 g) 3 1(7? 5 - t vV - 2 •^-'Hi v> ( 

2. 35g) (DJ^^ (90ml) v#?T£* 8 0 ^MimMM^^:. KJSmt-W ( 5 . 

4 6ml) ^IJU^. Mi^ 1 5 n-mMmMMLfZo '^K. K'f^t::?*^ (3ml) ^iDx 

(5 2 -li^ v-;^) -1- ( 5 ^^W- 3 - v;^) -IH-l^^^V- 
jiV-3-iJ}\yy^>M^^}^^^T)l^ (1. 7 2g, 2 8%) ^B^t Lt:#fCo 
[0 4 4 6] 

^H-NMR (400 MHz, CDCls) <?:l. 44 (3H, t, J = 7. IHz) 
, 2. 58 (3H, s), 2. 62 (3H, s), 4. 48 (2H, q, J = 7. IHz 
), 7. 25 (IH, d, J = 8. 3Hz), 7. 34 (IH, s), 7. 73 (IH, 
dd, J = 8. 3, 2. 7Hz), 8. 34 (IH, m), 8. 40-8. 41 (IH, 
m), 8. 59 (IH, d, J = l. 5Hz). 
FAB-MSm/z : 3 2 4 (M + H) + . 
[0 4 4 7] 

2) mmit^m 

5- (5 -^-f-^v- 2 V";v) -1- (6 3 -tf V v;v) -iH-tf 
9y*-;v- 3 - :*;v4^'>'@$j:.'g^;vj:-;x,-f;v (i. 7lg) <D-r V ^ ^ y y y (34m 

1 ) mmmz^ srs-eTKiMkvf^'^A— TKfnt? (o. 2 4 4 g) <^7K (1 7m 1 ) mm^ 
1 0 ojd-mmwLfzo Km^^^ 1 N:^m7ic-^?^ ( 5 . 8 2 m d ^-nuK-^m^k. ( 
2 5 om I) ^mK-fzo mmh fzMi^-'^mMir^^tKx^mm'it^^ (I. isg, 7 
4 %) ^mitt LT#7to 

[0 4 4 8] 

^ H-NMR (400 MHz, DMSO-de) 8:2. 50-2. 53 (6H, m), 
7. 35 (IH, d, J = 8. 3Hz), 7. 48 (IH, m), 7. 72 (IH, dd 
, J=8. 3, 2. 4Hz) , 8. 39 (IH, m) , 8. 42 (1 H, d, J = 2. 4 
Hz), 8. 87 (IH, s), 13. 14 (IH, br s). 
FAB-MSm/z : 2 9 6 (M+H) + . 
[0 4 4 9] 

[##^4 3] 1- (6 3 -11'; v;v) -5- (i l H- lfn-;v 
-3--f;v) - 1 H- 1"^^-;!/- 3 -*;V'-K>'^ 

[0 4 5 0] 
[^k 5 3 ] 




[0 4 5 1 1 

1) 4- ( 1 1 H-tfn-;v- 3 --f ;v) -2, 4 ->''^^V7'i5' -^JV 

3 -T-fe^;v- 1 1 H-t°n-;v (5. 0 3 g) ^ V^^^^^ (hV^^ 
;VvV;l/) T5K (1. 0 MOx h 7 Kn y 4 5ml) ^ "5^ 

;v (9. 5 3 g) ^fflv^T. ##M3 6 60 3) i: IWlMo^^-ffitr 4 - ( 1 - p« •5^;^- 1 H - 
en-;V- 3 --f ;v) - 2 , 4 - V:^i5^ ^;v^^-r;v ( 6 . 52g, 76% 

) ^mi^tLxntzo 
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[0 4 5 2] 

^H-NMR (400 MHz, CDCI3) S : 3. 72 (3H, s), 3. 91 (3H 
, s), 6. 60-6. 66 (2 H, m), 6. 70 (IH, s). 7. 37 (IH, s 

1 ike) . 
FAB-MSm/z 12 10 (M+H) + . 
[0 4 5 31 

2) 1- (6 3 - 1; V -5- (1 1 H-tfn-;V-3 -'f;^ 
) - 1 H- 3 

4- ( 1 1 H-t:n-;i/- 3 -2, 4 - i^^t^ V'T^J' >'^^ •^^^v^ 
(3. OOg) t##^J3 1 05 -t: K^v^V - 2 (2 . OOg 

) ^ ^ y - ;v (80ml) ^mMmmmLfzo m^^^. Kj^mmm ( 3 . 

3ml) ^muL 1 AmmmmmntLtzo ^^m^ KBmm^mj±T^^^LnhKfzn-m. 

^ n n * ;v A t M;^m7X*^ h U A7Xv#-E^Jnx.^5'vS ^llii ^:IM=0:^i^7jci:-?$fe 

9 A ^' n-7 h ^'-^ y ^" - (7-t h > - ^ n n .is;VA) -e-f|MLl- (6-^-f-;V 
-3-ii°';v;v) -5- ( 1 1 H- tf n-;u- 3 ;v) -iH-t:^^-;^ 

- 3 -?t?;V'i^'>M^^;v^XT-;v (2. 9 6g, 7 0%) L-C#7to 

[0 4 5 4] 

1 H-NMR (4 0 OMH z, CDCI3) ^:2. 62 (3H, s), 3. 58 (3H 
, s), 3. 94 (3H, s), 5. 85-5. 92 (IH, m), 6. 41-6. 46 
(IH, m), 6. 48-6. 53 (IH, m), 6. 91 (IH, s like), 7 
. 23 (IH, d, J = 8. IHz), 7. 66-7. 74 (IH, m), 8. 53-8 
. 6 0 ( 1 H, m) . 

FAB-MSm/z 12 9 7 (M+H) ^ . 
[0 4 5 51 

3) mm^it^^ 

1- (6 3 -tfU e^7V) -5- (1 1 H-trn-;v-3--i';v) 

- 1 H- 3 -:^;v.-K'>'St^ •^^v^^x;^ (2. 9 6 g) cD^^y-;v (25 

ml) i:7X ( 1 5 m 1 ) <7)mmm^K. MrS-CvjcMMb 'J f- A — yXf Pif^ ( 0 . 4 7 5 g) 

^» LI. 5 mmmwLfzo KJiismm^'M.KT'^^ l% h i^tzmm."^ i N:^m7X^#?s-c' 
i^-fpL. mm\^fzm^^mM\^mmt^m (i. 3 2 g, 47%) =i-#;to 

[0 4 5 61 

1 H-NMR (4 0 OMH z, DMSO-de) (5:2. 56 (3H, s), 3. 55 ( 
3H, s) , 5. 7 2 - 5. 7 6 (IH, m) , 6. 6 5 - 6. 7 6 (2 H, m) , 6. 
87-6. 90 (IH, m), 7. 37-7. 44 (IH, m), 7. 76-7. 81 ( 
IH, m) , 8. 4 4 - 8. 5 0 (IH, m) . 
E S I -MSm/z 12 8 3 (M+H) ^ . 
[0 4 5 7] 

im^MAi} 1- (6 h^v- 3 - v;i/) -5- (4-ev5y-;v) - IH 

- t° 7 y- )V- 3 Jl'^ >W. 

[0 4 5 8] 
[<b 5 4 1 




[0 4 5 9] 
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1) 4 -T-tf-;v- 2 -^^;^-9^:tti°V 5 

3, 3 >- 2 -:^y (2 5 . 1 5 g) tN, N - T ^ F 

v^^;VT-t^-;V (12 6ml) <75M'^%^^'1-?ml 0 0°Ct:>4 8 r^Wni^W L/Co S 
Rj;&l*Itc^i3^L/cW.'ir^^=^?tJET®*L. n h i^tzmm^ ^ ^ ^ ~ (4 0 0 
ml) . ^^T'^l/T (2 8. 9 2 g) ^Si^^^ > V A ^ h^v'K (1 5. 3 9 g) ^Mk. 

1 1 8 HtrBiMmmt/tc KJZ^mKi- h u h k ( i o . 2 e g) ^iin 

7X<'^T3 -^^k^ (17. 8ml) ^5 ^PHl-t:'TiTt^, ^J^-t:^ 5 B#rBl»L/co K 

St^> SNi^mTK^M (4 0 Ora 1) 5m-mmWLfZo RJ^:>?^t'«^-9^ 

4 -T-trf^;V- 2 -^f-;V^:*-t; ij 5 v> (26. 34g, 82%) ^mi^tLX%fZo 
10 4 6 0] 

^ H-NMR (400 MHz, CDCI3) a : 2 . 63 (3H, s), 2. 70 (3H 
, s) , 7. 51 (IH, d, J=4. 9Hz) , 8. 74 (IH, d, J = 4. 9Hz 
) . 

E S I -MSm/z : 1 6 9 (M+H) . 
[ 0 4 6 1 ] 

2) 4- (2 4 - t°V ^ v-;W) -2, 4 - v ^ ^ V y cJ' >'M^ f-JV^^^ 

T;Vn-'>#H:tCT, 4 -T-f2-5^;V- 2 -^^Vf^^t- tf U 5 (19 7mg) , Vf-'i^ 
Atf^ ( h V ^•5^;Vv V ;v) T5F(1. OMcOx h7t Kn-7 7>Y#?t, 1. 4 0ml 
) RX/^y:3.ry^iy'^i^)\, (2 7 6 mg) t^ffiv^T. ##^0 3 6 03) t ^#<7?:^-<£-e 4 

- ( 2 ^;v-f-:t- 4 - t; 'J ^ v-;i/) -2, 4 - v:t^y 7^"^ ^'^^ f-;^^^T-;^ ( 

2 9 4 mg, 9 8%) LT#/co 
ESI -MSm/z : 2 5 5 (M+H) + . 

[ 0 4 6 2 ] 

3) 1- {6-^ h^zy-S-^'JV')^) -5 - ( 2 - ^ - 4 - t° U ^ v^;U) 

- 1 H- t; 9 3 -Tl/^i'^i^'v^p^ f-;i/aiX'r;v 

4- (2-^^;v^^-4-iiV 5 v-;v) -2, 4 -v:t^V/^ >'m^^;vj^>^7^ 
;V ( 2 9 4 m g ) h ##M 2 CO 5 - 11 K 7 >^V - 2 - p< h ^ V tf V V > ( 1 6 1 m g ) =lr 
ffiv^r. ##fll4 3 60 2) tmm<7)1i'AXl - (6 h^^y- 3 V)]^) -5 - ( 
2 4 5 v^;v) - 1 H-ii9 v'-;v- 3 -:^7;^#^it^^^^'J^;^7" 

;v (204mg, 49%) ^mi^tLXWfZo 

[0 4 6 3] 

^ H-NMR (4 0 OMH z, CDCI3) $ : 2. 14 (3H, s), 3. 98 (3H 
, s), 3. 99 (3H, s), 6. 83 (IH, d, J-8. 8Hz), 7. 03 (1 
H, d, J = 5. IHz), 7. 45 (IH, s), 7. 63 (IH, dd, J=8. 8 
, 2. 7Hz), 8. 16 (IH, d. J = 2. 7Hz), 8. 52 (IH, d, J = 5 
. 1 H z) . 

E S I -MSm/z : 3 5 8 (M+H)"^. 
[0 4 6 4] 

4) 1- (6 h^v- 3 - '7;v) -5- (4-tfV5v-;V) -IH-tf^V- 

;v— 3 -*;i'^">'M^^;vj^:^x;v 

1- (6-^ h^v-3-t; V v;i/) - 5- ( 2 4 - tf V 5 v-;v) - 
1 H-li-^y— ^l^- 3 -*;i''i^'>'^^f^;^-^^T-;^ (19 8mg) CO^^'/— ;V (2 5 m 

tr-hn^yfmm^m^i^. mmmm^mKT^^Lnhfifzmm'k->v:^r)i^^^^i^^'7 
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) - 5- (4-trv5v-;v) - 1 H- tf^y'-^v- 3 (i 
2 3mg, 7 1%) L-C#f>:o 
[0 4 6 5] 

1 H-NMR (400 MHz, CDCI3) 8:3. 98 (3H, s), 3. 99 (3H 
, s) , 6. 82 (IH, d, J = 8. 8Hz), 7. 34 (IH, d, J = 5. IHz 
), 7. 48 (IH, s), 7. 67 (IH. dd, J = 8. 8, 2. 7Hz), 8. 1 
4 (IH, d, J = 2. 7Hz) , 8. 75 (IH, d, J = 5. IHz), 9. 11 ( 
1 H, s) . 

E S I -MSm/z : 3 1 2 (M+H) + . 
[0 4 6 61 

5) mmit^m 

1- (6 h^v- 3 i>^;v) - 5- (4 - tf V 5 -iH-tf9v'-;v 
- 3 -*;1'>}?>'M^ (12 2mg) =Srfflv>T. ##M9 0Bfe) 04) i: |W| 

(lOOmg, 8 6%) ^M^tLxm^o 

[0 4 6 71 

^ H-NMR (4 0 OMH z, CDCI3) <5:4. 00 (3H, s), 6. 84 (IH 
, d, J = 8. 8Hz), 7. 37 (IH, dd, J = 5. 4, 1. 2Hz), 7. 51 
(IH, s), 7. 67 (IH, dd, J = 8. 8, 2. 7Hz), 8. 16 (IH, d 
, J = 2. 7Hz), 8. 78 (IH, d, J = 5. 4Hz), 9. 12 (IH, d, J 
= 1 . 2 H z) . 

ESI-MSm/'z : 298 (M+H) + . 
[0 4 6 8] 

[##^04 5] 5- (5 2 - tfU v;l/) -1- (2-li7v-;V) -IH-li 
3 ~^)V^^ym 

[0 4 6 9] 
[<b5 5] 




[0 4 7 0] 

1) 5- ( 5 2 -tru v;v) - i- (2-if75/^;v) - i H-tf9y*-;v- 

3 3 CD 2 - t F7 vV 11 ^ V > ( 2 . 3 6 3 g) i##^J 3502) co4- (5 

2 - tf V -:^';v) -2, 4 - v^^^r vy'iJ' >M^'9^;v^^t-;v (5. o 4 g) o 

:r-i5'y-;i' (1 OOml) v«=^2^^MM-;tL/io R^ST^tC^mm (2. 6 

5ml) L 1 Bf FeWnfttMit Lfzo ^^^s KiBm^l: 1 NTKHMb"^ h U ^ ^y^mm-C 

- ( 5 -f-^v- 2 - v;v) -1- {2 - - 1 H- v*-;v- 3 

( 1 . 3 3 6 g, 2 2%) =^T*;vy r^^. i: L-r#/io 

[0 4 7 1 ] 

^ H-NMR (400 MHz, CDCI3) ^:i. 43 (3H, t, J = 6. 9Hz) 
. 2. 34 (3H, s) , 4. 47 (2H, q, J = 6. 9Hz), 7. 23 (IH, s 
) , 7. 2 4 - 7. 3 0 (IH, m) , 7. 46 (IH, d, J = 7. 9Hz) , 7. 5 
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6 (IH, dd, J = 7. 9, 1. 5Hz), 8. 21 (IH, br s), 8. 28- 
8. 32 (IH, m), 8. 56 (IH, d, J = 2. 4Hz), 9. 02 (IH, d 
like, J = l. 5Hz). 
FAB-MSm/z : 3 1 0 (M+H) . 
[0 4 7 2] 

2) mm^t^m 

5- ( 5 -^^v- 2 - -1- (2-ii9v^;v) - 1 H- tf 9 v-^-;v- 3 

-:^;v>j^'>^ji^;i/j::-^t-;^ (l . 4 7 0 g) hy^ V'oyyy (20ml) . 
y-;v(10ml) i:7X(5ml) Mia-^jJcM'Th V "^-^ -^-TKSli^ ( 0 . 2 

2 2 g) r^«L 2 . 5^WWL7to 1 Ni^m7Xv#?S«r:0nx.mi4 (p H 5 - 6 

) t L. ^uu^}VA-^^J-)V {15m) Wi^^'<^m^l3\]x.'j^W.L. MtiTKJl^^n 
n * ;v A - ^ y - (1 5 M 1) rM^W-ettffi ^^p^/c^M =^ 4ft7X«-^ h V 

^j^-^'tmLfzo -mwm. w^mj±t^* uiM<b^% (i. s 1 5 g, 93%) 

[0 4 7 31 

^ H-NMR (400MHz, CDCI3) 8:2. 35 (3H, s), 7. 26 (IH 
, s), 7. 48 (IH, d, J = 8. IHz), 7. 58 (IH, d, J-8. 1, 1 
. 0Hz),8. 24(1H, br s), 8. 29(1H, t like, J = 2. 4 
Hz), 8. 58 (IH, d, J = 2. 4Hz), 9. 04 (IH, s like). 
FAB-MSm/z 12 8 2 (M+H) + . 
[0 4 7 4] 

[##'^114 6] 1- (6 h^->- 3 -t: U v;V) -5- ( 1 H- lin-;V- 2 --f ;v 
) - 1 H- tf7y'--'v- 3 -:*;V'i^'>^ 

[0 4 7 51 
[-ft: 5 6 1 




[0 4 7 61 

f 1; yyAOL h K ( 1 . 6 3 g) (Do^i^ y -;v (2 0ml) 7X<'tTv^ 
(3. 10ml) ^1- [1- (-7 j^-;v;^;v5^-;v) - 1 H-tfn-;v- 2 
--f;v] -i-j:.^y> (2. 4 9 g) ^inx^rUt?5BtFBm^}iL/^o >l<7)SJSm^^^ # 

1 o 5 - 1 K 7 i^V - 2 - ^ h ^ V t: V V >-iamil (2. 52g) tJi^y-;^ (2 
0ml) =^i[I;il4. 5mmi]mMm.LfZo ^?|rt^. ^lSYW=£rMET^*L#^tt/;^ 
^trg'^^j^^;vt|^fnRil7K«:'- h U A7Kv#?t^inx^?^Ls Mt^7jcJl=lrI^mif-;w-t? 

#^tL7t:^S^^ V V 9 A rJ' h ^'9 -7 ^ - (I^^a:^'g^;v-^^-9- >) ^^ftML 

1- (6 -y > ^ V- 3 - t° v v;v) -5- [1- (7 j^-;VA;v.i^-;v) -iH-iin 
2 --r ;v] - 1 H- t°9y^-;i^- 3 ->f7;v^^>^j^-5^;vji^'r;v ( 3 . 2 8 g, 7 
2%) ^m'^<^t]^x%tzo ^<^j:--^;v^:^x;v#: (3. 2 8 g) (2 2m 

1 ) mm^. 1 T<i7Kmiti- a7XvM (22ml) ^j]n;t^?aT- 2 s wl/^o k 
1 Nmm^mm'kijQk.^cfzmi^^mMLmmit^m ( 1 . 4 0 g, 6 8%) 

[0 4 7 71 

^ H-NMR (4 0 0 MHz, DMSO-de ) 8:3. 94 (3H, s) , 5. 49- 
5. 51 (1H-, m), 5. 98-6. 00 (IH, m), 6. 87-6. 89 (IH, 
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m) , 6. 98 (IH, dd, J = 8. 8, 0. 5Hz) , 7. 08 (1 H, s) , 7. 
80 (IH, dd, J = 8. 8, 2. 7Hz) , 8. 25 (1 H, dd, J = 2. 7, 0 
. 5Hz),11.39(lH, br s). 
ESI-MSm/z : 285 (M+H) + . 
[0 4 7 8] 

[##^84 7] 5- (5 -^f-;^- 2 - -1- (3 - tT'J ^i^-;v) -IH- 

[0 4 7 9] 
[its 7] 




[0 4 8 0] 

1) 1- (6 -^'nn- 3 -tfU -5- ( 5 - p« •f-;V- 2 - V v;v) - IH 

- tf 9 y'-;v- 3 -ti )V:^^yW.^-^^^^^-T 

3 _^nn- 6 - t K9vV If V ^r'v> (3. 4 4 g) i: 3 5 <75 2 ) <7) 4 - ( 5 

2 - tfu -2, 4 - v^^y y^J' (5. 5 e g) <d 

(6 0ml) m-m^. ^ux-mMM d. 2mi) 1 6^rajn^a»it 

LI - (6 -i^nn- 3 -li'; -5 - ( 5 - ^ 2 - U v-'V) - 1 H- 

ii^y^-;^- 3 -*;V'i<^^J^-5^>'^^^7-;V (4. 4 8g, 5 5%) ^W/Co 
[0 4 8 1 ] 

^H-NMR (400 MHz, CDCls) 8 11. 43 (3H, t, J = 7. OHz) 
, 2. 34 (3H, s) , 4. 46 (2H, q, J = 7. OHz), 7. 19 ( 1 H, s 
), 7. 51 (IH, d, J = 7. 8Hz), 7. 57 (IH, dd, J = l. 0, 7. 
8Hz) , 7. 68 (IH, d, J = 9. OHz) , 8. 08 (IH, d, J = 9. OH 
z) , 8. 2 1 (1 H, d, J = 1. OHz). 
FAB-MSm/z : 3 4 4 (M+H) ^ . 
[0 4 8 2 ] 

2) 5- (5 2 - v;w) -1- (3 -li V ^ e^'-;v) - i H- tf ^y^-^v 

- 3 - 7t7 ;v # ^ @^ j^f^ X 

1- (6 -iJ'nn- 3 -tfU ^v^~-;V) -5- ( 5 - ^ 2 - i; v;v) - 1 H- 

}£yy~-)l'-3-:^}l^yi^yB.^'^}^^^r-^^ (2. 5 8 g) C0-i-^y-;V (7 0ml) v# 
mtr, gf^-ei 0%^^°y v>>A-^* (1 . 2 7 g) t^-mry^-'^A (2. 6 15g 
) ^«L7 5*'C-eifl#fBlWL/io ^mii. ?Fr#liI{^*iiSlJLiiW«^mffiT^*L 

5^;VA) tr3iimL5- ( 5 -y 2 - e V v;v) -1- (3 -11 v ^^v-;^) -iH 

- tf 3 -?&;i'jKy^j:^f";vj^:^x;v ( 1 . 1 2 6 g, 49%) ^mi^tLx% 

[0 4 8 3] 

^ H-NMR (400 MHz, CDCls) S : I . 43 (3H, t, J = 7. IHz) 
, 2. 32 (3H, s) , 4. 47 (2H, q, J = 7. IHz), 7. 21 (IH, s 
), 7. 51 (IH, d like, J = 8. OHz), 7. 55-7. 61 (IH, m 
), 7. 66 (IH, dd, J=4. 9, 8. 5Hz), 8. 07-8. 13 (IH, m 
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), 8. 19 (IH, br), 9. 12 (IH, dd, J = 2. 5, 4. 9Hz). 
ESI -MSm/z 1310 (M + H) + . 
[0 4 8 4 1 

3) mmit^'^^ 

5- (5 2 - trv '>';v) -1- (3 - - i H-if9 v*-;v- 

3 ( l . l 2 6 g) (Dt" Vv^V^yyy (20inl) . ^ 

^ (1 0 m 1 ) RWK (20ml) ftfSi::. S7at:-7lc@Mb 'J ^ -^TKfpJ^ ( 0 . 

1 7 3 g) ^miuLZ . 5B#fBlWb/^o KJi^mz 1 Niim7XY#?S=^iPx.mt± (p H 5) 
t (15^^|-1) ^in£:9-|^b7to M^-TRiB =^ n n A 

(1 5^1) T'Wffib. ^-h^f-zmmm^mMmi- ') ^ 2.Kxn-mLfz 
o mm^m.}±.T^^Lmm^t^m (o. e s s g, 6 9%) =iria#t LT#f^o 

[0 4 8 5 ] 

^ H-NMR (400 MHz, DMSO-ds) a : 2 . 27 (3H, s), 7. 37 ( 
IH. s like), 7. 67-7. 79 (2 H, m), 7. 97 (IH, dd, J = 
4. 6, 8. 3Hz), 8. 08 (IH, d, J = 8. 3Hz), 8. 14 (IH, br 

s) , 9. 2 9 (IH, d, J = 4. 6Hz) . 
ESI -MSm/z : 2 8 2 (M+H) + . 

[0 4 8 6] 

[##^4 8] 1- (6 ^^->- 3 i^;v) -5- (1 H-H°n-;v- 1 
) - 1 H - tf 9 V'- )V-3--fJ ;V'-}^" 
[0 4 8 7] 
[4b 5 8 ] 




[0 4 8 8] 

1) 1- (6 b^^^- 3 -li'V -:^;v) -5- ( 1 H-trn-;v- 1 -^;v) - 1 H- 
f- > ij A j:. h^vF(3. 40g)cOtert -•7'-f-;Vp< 5^;VJn-T-;V (3 0ml) 

Mflitt;^ ^}a-ev^'>mv-3^^;v (6. 79ml) ^v9)o < 19 ilinx.. eor-eio^s- 

PB^«fl^L7to >R)^S?i^t^T-t h - > (2. 61ml) ^^P^o < «5 tJDx. 4 ^^iin^^'iSK 
bfcTo ^C/^I1I#*M131L 1 -vry - 3 h^v- 3 -:f^V- 1 -■T'n^ 

2 h >; "^A:^ (6. 17g, 7 5 %) ^ i: LT#f^o 2 c7) 5 - 

t:K7vV-2-^h^vli'Jv^' (5. OOg) <D J^- J ~ )l' (100ml) m'i^K. 
IMiMM-^^ y (3 6 . 0ml) t±mi -^yT y - 3 -J^Y ^Z/- 3 
V- l-y°u^y-2-ir-JVi-h'}^-^M (5. 8 6 g) ^Mk. 1 em^UU^MMLfz 

7X^#?i£^tnx.^?tL. MJS^^teTKW^ > V A-^-fg^L/io visum. METM*^ 

^L5-T5y-i- (6-p{ h^v-3-E°'; v;v) - i H-e^y-;!/- 3 

>^ji^;vai;^-r;v (5. 0 9 g, 54%) LT^/io :i <7) 5 - T 5 7 Ii° 9 v'- 

( 2 . 6 2 g ) (7)1^^ (5 0ml) 'MWiK. 2, 5 - v ^ ^ ^ v x h 9 t Kn 7 7 
(1. 94ml) ^tP£3 0#rB^t)niLM»fE Lfco KJ^:^M=l:Mi±T@* L# tL/i 

^ A x-m^'Lfzo mmk. iiitJ±T-^^=^^* b# fLfznm.^^y u ^ a n 

>:r9-7'r- (i^mj-^;^-^^-^-^) -eWMLi- (6 h 3 -Hv v;v) - 
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5- (1 H- tfn-;i/- 1 --f - ni-}£^y~)l^- 3 Jil'^yM.^^J^^:^T)l^ 
(2. 9 2g, 9 3%) ^m^f^tLxntZo 
[0 4 8 91 

^H-NMR(400MHz, CDCI3) .5:1. 43 (3H, t, J = 7. IHz) 
, 3. 94 (3H, s) , 4. 46 (2H, q, J = 7. 2Hz), 6. 28-6. 30 
(2H, m) , 6. 6 4 - 6. 6 5 (2 H, m) , 6. 72 (1 H, d, J = 9. 3Hz 
), 6. 92 (IH, s), 7. 42 (IH, dd, J = 8. 8, 2. 7Hz), 8. 0 
0 (IH, d, J = 2. 4Hz). 
E S I -MSm/z 13 13 (M+H) . 
[0 4 9 0] 

2) mmit^m 

1- ( 6 h ^v'- 3 - t° V -5 - (1 H- 1 --f -IH-tf 

^y'_;^_ 3 _pf,;^,^':yg^j:.^;l.jr.;^x;U (2. 9 1 g) cOJ-iJ' y -71/ (3 0ml) tr- 
bvtiKn-79> (15ml) rS-^^^^S^C. 1 NTKm^fb"^ b U i^7jCv#?^ (15. 0ml 

m (2. 9 6g, ^gfi^) L-C#7to 
[0 4 9 1 1 

^ H-NMR (4 0 OMH z, DMSO-de) 8 \ 3 . 87 (3H, s), 6. 21- 
6. 22 (2H, m) , 6. 8 8 - 6. 9 0 (3 H, m) , 7. 02 (IH, s) , 7. 
61 (IH, dd, J=8. 9, 2. 8Hz), 8. 00 (IH, d, J = 2. 7Hz) 

ESI -MSm/z 12 8 5 (M+H) + . 
[0 4 9 2 ] 

[###04 9] 5- (5 h^v- 2 -ti'J v;v) -1- ( 6 5^;^- 3 - ti V 
) - 1 H- tf^V'-^L'- 3 -:^7;VJi^'>^ 
[0 4 9 3] 
[fb 5 9 ] 




[0 4 9 4] 

1 ) 5 h ^ vli i; v>- 2 -;^;V^i^'>^N-^ h ^v-N-^ •9^;VT 5 K 
T;V=f>#SI^T^ h V ( 5 5 % in oil, 12. 6 g ) O i; p( -f- 

^ V K ( l 0 0 m 1 ) 0 °C<^iPT 5 - t: K o ^ 2 - ^ U 

^ (3 0. 0 g) coy^-g^;Vy^;V4^^'> K (2 0 0ml) vtm^ 2 O^F^56^tfC?iTf^. 
3 S^Fslii^LTto Wi^X^ K^^m^^^\Y.^^^^ (18. 0ml) 1 5^;^-ttT?iT 

V (18. 7 g) *#fco ^(ow^mm (18. 7 g) <7?ei;>^> (18 7ml) m 

m-^. -m^k^rlx> (3 3. 7 g) ^tinx.6 2 Bfreltni^M bfco ^<tf^> R)STtt'7Kt 
S^^*L, 5-^ h^vtfV 2-5^7 ;V4^'>m (19. 1 g) ^#/io #?3tL/ifl 

mmm (19. 1 g) . n, o-v^^;ni fh^vt^ y^m. ( 1 6 . 3 g) . 3 - 

(3 -v^^;vT5 y T'n tf;v) - i 5 K:^^:^ (3 2. 1 g) , 
1-li Kn^i/^yVV V TV"'-;V (2 2. 6 g) <^>^~^nn^^> (2 5 0ml) Mvi 
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fstc, ot:T-^ >; j-f-;vT5 >' (4 6. 6 mi) o^mmw^k. i 4 b^fFbI 

^i>-N-^-^;^T5 K (15. 3 g, 5 1%) LT^fCo 
[0 4 9 5] 

^H-NMR (400MHz, CDCls) §13. 44 (3H, s), 3. 79-3. 
84 (3H, m), 3. 91 (3H, s), 7. 24-7. 28 (IH, m), 7. 75 
(IH, d, J=8. 5Hz) , 8. 30 (IH, d, J = 2. 9Hz) . 
FAB-MSm/z : 1 9 7 (M+H) . 
[0 4 9 6] 

2 ) 1 - ( 5 - ;^ > ^ tf 'J V > - 2 - -f ;V) J:- ^ 7 > 

r;vn^'>'#|Sl^T> 5 h tf'j V >- 2 -*;v>K>^N-^ h ^ v-N-^ f-^v 

F (15. 3 g) fc^^;V'J f-'i^A (0. 9 8M<^vJ:-'f-;VJ^-T-;V^?W, 8 7. 5 
ml) ^^fflV^T. ##^!]3 6 0 2) i: |WI«cD:^t^-e 1 - ( 5 - p< h ^ v t° V v >- 2 - 
jL^yy (5. 4 1 g, 4 6%) ^vfi^it^ ^ LTtfT^Co 
[0 4 9 7] 

^ H-NMR (4 0 OMH z, CDCI3) 8:2. 69 (3H, s), 3. 94 (3H 
, s) , 7. 27 (IH, dd, J = 8. 5, 2. 9Hz), 8. 06 (IH, d, J = 
8. 5Hz), 8. 34 (IH, d, J=2. 9Hz). 
F AB-MSm/z : 1 5 2 (M+H) + . 
[0 4 9 8] 

3) 4- (5-p{ h^v-2-vi°uy;v) -2, 4 - v ^ V >St^^;v^;^ x ;v 

T;V3'>#|1I^T. ^ h U -^^-i- h ^ V F (4. 8 6 g) (DJ^^y-Jl^ (5 4ml) v# 
•m'. MyS-c>'>^'^mv^-^^^ (9. 70ml) =^Jnx,/cf^. KlZ^-mzi- (5-^h^ 

v>- 2 --f ;v) j^^y (5. 4 0 g) (dj^^ (5 4m 1 ) ?§vS^?STL 
fco Si^T'i 4 o^P^ii^lt. ;K)S?KiC7Kti^'j:.^;vj^-x;v^tjp£^?WL. TKill^lSfn 

m L fzo mm. fj^mr w^g* l 4 - ( 5 - ^ b ^ v - 2 - 11 v v ;v) - 2 , 4 - v 

:^^yriS' (5. lOg, 57%) ^mi^tL-xiM^tz,, 

[0 4 9 9] 

^H-NMR (400MHz, CDCls) S '. 1 . 39-1. 43 (3H, m), 3. 
96 (3H, s), 4. 37-4. 42 (2H, m), 7. 31 (IH, dd, J = 8. 
8, 2. 9Hz), 7. 60 (IH, s), 8. 16 (IH, d, J = 8. 8Hz), 8 
. 3 8 (1 H, d, J =2. 9Hz) . 
E I -MSm/z : 2 5 1 (M"^ ) . 
[0 5 0 0] 

4) 5- (5 -y h^~>- 2 v;i') -1- (6 -y 3 v;v) -IH- 
}£ 9 y— - 3 - ;v >-^a^f-;i/a:y?. f- ;v 

4- ( 5 h ^i^- 2 - tr V ^^';V) -2, 4 V '/jJ' ^^J^f-^V^^^T-^V (4 
. 7 9 g) 3 1 O 5 -H F^i^V - 2 -y 5^;Vti°y S^'^- ( 2 . 3 5 g ) <7) ji. y 

-;v (96ml) 1 nmmMm^ik. K^^mmm ( 5 . 4 7 m 1 ) ^^jn^^ 

( 5 - y h ^ V - 2 - ti i; v;v) -1- (6-y5^;v-3-ii'; v;v) - l H - tf 9 y- 
)V- 3 -ij (1. 4 9 g, 2 3%) L.-C#/io 

[0 5 0 1 ] 

^ H-NMR (4 0 OMHz, CDCI3) d : I. 41-1. 44 (3H, m), 2. 
59 (3H, s). 3. 86 (3H, s), 4. 43-4. 48 (2H, m), 7. 16 
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-7. 34 (4H, m) , 7. 71-7. 73 (IH, m) , 8. 19 (IH, d, J = 

2. 8Hz), 8. 38 (IH, d, J = 2. 4Hz). 
F AB-MSm/z : 3 3 9 (M+H) + . 

[0 5 0 2] 

5) ^M-g-t/ 

5- ( 5 h ^ V- 2 - n° V e^';^) -1- (6 -5^;^- 3 - tfU -IH-tf 

y V'-;l/- 3 (l. 4 8 g) ^fflV^T. ##^?!19 0B'&) (D 
4) i |WI;|t<^:;^-ft-C-M'ft^ife; (0. 9 7 0 g, 7 1%) ^mi^tLX^fZo 
[0 5 0 3 1 

1 H-NMR (400 MHz, DMSO-de) $ : 2 . 53 (3H, s), 3. 84 ( 
3H, m) , 7. 23 (IH, m) , 7. 34 ( 1 H, d, J = 8. 5Hz) , 7. 45 
-7. 48 (IH, m), 7. 63-7. 67 (2H, m), 8. 16 (IH, d, J = 

3. 2Hz), 8. 37 (IH, d, J = 2. 7Hz), 13. 03 (IH, br s) 

FAB-MSm/z : 3 1 1 (M+H) + . 
[0 5 0 4] 

[##f!l5 0] 5- ( 5 -9^;^- 2 - tf V v;V) -1- (2 - tl V ^ v-;V) -IH- 
tTv v"'-;v- 3 -ij)V:^ym. 

[0 5 0 5 1 

[<l:6 01 




[0 5 0 6 1 

1) 5- (5 -^f-;v- 2 -tf i; v^v) -1- (2-if';^v-;v) -iH-ii°9y-;v 

##flj3 5 2) 04- (5 2 - tfV v;V) -2, 4 - v :t ^ V/iJ' ^^^^^ 
;V X ;v ( 2 . 1 4 g ) h ##M 3 4 C7) 2 - t K 7 tf 5 V > ( 1 . 0 0 g ) O 
iJ' y -;v (43ml) mmm^. mU^-^'^B. ( 2 . 6 0 m 1 ) ^I^Uk. 1 6 0#rBlMjl»iL L 
fzo ^mk. M-M.m. (2. 9ml) ^inx-Mi^ 1 1 0 ^S-PaWni^Mi^ t/Co >^J:dH£ 

^^yy^- (T-t h h ;v^>) "CltS^LS- (5 2 v;w) -i - ( 

2- tfU-5v-;v) - 1 H- 7y^-;i/- 3 ->&;v#^^j^'5^;v^>^-r;v (l. 2 2g, 
4 3 %) LX^Zo 

[0 5 0 7] 

^ H-NMR (400 MHz, CDCls) 8 : 1. 42 (3H, t, J = 7. 2Hz) 
, 2. 34 (3H, s), 4. 45 (2H, q, J = 7. 2Hz), 7. 22 (IH, s 
), 7. 29-7. 31 (IH, m), 7. 44 (IH, d, ] =8. IHz), 7. 5 
4 (IH, dd, J = 8. 1, 2. 2Hz), 8. 21-8. 22 (IH, m), 8. 7 
2 (2 H, d, J = 4. 9 H z) . 
ESI -MSm/z : 3 0 9 (M+ ) . 
[0 5 0 8] 

2) mmit^m 

5- (5 2 - tf V y;v) -1- (2 -ey 5 v'^^;^) - i H- v'-;^- 

3 - 5!7;V>K>Mj^^>'^-3^Xt-;V (1. 2 1 g) Or- h 9 FU'77> (2 4ml) 
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. ^vaX^TK^'fliV^'^A-Tlcfnt/ (0. 18 1 g) <7)7K (12ml) vM^'MT L 3 H#P^ 

^nn*;VA (IMIO) fi^^W^j5Px55-mL. ««<75W=&mj±T^*L#?.:}x/c 
lilf$^yi^;i/jr-x;v-e-Mi-;&«r tTllM'fb'^^ (1. o i g, 9 2%) L 

[0 5 0 9 ] 

^ H-NMR (400MHz, DMSO-de) d : 2. 27 (3H, s). 7. 31 ( 
IH, s), 7. 61-7. 72 (3H, m), 8. 11 (IH, s), 8. 86 (2H 
, d, J = 4. 9Hz), 13. 11 (IH, br s). 
E S I -MSm/z : 2 8 1 (M+ ) . 
[0 5 10] 

[##1^05 1] 1- (6 h^v- 3 -tf; i5''v-;V) - 5- (2-t°9v-;v) -1 
H - t; 7 y^- 3 - * -'V^^ 
[0 5 1 1 ] 

me 1] 




[0512] 

1) 1- (6 -i^nn- 3 - ^^v^;V) -5- (2-H7v-;V) -IH-li^V'- 

-7 8°C^^*PT, 1 - (2 -li°^>^'-;V) - 1 -^tJ'^ > (6. 1 0 g) <^7^ h t7 H K 
n-7^> (50ml) ij ^'t'A If X ( h 'J V ;V) K ( 1 . OWDr- 

> 9 t Kn 7 7 >'iM, 5 5. 0ml) ^1]\lk. 4 5 ^J-rH^Wb/Co ^iSft^' -^mi^"^ 
(8. 8 5g) ^Jnx 1 O^FBm#m> t^-^^^^^m^iMLT^/i^^P^ 2. 5B#^WL/^ 

0 KBmzP:^f-}p::t.-y^)v tTi^^M^^mL. 7}(.mi^ n^MMyK'Sm (5 5ml) 

. :^mm'^^t>'^^7K^m.i- V ') 'y ^'^'ttBLfzo rtSUtl:. ^JtffiT^«^^*t 4 - (2 
-t:7v^;v) -2, 4 -i>^^^vr^ (lO. O g, 9 6%) =^|S! 

#tL-c#fco i<^r^ >m^^;va^^7";v#(7)S.ffl« (6. 2 7 g) <D^i5'y-;v ( 

1 5 Om 1 ) 3-i^nn-6-t F^i^Vlfj^y^- (4. 3 5 g) ^M^l 
8. 5B#F^MM-^iELfCo ^i'. Kmmz-mm^iO. 7 5 0 ml) ^^JD^ 2 BtFelDni^Tl 

y-;i/^inx., i^C/c|SI#:^mL l - (6 -iS'nn- 3 - tf i5^v^-;V) -5- (2- 
- 1 H-if 9 v'-;v- 3 -*;vjK>^^f-;v:i^XT-;v (5. 7 4g, 6 0% 

) ^mi^t Lxmtzo 

[0 5 13] 

1 H-NMR (400MHz, CDCI3) ^:4. 02 (3H, s), 7. 33 (IH 
, s) , 7. 72 (IH, d. J = 9. 3Hz), 8. 16 (IH, d, J = 9. OHz 
), 8. 42 (IH, dd, J = 2. 4, 1. 5Hz), 8. 57 (IH. d, J = 2. 
7Hz) , 8. 9 0 (IH, d, J-1. 5Hz) . 

E S I -MSm/z : 3 1 7 [ (M + H) + , ^sqI], 319 [ (M+H) +.37 
CI]. 

[0 5 14] 

2) mm^it^^ 
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1- (6 -iJ'Dn- 3 -tf V -5- ( 2 - tf9 - 1 H- if 9 

- 3 -iJ Jl^^y^^ (6 . 2 5 g) O ^ ^ 7 -;V (50ml) fcxh^HK 

uyyy (10 0ml) MimW-K. hU-^A^h^vK (1. 60g) 

mmtM^WLfzo KBm^ l N7Xm4b^ > V -^AyXM (40. Om 1 ) ^i3n;i 1 9 

^vj^-f-^v^m^. ^i^tzm^^^M^Lmm^it^m (4. 37g, 74%) ^n^iiL-r 

[0 5 15] 

^ H-NMR (400MHz, DMSO-de) § : 4. 04 (3H, s), 7. 51 ( 
IH, d, J = 9. 3Hz), 7. 55 (IH, s), 8. 06 (IH, d, J = 9. 3 
Hz), 8. 49 (IH, dd, J = 2. 4, 1. 5Hz), 8. 62 (1 H, d, J = 
2. 4Hz), 9. 07 (IH, d, J = l. 5Hz). 
ESI -MSm/z : 2 9 9 (M+H) + . 
[0 5 16] 

[##^0 5 2 ] 5- (5 -7;V:e-n- 2 -tru v;v) -1- (3-li°Uv;V) -IH-tT 
9 V- ;i/ - 3 - 
[0 5 17] 

[fbe 2] 




[0 5 18] 

1) 5- ( 5 -T 5 y - 2 - v;v) -1- (3-tfUv;^) - 1 H- tf7V'-;v- 3 
- * ;v /i^' > ^ j::- ;v a:- ;^ -r ;i/ 

4 1(^4) (D5- [5 - (tert-rh^>':*;V>}?-;VT5y) - 2-li°Vi^ 
;v] -4, 5 - V t Fn- 5 - li Fn^r V- 1 - (3-t:i;v;v) - 1 H - ti ^ V°-;v- 
3 (l. 2 O 5 g) (D^^y-)]^ (30ml) 'Mmz. MiM. 

m ( 0 . 5 9ml) * jnx. 1 4 mmunMrnLtzo Kmmt^uj^T'^^ l# ^ a^aa 

9y^- (^ ^y-;v-^nn:^;vA) -eftML. 5- ( 5 - T 5 7 - 2 - if S^~;v) - 
1- (3-ii';v;v) - 1 H- tf 7 y-;!/- 3 -:^;i"K>^j:--5^;v-3^;^7";v (6 0 9mg 

, 6 9%) ^m-^^tLxntzo 

[0 5 19] 

^ H-NMR (400 MHz, CDCls) ,5:1. 42 (3H, t, J = 7. IHz) 
, 3. 85 (2H, br s), 4. 45 (2H, q, ] = 7. IHz), 6. 95 (1 
H, dd, J = 8. 5, 2. 9Hz), 7. 15 (IH, s), 7. 20 (IH, d, J 
= 8. 5Hz), 7. 35 (IH, ddd, J = 8.. 3, 4. 9, 0. 7Hz), 7. 8 
4 (IH, ddd, J = 8. 3, 2. 7, 1. 5Hz) , 7. 93 (IH, dd, J = 2 
. 9, 0. 5Hz), 8. 53 ( 1 H, dd, J = 2. 4, 0. 5Hz), 8. 57 (1 
H, dd, J = 4. 9, 1. 5Hz). 
ESI -MSm/z 1310 (M+H) . 
[0 5 2 0] 

2) 5- (5--7;V:f n-2-lii; v?;i/) -1- (3-liVv;V) - 1 H - t?^ 
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3 —A}l'y^yM^-^}^^^'r)i' 

5- ( 5 -T 5 y - 2 -ifi; -1- (3-t°vv^v) - 1 H-if 9 y-^v- 3 - 

;v.i^'>'@ta:.'f-;VJiXT-;v (6 0 4 mg) (7:>a:.i$7 y (3 0ml) i#^f£(i. 4 2%-tY 

9y Ji'tu^.^m (1 5ml) ^iQx.fzo sxjii^^mi/z 0 vn^mrmmm^^ (i 5%^:.^ 

y-;Vvm 3. 9ml) ^Mx.X 2 O^mmWhfZo Kf^^mz'J:^^}\^:r.~y^)ly (2 0 

0ml) rij> yKxpj^^ji^:^-7-)i'^w.^^m'\±iMm^nfzo ^om-Rm 
i,zh)VJLy (5 0ml) ^m^. immmmmLfzo ^^SM^rfitiET^^L 

;v) -1- (3-ii°';v;v) - 1 H- tfv 3 -*;v^i^^>'m^f-;w^7.7";v (2 8 

2mg, 4 6%) ^ia#^LT#/Co 
[0 5 2 1 1 

1 H-NMR (400 MHz, CDCls) 8:1. 42 (3H, t, J = 7. IHz) 
, 3. 85 (2H, br s), 4. 45 (2H, q, J = 7. IHz), 6. 95 (1 
H, dd, J = 8. 5, 2. 9Hz), 7. 15 (1 H, s), 7. 20 (IH, d, J 
= 8. 5Hz), 7. 35 (IH, ddd, J = 8. 3, 4. 9, 0. 7Hz), 7. 8 

4 (IH, ddd, J = 8. 3. 2. 7, 1. 5Hz), 7. 93 (IH, dd, J = 2 
. 9, 0. 5Hz), 8. 53 ( 1 H, dd, J = 2. 4, 0. 5Hz), 8. 57 (l 
H, dd, J=4. 9, 1. 5Hz). 

ESI -MSm/z : 3 1 3 (M+H) + . 
[0 5 2 2] 

3) nmit^m 

5- ( 5 -•7;i/^n- 2 - v;v) -1- (3-tfVv;v) - 1 H- 3 
-:^;v^~>'M-^-?->'^-^^T-;v (2 8 2 mg) coj^3^y-;v (lOml) 'MWL\z. ^f^-e l 
N7Xm'^b:^ h U A7jcv#m ( 2 . 7ml) ^ JOx. 2 r^m^ Lf^o Rj:Q<M^«J±Tg* 
L#^tLS^^lZ7fct 1 N«7X'^?^ (2. 7ml) =^inx.T*Ffffl-r^ll#^«mL. M 
(2 4 9 mg) =^@#fcLT#f^o 

[0 5 2 3 1 

1 H-NMR (400 MHz, DMSO-de) <5:7. 38 (IH, s), 7. 50 ( 
1 H, dd, J = 8. 3, 4. 9Hz) , 7. 7 8 - 7. 9 0 (3 H, m) , 8 . 4 1 ( 
IH, d, J-=2. 2Hz), 8. 53 (IH. d, J = 2. 4Hz), 8. 62 (IH 
, dd, J=4. 9, 1. 2Hz). 
E S I -MSm/z 12 8 5 (M+H) + . 
[0 5 2 41 

[##f!l5 3] 1- (6 h^v- 3 -trV i>';V) -5- ( 4 - h ^ v- 2 - tT V 
;v) - 1 H- 1;^ v*-;v- 3 
[0 5 2 51 
[<b 6 3 1 



OMe 




[0 5 2 6] 

1) 4-^h^vifU':^>-2-^ ;V53?- h i; ;v 

T;V3'^>#H^T> ^}a-e4 h^'>li°'; v>-N-:t^v K (8. 0 g) OT-feh 
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- h V ;V' (16 0ml) h V Ji^;VT ^ > (17. 8ml) Jp£, h U ^ 

'J T - K ( 2 4 . 1ml) ^fST L 2 0 ^mm^^lk. 1S.K 1 4 m^UmmitLfZo 
RJ^5M^iti±^*t#^^x/i^Si::l^fn^m7X«:'- > V A7X«^:^^mJ^•?■ 
mL4-^ h^i>tfV>^>-2-5&;l/:^-hU;V (1. 57g, 1 8 %) =^ia#t LT# 

/to 

[0 5 2 7] 

^H-NMR (400 MHz, CDCI3) 5:3. 91 (3H, s), 7. 00-7. 
02 (IH, m) , 7. 22 (IH, d, J=2. 4Hz) , 8. 51 (IH, d , J = 
6. 0 H z) . 

E I -MSm/z : 1 3 4 (M"*" ) . 
[0 5 2 8] 

2) 1 - (4 h ^'>- 2 - VfiJ v;v) / > 

T;V3->#|SI^T. 4 b ^ V tf V v>- 2 h U ;V (1. 5 6 g) (Dy Y 
^\±Yuyyy (3 1ml) m^\^. - 7 8 °C t^T^-fb^ i^"^-^ v 'i' A (0. 9 3M 

(7)y-Yy\±Yuyyym^. 13. 8ml) ^?ilT L 1 5 ^m^^U/co O'C-eiS^r^^^ 

YVyy^- {^^^y-wm^"^)^) -effi^Li- (4 h ^~>- 2 - li° V v^V) 
^yy (1. 3 0g, 73%) ^la^f^^ L-c#/io 

[0 5 2 9] 

^ H-NMR (400 MHz, CDCI3) 8 \ 2 . 72 (3H, s), 3. 91 (3H 
, s), 6. 97-6. 99 (IH, m), 7. 57-7. 58 (IH, m), 8. 48 

- 8 . 5 0 ( 1 H, m) . 

ESI -MSm/z : 1 5 2 (M+H) ^ . 
[0 5 3 0] 

3) 4- (4 h ^v- 2 - v;V) -2, 4 - -7:^-^ V ^ x;v 
1- (4_^].drv-2-liUy;V) J y (1. 28g) tLi?' ( 2 

. 3 0ml) i^^^v^T. ##^113 i:|WI;|t<0:^'ffi-C-4 - ( 4 - p« h ^ v - 2 - H V v;V) 
-2, 4 ->'':t^vyi5^ ^^J^^^V^;;^^;^ (0. 7 13g, 3 3%) LT#fw 

o 

[0 5 3 1 ] 

^ H-NMR (4 0 OMHz, CDCI3) d \ I. 39-1. 43 (3H, m), 3. 
96 (3H, s) , 4. 3 7- 4. 4 2 (2 H, m) , 7. 0 3 - 7. 0 5 (IH, m) 
, 7. 72 (IH, d, J = 2. 8Hz) , 8. 02 (IH, s) , 8. 50 (IH, d 
, J = 5 . GHz). 
E S I -MSm/z : 2 5 1 (M+ ) . 
[0 5 3 2 ] 

4) 1- (6 h^'>- 3 -tf 1; e^'JV) -5- (4 h ^v'- 2 -trU y;V) - IH 

- tf 7 y- )V- -ij Ji-X T- ;v 

4- (4 -pf h ^ V- 2 - 11 V v;v) -2, A -V-^^yy^^ yW.^i-)^^^-f-^^ (0 
. 6 9 1 g ) t ##M 2<^5-l;F7vV-2-p<h^vt:Uv> (0. 383g) 
fflV^-C. 4 i: |W|Mo:^-J£T- 1 - ( 6 h ^ v- 3 - U S>';i') -5- (4-^h 

^v- 2 -tf ij v;v) - 1 H- tf7y*-;v- 3 -*;V5K>m-3^-^''V-^>^7^>'^ (0. 4 73 
g, 4 9%) LTWfCo 
[0 5 3 3 ] 

^ H-NMR (400 MHz, CDCI3) 511. 41-1. 44 (3H, m), 3. 
82 (3H, s) , 3. 95 (3H, s) , 4. 4 3 -4. 4 8 (2 H, m) , 6. 75 
-6. 78 (2H, m) , 6. 89 (IH, d, J = 2. 4Hz) , 7. 25 (IH, s 
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), 7. 68 (IH, dd, J = 8. 8, 2. 4Hz), 8. 11 (IH, d, J=2. 
4 H z) , 8. 3 3 (1 H, d. J = 5. 6 H z) . 
FAB-MSm/z : 3 5 5 (M+H) ^ . 
10 5 3 4] 

5) mm'{t^m 

I - (6-^ hcarv.-3-t°uy;v) -5- ( 4 - ^ h ^ 2 - tf V v ;V) -IH- 
]£yy-)l'-3-^)l'^'yB.^-f-}^^^r-)l^ (0. 4 1 6 g) (6. 3 mi 

) hv^ l^-uy^y (6. 3ml) U^m'm^s M^-^' 1 NyXm-fb-^" h U A7Xv#?S 
(2. 2 3ml) ^M^SWrnmnLfZo KJ-t^m^li^mmyKW (2 . 23ml) ^-bn 

(0. 3 5 3 g, 9 2%) L-C#fCo 
[0 5 3 5] 

^H-NMR (400 MHz, DMSO-de) S : 3. 86 (3H, s), 3. 89 ( 
3H, s) , 6. 88 (IH, d, J = 8. 8Hz), 6. 93 (IH, dd, J = 5. 
6, 2. 4Hz), 7. 29 (IH, d, J = 2. 4Hz), 7. 37 (IH, s), 7 
. 69-7. 72 (IH, m), 8. 14 (IH, d, J-2. 8Hz), 8. 24 (1 
H, d, J = 5. 6Hz), 13. 05 (IH, br). 
F AB-MSm/z : 3 2 7 (M+H)+. 
[0 5 3 6] 

[##M5 4] 1- (6 h^v- 3 -If v;^) -5- ( 4 2 - tf U i^'^V 
) - 1 H- tf 9 V-^'l/- 3 
[0 5 3 7] 
[^t 6 4 ] 




[ 0 5 3 8] 

1 ) 4 - p« tr V V >- - 2 - ;v.i^~^ h V )V 

4 ->^;Hf U i^'>-N-:t^i^ K (6. OOg) ^ffl V^T. ##ffl 5 3 <^ 1 ) hmW- 

co:i5-^"e4 -^^;vtrv 2 -557;vjK^ h V ;v (4. 6 5 g, 7 2%) ^nfrtLT 

[0 5 3 9 1 

iH-NMR(400MHz, CDCI3) S : 2. 44 (3H, s), 7. 33-7. 
35 (IH, m), 7. 53 (IH, s), 8. 57 (IH, d, J=4. 8Hz). 
E I -MSm/z : 1 1 8 (M"^ ) . 
[0 5 4 0] 

2 ) 1 - ( 4 - ^ - 2 - tf u V ;v) j:. ^ y > 
±fB4-^f-;vtfVi^>-2-:^;V53^'-h V^V (4. 4 6 g) ^Irfflv^T, ##M 5 3 

2) i: |^«o:;^-i*"e 1 - (4 2 - tf V v;v) J^i5'y>' (4. 3 8 g, 8 6%) 

[0 5 4 1 ] 

^ H-NMR (400 MHz, CDCI3) 8:2. 43 (3H, s), 2. 72 (3H 
, s) , 7. 2 8 - 7. 2 9 (IH, m) , 7. 87 (IH, m) , 8. 54 (IH, d 
, J = 5. 2 H z) . 
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E I -MSm/z : 1 3 5 (M+ ) . 
[0 5 4 2 ] 

3) 4- (4 -f-;!/- 2 - tf 'J -2, 4 -P^^vy^ yW.J^'f-}^^:^^- 
^hi;.^Aaih^'>K(2. 22g) (22ml) v ^ '^@tv^■f■ 
;^ ( 4 . 4 2ml) ^^JPx. 1 O^^fflWfl:. ±IB 1 - ( 4 2 - tf V S^'^l/) -^^-iJ^ 

(2. 2 0 g) (2 2ml) v#f^^i]nxSy^^' 2 0 ^PH^it^^ t/Co 

m. ^3 tK ^ in X V ^ f - j:- - X ;v X-gfe?#-ti:x TKil i^lfef nia^b T ^ ^ -j; 7Kvt ?W t n n 4^ 

L4- (4 2 - try v;l') -2, 4 - vs^-^ V/^ >M^'9^;VJ^^T-;l' (2. 
8 4 g, 7 4%) ^m^mt LT#/^o 
[0 5 4 3 ] 

^H-NMR (400 MHz, CDCI3) S : 1. 41 (3H, t, J=7. 2Hz) 
, 2. 47 (3H, s), 4. 40 (2H, q, J = 7. 2Hz), 7. 34-7. 35 
(IH, m) , 7. 52 (IH, br) , 8. 01 (IH. s) , 8. 57 (IH, d, 
J = 5 . 2 H z) . 

E I -MSm/z : 2 3 5 (M+ ) . 
[0 5 4 41 

4) 1- {6-^ y^iy- 3-\^^)V)V) -5- ( 4 - ^ 2 - H° U v;V) -IH- 

±|E4- (4 2 -^"V v;V) -2, 4 -i^'^^ ^^^f-^V-^^-r^V ( 

2. 8 3 g) t##f!l2<75 5-li K9vV-2-^ h^vtiV (1. 6 7 g) ^fflV^ 

##^!18CD2) tIWl#0;^vS-e 1 - (6 h^'>- 3 -tf U v?;!/) - 5- (4-^ 
2 - 1 H- t;7 3 (1. 66g 

, 4 1 %) ^m^t bT#fCo 
[0 5 4 5] 

^ H-NMR (4 0 OMH z, CDCI3) d : 1 . 43 (3H, t, J = 7. 2Hz) 
, 2. 34 (3H, s) , 3. 94 (3H, s) , 4. 46 (2H, q, J = 7. 2Hz 
), 6. 76 (IH, d, J = 8. 8Hz), 7. 05-7. 06 (IH, m), 7. 2 
3-7. 24 (2H, m) , 7. 6 6 - 7. 6 9 ( 1 H, m) , 8. 10 (IH, d, J 
= 2. 8Hz), 8. 36 (IH, d, J=4. 8Hz). 
E I -MSm/z : 3 3 8 (M+ ) . 
[0 5 4 6 1 

5) 

_h|B 1 - ( 6 - ^ h V - 3 - (£ 1; y ;u) - 5 - ( 4 - ^ 2 - tf ^ v;V) tf 9 V 

3 -^^^V'i^'^^-xf-;^^;^^;^ (1. 0 4 g) =trfflv^-C. ##'^J9<^BS) C04) 
t Iw|5|t<^:^fe-e^M'ffc'^% (0. 9 4 4 g, 9 9%) ^mi^tLxn-fzo 

[0 5 4 71 

^ H-NMR (400MHz, DMSO-de) S : 2 . 43 (3H, s), 3. 89 ( 
3H, s), 6. 87 (IH, d, J = 8. 8Hz), 7. 17-7. 19 (IH, m) 
, 7. 30 (IH, s), 7. 59 (IH, s), 7. 68-7. 71 (IH, m), 8 
. 13 (IH, d, J=2. 8Hz), 8. 27-8. 30 (IH, m), 13. 04 ( 
1 H, b r ) . 

E I -MSm/z 13 10 (M+ ) . 
[0 5 4 81 

[##M5 5] 5- (6-^ h^v-3 -tfv v>';v) -1- (3-t°';v;v) -IH-tf 
yV~JV- 3 -:fy)V:^ym. 
[0 5 4 91 
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[<t 6 5 ] 




[0 5 5 0] 

1) 3 -T-fe^;!^- 6 h^vtfV v:^ 

6 ^^i^"=f•5^^'H^^f-;^■3^X7";^ (2 0. O 7 g) (D^-^J-JI^ (2 0 0ml) 

•}^mz. ^y^-e 1 N7jc@Mk^ h V A7K?#?fi (14 0ml) ^miin L 1 6 mmw.WLtzo 
KjBmmm ^ «j±t^* l# ti/^^^ i n :^m7Xv#?t =^ ijp x. ma ( p h 4 ) t l . *f 

mL7tgI#^?i|XL6-^ ^^v-3f•>m (1 5. 12g, 8 2%) =lr#fc (ES I - 
MSm/z : 1 5 4 (M+H) + ) o #^^Lfc6 h dp v ^ a (15. 0 g) 
v^nD^^> (6 0 0ml) :^?a-trN, O - Kn v;VT 5 

:^(11. 5 g) ^ 1- (3 -v^f-;VT^ y 7°oe;i/) - 3 -^f-;^:^/ ^ F:^ 
m:^(4 1. 0 g) , 1 -H Fn^v^^V'h i; TV-;^ ( 1 4 . 5 g) :S:t>' h U 
T^^' (54ml) ^1)nx 1 6 B^FelWLf^o KJD^tt^yicii nn^ ^ >^l)nx.53-mL 
> M ^;7K;i V n n ^ > -ettffl L. ^t)^fz^mM ^iafp^iS7|c-e75fe-ii- L. iE7X^^m 
V -i? A X-im Lfco aSUt^. M^MjETS* b# ttfc^Str U 9 i» ^ 

n-rh^^7-7'f- (T-b h ^^.i^;^A) t^ffl^L 6 h ^->-3-f->^N-^ h 

dp v-N-^f-;VT5 K (19. 2g, ^MS^) LT#fc (ESI-MSm/ 

zl 197 (M+H) "^) o CI06-^ h^v-n^^^N-^ h ^ v - N - ^ f-;VT ^ 
K (19. 2 1 g) Ox ^ 7 t Kn ^ 9 > (4 0 0ml) 'mm^.^ - 7 8 °C<t*PT^ f-^V- 
V^-^A (0. 9 8M<7)vj:.^;UJi-x;Vr#m, 13 5ml) 3 0 ^fHl-tiSTtl:. Mt:: 

^;fffiL/iia#:*MLIlM^h^% (10. 8 6 g, 7 3%) ^mzo 
[0 5 5 1 ] 

^ H-NMR (400MHz, CDCI3) 8 \ 2. 57 (3H, s), 4. 01 (3H 
, s) , 6. 79 (IH, d, J = 8. 8Hz) , 8. 14 (IH, d d , J = 2. 5, 
8. 8Hz), 8. 78 (IH, d, J = 2. 5Hz). 
E S I -MSm/z : 15 2 (M+H) + . 
[0 5 5 2] 

2) 4- (6 3 - tfV v;V) -2, 4 - V^^ -^JV-^^^^-r;!^ 

[A>&] 

3 6 h^vli v> (0. 3 0 9 g) ^>'^'^^v^f-;v (0. 4 8 

4 g) <7)^ (1 5ml) h 1; '^/A^ h^v K (0. 2 2 9 g) 

^isljnLl. 5 0#rBl»L. M^'> 4 5°Ct:^2 OBfralWL/Co ^JftBL/^HI^^ 

tt^L^vWLfco mt37jcjl^i:7nn4^;uAt:'fflffiL. -^t^-^i/c^Jl =^l^fO:^t^7jc«^ 
L. iE7mm^ > '^7A"t?^;^L/Co WJf^> M=^«JET^*L4- (6-^ h^^i-- 
3-ii°yv;^) -2, 4 -v'':t^y/i5^ (0. 294 g, 61%) 

[0 5 5 3 ] 

1 H-NMR (4 0 OMH z, CDCI3) ^:3. 94 (3H, s), 4. 03 (3H 

, s), 6. 83 (IH, d like, J=8. 8Hz), 7. 00 (IH, s), 8 

. 15 (IH, dd, J = 8. 8, 2. 5Hz) , 8. 84 (IH, d, J = 2. 5Hz 
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) . 

ESI -MSm/z : 2 3 8 (M + H) . 

[BV*] 

3 -T-bf^-'V- 6 v> (0. 3 2 1 g) ON, N - T 5 K 

(6. 0ml) mmz^ OVX-:i^mti-VV {5 5%, 0. 1 8 5 g) ^^tn L 2 5 

^mwLfzo Kj^^mK. or^-v^'j7@^>?^^;v (0. 4 9 8 g) ^mML^u^^ mm 

- (6 h ^v- 3 - li 'J -2, 4 -Pir^vy^^ (0. 5 

0 4 g, ^fie^) imi^t LT#fco 

[0 5 5 4] 

3) 5- (6 b^v- 3 - t:°Vi>';^) -1- (3-e';y;v) - 1 H- tT^ 

4- ( 6 h ^v'- 3 - tf V - 2, 4 ->>"^^ ^It^ (6 
. S 0 g) (Dp^ ^ y -)]y (12 0ml) ^?S-e##1^!l 3 2 <^ 3 - t vV li i; 

v> (3. 4 5g) ^mML3 o'j^mmmmLfzo ^i'^f^. i^m (e. 5 mi) ^mm 

o MJI^. vM ^ «J±T^* L# tL7t:?Sa =^ v U ^ * v A n h 9 7 -f - ( T 
h >'-iJ'nn.is;l/A) -e»i^L5- ( 6 h ^ v- 3 - if U -:^;V) -1- (3-t:°'; 
v;v) - 1 H-t:°9 3 -*;V5^^>^^'?^>'V-3^>^-r;V (4. 5 3g, 5 1%) 

10 5 5 51 

^ H-NMR (400 MHz, CDCla) <J:3. 99 (3H, s), 4. 03 (3H 
, s), 6. 71 (IH, d, J=8. 5Hz), 7. 06 (IH, s). 7. 32-7 
. 35 (2H, m) , 7. 7 2 - 7. 8 0 ( 1 H, m) , 8. 09 (IH, d, J = 8. 
5Hz), 8. 58 (IH, d, J = 2. 4Hz), 8. 62 (IH, dd, J = 2. 4 
, 4. 8 H z) . 

FAB-MSm/z 13 11 (M+H) ^ . 
[0 5 5 6 ] 

4) M-fk^ii/ 

5- (6 h^'>- 3 -H°y v;v) -1- (3-iiVv;w) - i H- tf^v'-;!/- 3 
-?!7;i/^i?>^p«^;VJ^X7";V (4. 8 9 g) (7)7" ^ 9 t Kn -79 > (3 0ml) . 

(1 5ml) 35. W (3 0ml) Mi', ^ra^'TK^fb 'J ^ A-7X^ntJ (0. 7 3 
0 g) ^^tJnLl. 5B#PBltI#LfCo RJ4>W*fJ^J±T^*b#^5^xf^?*a^ 1 Nmm7X 
W-emi± (p H 6 - 5) t L. #ftBL7tll#^-«L^m'fl:^tJ (3 . 2 7 8 g, 7 0 
%) ^#7to 
[0 5 5 7] 

^ H-NMR (4 0 OMH z, DMSO-de) S : 3 . 86 (3H, s), 6. 83 ( 
IH, d, J = 8. 8Hz) . 7. 16 (IH, s) , 7. 5 2 - 7. 6 0 (2 H, m) 
, 7. 83-7. 91 (IH, m), 8. 17 (IH, d, J=2. 4Hz), 8. 58 
(IH, d, J = 2. 4Hz) , 8. 64 (IH, dd, J=4. 9, 1. 5Hz) . 
ESI-MSm/z : 297 (M+H) + . 
[0 5 5 8] 

[##M5 6] 5- (6 h^v- 3 - tf U >>';V) -1- (2-t°'jy;l/) -IH-lf 

9 v'-;v- 3 - * ;v53x'>^ 
[0 5 5 9] 
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Ut6 6] 




[0 5 6 0] 

1) 5 - {6-^ -1- (2-tf';^^;v) - 1 H-tf 

##15115 5 CO 2) CO 4- ( 6 ^ ^ V- 3 - V -2, 4 -Pt^vy^^ yW. 

(0. 8 6 9 g) t 2 - ti K 9 vV tf U v > (0. 6 2 8 g) t^m^^X 

. 5 b<D3) t mWi<D-ijmx- 5 - (6-^h^v-3-tru - 1 - ( 2 - tf 

- 1 H- V'-;^- 3 -::^/;V'-K>'^^-f--'l'J^;^T->'V (O. 464g, 41%) 
[0 5 6 1 ] 

^ H-NMR (4 0 OMH z, CDCls) 513. 95 (3H, s), 3. 98 (3H 

, s), 6. 70 (IH, d like, J=8. 6H2), 7. 01 (IH, s), 7 

. 25-7. 35 (IH, m), 7. 46 (IH, dd, J=8. 6, 2. 4Hz), 7 

. 73 (IH, d like, J = 8. OHz), 7. 81-7. 88 (IH, m), 8 

. 12 (IH, d like, ] = 2. OHz), 8. 32-8. 36 (IH, m). 
E S I -MSm/z : 3 1 1 (M + H) . 
[ 0 5 6 2 1 

2) mmit^'^Sd 

5- (6 h^^>- 3 v;^) -1- (2-tfUv'";^) - 1 H- tf^ v'<-;v- 3 
-ij jUTi^yM^^-f-J^^^TiV (0. 4 6 4 g) iiTK^^bV ^"i' A— 7Xfn% (7 0. 2mg 

) ^ffiv^-c. ##M5 5<7)4) tmm<Dijm-cmm^\:^^ (o. 1 3 3 g, 29%) 

[0 5 6 3 1 

^ H-NMR (4 0 OMH z, DMSO-de) 8 13. 85 (3H, s), 6. 79 ( 
IH, d, J = 8. 5Hz), 7. 11 (IH, s), 7. 46-7. 57 (2H, m) 
, 7. 77 (IH, d, J = 8. IHz), 8. 07 (IH, dt, J-8. 1, 2. 0 
Hz), 8. 14 (IH, d, J = 2. 4Hz), 8. 34-8. 37 (IH, m). 
ESI -MSm/z : 2 9 7 (M+H) . 
[0 5 6 41 

[##M5 7] 5- [5- ( t e r t --T* h ^ v*;V*~-;VT5 y) - 2 - t: 9 v-=-;^] 
-1- (3-tf';v;v) - 1 H- tf^y'-;!/- 3 

[0 5 6 5] 

me 71 




/>-00,H 



[0 5 6 61 

1) 5- (5 2 -ti°7 v^;v) -i- (3-ti°Vv;v) -IH-tfyV- 
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##f a 3 6 (DA) CO 5 - ( 5 - ^ - 2 - t° -7 V ^V) - 1 - ( 3 - V - 1 

H- t: vV-;!^- 3 -:^?;V#>'@l-3:-f-;V-3:-^T-;l/ (2. 5 5 g) (OtfVv^'^ (5 1ml) 

v#??^t::> mw^'-mit-i^ y (3. eeg) =^j]n£. e TUfPaWpi^TimLfco K 

. «I±TM=^^*b#P>tL/^|i|#:^>>-ji^;Vai--r;V-e-^^L 5 - ( 5 - :^ 
2-ii°9v-;v) -1- (3-iiVv;v) - 1 H-tf ^y"-;^- 3 
;^-r;i' (2. 5 1 g, 9 0%)<l-#f^o 
[0 5 6 7] 

1 H-NMR (4 0 OMH z , DMS O- d 6)^:1.34-1. 37 (3H, m), 
4. 36-4. 41 (2H, m), 7. 54 (IH, dd, J = 8. 2, 4. 8Hz), 
7. 84 (IH, s), 7. 92-7. 94 (IH, m), 8. 65-8. 68 (2H, 
m) , 8. 90-8. 91 (IH, m) , 9. 2 4 - 9. 2 5 (IH, m) . 
FAB-MSm/'z:340 (M+H) + . 
[0 5 6 8] 

2) 5 - [5 - it e r t-y^y^^y^ ;v^'z:.;WT 5 ^ ) - 2 - li 9 - 1 - (3 

- t: V y ;v) - 1 H - t: 9 y"- )V - 3 -iJ T^y^j:.^ r- ;i/ 

5- (5 2 - v^;v) -1- (3-euy;v) - l H- v--;v 

- 3 -i^^VjJ^'yStJ^^^^V^^x;^ (5. 3 4g)01, 4 - v^^^j-^ ( 1 0 7 m 1 ) 51 

MUK. M?a-e h u ^f-;vT ^ > (2. 4 1 m 1 ) . Ji-;v.i^x.i^ v ^vr v f (3. 

7 3ml) RXft e r t -:7^^y-;V (3. 31ml) ^UDx. 1 0 0°C-e2 O^P^m^L 

- (|^^ji^;i/-i>'nn.-^;V'A) trffi^L5- [5- ( t e r t -y" h ^ ^l^Jj^'-^VT 
5 7) -2-t°9v — ;V] -1- (3-tfUv-'^) - 1 H- tf 7 V'-;V- 3 -:*;V:!j^'^M 

(4. 6 3 g, 7 2%) ^^S'f*^: L-C#fCo 

[0 5 6 9 ] 

^ H-NMR (4 0 OMH z, CDCls) 511. 42-1. 46 (3H, m), 1. 
53 (9H, s) , 4. 4 5 - 4. 5 0 (2 H, m) , 7. 29 ( 1 H, d, J = 0. 5 
Hz), 7. 37-7. 44 (2H, m), 7. 82-7. 85 (IH, m), 8. 35 
-8. 36 (IH, m) , 8. 56 (IH, d, J = 2. 4Hz) , 8. 63 (IH, d 
d, J = 4. 9, 1. 2Hz), 9. 13 (IH, d, J = l. 2Hz). 
E S I -MSm/z : 4 1 1 (M+H) + . 
[0 5 7 0] 

3) mm^it^m 

5- [5- (t e r t b^v^l^/^V.-K-^VT^ y ) - 2 - tf ^ -1- (3- 

tfVv^^V) - 1 H- tTv V-;!'- 3 -*;V5}?>'^-3^f^;VJ^:^'r;i/ (O. 3 3 6 g) (D^^ 
y-)]y (6. 7ml) ty^hy^l^^uy^y (6. 7ml) m^kMMm^. 1 N7X 

mitf- wy A7Xv« ( 2 . 0 5ml) 3 mmmni^fzo Kmrn^ i Nm.m7Kmm. 

(2. 0 5ml) ^mx-^mL. T^t^ ^ y ~}l^-:i^rJU>j^}VA (1^10) ^rm^'j^'i^ 

mmm<Dmm^ms.T^^Lmmit^m (o. 2 8 6 g, 91%) ^mi^tLxmz 

o 

[ 0 5 7 1 ] 

1 H-NMR (4 0 OMHz, DMSO-de) S : 1 . 47 (9H, s), 7. 45 ( 
IH, s) , 7. 51 (IH, dd, J = 8. 2, 4. 8Hz), 7. 8 3- 7. 8 6 ( 
IH, m), 8. 57 (IH, d, J = 2. 4Hz), 8. 61-8. 62 (IH, m) 
, 8. 68 (IH, m), 8. 81 (IH, m), 10. 38 (IH, s), 13. 13 

( 1 H, b r s ) . 
E I -MSm/z : 3 8 2 (M^^ ) . 
[0 5 7 2] 

[##^5 8] 5- (4 2 -liU v;v) -1- (3-ifUv;v) -1H-If9 

miE# 2005-3026716 
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^-z^ : 90/ 



[0 5 7 3 ] 
[<b 6 8 ] 




[0 5 7 4] 

1) 5- (4 f-;^- 2 - tf u -1- (3-ii';v;v) - i H- ti 9 3 

##'^!I5 4<^3) (D4- (4 2 - tiV -2, 4 - v :t ^ V ^^5^ >'m-3:- 

^;Vj:.;^7-;v (i. 7 0g) i: ##M 3 2 (7) 3 - t F 9 vV li° V v > (1. 2 g) t^m 
v^T. ##1?!13 5 03) iwiiio:;^?^ I:- 5 - ( 4 - ^ 2 - tf' J -1- (3- 
tfVv;^) - 1 H- t:9y-;v- 3 -^;i/-i^'^^j^f-;^j^;^T-;v (l. 2 7 g, 5 7%) 

[0 5 7 5] 

^ H-NMR (400 MHz, CDCI3) d : 1. 44 (3H, t, 1 = 7. 08Hz 
), 2. 37 (3H, s), 4. 46 (2H, q, J = 7. 08Hz), 7. 07 (IH 
, s) , 7. 28 (2H, m) , 7. 37 (1 H, m) , 7. 86 (1 H, m) , 8 . 3 
2 (IH, s) , 8. 52 (IH, s) . 8. 60 (1 H, m) . 
E S I -MSm/z 13 0 9 (M+H) . 
[0 5 7 6 ] 

2) mmit^m 

5- (4 -p<^;v- 2 - i^;v) -1- (3 5^';v) - 1 H- tf V-;v- 3 - 

(1 . 2 7 g) h 1 N7jc|Mfc-^ > V (6 . 18ml 
) ^^ffiV^T. ##f!l5 3tD5) illfj^co^^-ft-e^m-fk^t/ (3 7 5mg. 32%) 

[0 5 7 7] 

^ H-NMR (4 0 OMH z, DMSO-de) S : 2 . 34 (3H, s), 7. 18 ( 
IH, d, J = 5. OlHz), 7. 35 (IH, s), 7. 49 (IH, dd, J = 8 
. 18, 4. 76Hz), 7. 66 (IH, s), 7. 79 ( 1 H, ddd, J=8. 1 
8, 2. 44, 1. 34Hz), 8. 23 (IH, d, J = 5. OlHz), 8. 49 ( 
1 H, d, J = 2. 44Hz), 8. 59 (1 H, dd, J=4. 7 6, 1. 3 4 Hz) 

ESI-MSm/'z:281 (M+H) + . 
[0 5 7 8] 

[##f!l5 9] 5- [5- (t e T t-yh^-yfJ)l^^-)l^T<^) -2-ti°V>^;V] - 

1- {2 - \£yi^-}i^) - m-^^^y^-jv-s-tuv^ym. 

[0 5 7 9] 
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^-i^ : 91/ 



['fb 6 9 1 




[0 5 8 0] 

1 ) 5 - [ 5 - ( t e r t - r h ^ '> ^ ;V^'";VT 5 y ) - 2 - tf V -J}1^] - 1 - ( 2 - 

tf7v^-;L/) - 1 H- ti9 V-;!/- 3 -*;^'i^">'@^j^'5^;v^;^T-;v 

##'^!14 103) c7)4- [5- (t e r t -y'"h^v:^?;v.i^-;VT5 y) - 2 - tf' ; v 
;V] -2, 4 --J:^^yy'$' >m^^}^^:^r-)l^ (1. 0 0 9 g) t^^mS 3<7)2 - 
K9vVli9v?^ (3 3 0mg) <7) j:. y - ;V (30ml) 8 8 Strel^JDMit L/c 

o m^m. Kj^L^mm ^ mmr^^ l# h ntzmm. =^ ^> v * * 9 a ^ n v > ^ -7 ^ - 

y _;v_^nn.is;VA) t?J|t^L5- [5- (t e r t - :/ h ^ v ;V*'^;VT 5 ^ ) - 

2-truv;v] -1- (2-tr9v-;v) - i h- ti^y-;^- a -:*;V'i^*>m^'5^;v^ 

;^'r;i/ (590mg, 47%) =Sr T^>'V-7 r >^ t LT#7to 
[0 5 8 1 ] 

^H-NMR (400 MHz, CDCI3) d l 1. 43 (3H, t, J = 7. IHz) 
, 1. 52 (9H, s), 4. 47 (2H, q, J = 7. IHz), 6. 55 (IH, b 
r s) , 7. 21 (IH, s) , 7. 51 ( 1 H, d, J = 8. 5Hz), 8. 01- 
8. 08 (IH, br m), 8. 20 (IH, dd, J = 2. 7, 0. 5Hz), 8. 
29 (IH, dd, J=2. 7, 1. 5Hz), 8. 56 (IH, d, J=2. 7Hz) 
, 9. 02 (IH, dd, J = l. 5, 0. 5Hz). 
E S I -MSm/z : 4 1 1 (M+H) + . 
[0 5 8 2 ] 

2) mmit^^kj 

±fB5- [5- (t e r t -•^hdr'>*;V;}?-;VT5 y) -2-tfV>^^;v3 -1- (2 
-tf^>>'-;v) - 1 H- tf^y-jv- 3 (5 8 9 mg) <7)a^ 
^ 7 - ;v (1 0 m 1 ) vtml^. S^atr 1 NtKSMI:^ > i^TKvtm ( 4 . 3 0ml) 

7Xv#?t^l)nx,mt4^ L. ^JftBL/i^#^-ML. SSfb^fe (44 Img, 80%) ^# 

[0 5 8 3] 

^ H-NMR (400 MHz, DMSO-de) <5:1. 48 (9H, s), 7. 31 ( 
IH, s) , 7. 72 (IH, d, J = 8. 8Hz), 7. 95 (IH, dd, J = 8. 
8, 2. 4Hz) , 8. 34 (IH, d, J=2. 4Hz), 8. 49 (IH, dd, J 
= 2. 4, 1. 5Hz), 8. 74 ( 1 H, d, J = 2. 4Hz), 8. 95 (IH, d 
, J = l. 5Hz), 9. 68 (IH, br s). 
E S I -MSm/ z : 3 8 3 (M+H) ^ . 
[0 5 8 4] 

[##f!l6 0] 1- (6 h^->- 3 - i^';V) -5- ( 1 H - if 7 V--;V- 3 - 
;v) - 1 H- tf 9 v'-;v- 3 

[0 5 8 5] 
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^—z^: 92/ 




[0 5 8 6] 

1) 1- !i- [ (4 -><^;v'7 >!.;V5}>-;v] - i H- y'-;^- 3 --f 

- 1 -jc^ y y 

1- (1 H-li°9y-;V- 5 -l-:r.^yy^miM. {2. 93 g) <7)trVi;> 
(6 0ml) mWLK^ mt4-^i^)l^^>'^>^)l^^^^)\^ (5. 7 2 g) =SrUn^3. 5 B# 

1- |i- [ (4 -^^;v7 Ji-;v) >;;v>j>^;v] - i H- tT v v'-;v- 3 - ;vl -l 

-j:.^yy (1. 8 9g, 3 5%) =^#/Co M^C, -SrmM^vtiiT^^Ltf^tL/c^J-ffi 
^;i') - 1 H - t: 9 V^- ;V- 3 - -f ^^l (2. 0 9g, 3 9 

%) =^#fCo 

[0 5 8 7] 

^ H-NMR (400 MHz, CDCls) d : 2 . 45 (3H, s), 2. 57 (3H 
, s), 6. 83 (IH, d, J = 2. 7Hz), 7. 36-7. 38 (2H, m), 7 
. 92-7. 96 (2H, m), 8. 10 (IH, d, J = 2. 9Hz). 
ESI -MSm/z 1 2 6 5 (M+H) + . 
[0 5 8 8] 

2) 1- (6-^V^i^-3-^') v;V) - 5 - 1 1 - [ (4 - ^ ^;v:7 ji^;v) 
-}V} - 1 H-ii9 3 --f ;vl - 1 H-ii9 v^-;v- 3 

-7 8°C?^iPT. 1- il- [ (4 -^^;V7i-;v) -IH-li^v'- 
;V-3--^;V| - l- a^^y> (3. 97g) (7)y^ y ^ }:1 > (15ml) MMW. 

itZ, Uf-'^Aif;^ ( h U p^^;^^'; ;v) r^F (l. OMcox h 9 t Kn 1 
6. 5ml) ^jjnA3 5:S^r^WL/io KJS?fet''>^'i'mv^^;V (3. 05ml) ^iu 
X.1 5:S'F^tifi^m^ ^^tiMt;ML^75^'^ 3 . 5 B#FBm^^ L/io 

WW^fJtffiT^*L4- 11 - [ (4 -^^;V7a.-;i/) -IH- 
v^-;i/- 3 -2, 4 -iy^^^vy^^ ym^^^^^^r-)^ (5 . OSg, 92 
%) ^M^^tJt L-c#/io :i<Dy^ym^i-}i^^:^y^)^i^ (5. o 8 g) h##f!l205 

- t: F9i^V - 2 h ^ ( l . 9 3 g) <DJ^^ J ( 7 0 m 1 ) v#?^^ 1 

hfifzm.^'l:'^') iJ^^J^iJ^^^-a-ry if^y ^ ~ (f^@t^^;k-^ Je-^j- >) irflMLl 

- (6 h ^ V- 3 - i^';^) -5- ]i- [ (4 ■5^;w-7 j^-;v) v!.;^^^— ;v] 

- 1 H- 7 V-;v- 3 --f ;vl - 1 H- tf9 V-;v- 3 -:^;v'K>'^^-^;v-3^>^x;v ( 

2. 5 8 g, 3 9%) ^T^;i'7TX t LT#7to 
[0 5 8 9] 
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^-v : 93/ 



^ H-NMR (400 MHz, CDCls) S : I. 41 (3H, t, J = 7. IHz) 
, 2. 45 (3H, s) , 4. 01 (3H, s), 4. 44 (2H, q, J = 7. IHz 
), 6. 24 (IH, d, J = 2. 7Hz), 6. 73 (IH, d, J = 8. 8Hz), 
7. 23 (IH, s) , 7. 31 (2H, d, J = 8. 5Hz), 7. 58 (IH, dd 
, J = 8. 8, 2. 7Hz) , 7. 76 (2H, d, J = 8. 3Hz), 8. 04 (IH 
, d, J = 2. 7Hz), 8. 15 (IH, d, J = 2. 7Hz). 
ESI-MSm/z:468 (M + H) + . 
[0 5 9 0] 

3) wmt^m 

1- (6 3 - tfU -5- U- [ (4 

;v] - 1 H-tf 9y-'-;v- 3 - i H- 3 -*;V'i^~>@I^5^;v^:^7" 

;V (2. 5 8 g) ^ffiV^T. ##^!)4 8C0 2) t |5l^<7):^f^-C-|IM'fb^t/ (1. 3 3g. 

8 4 %) ^ia#t L-C#f^o 

[0 5 9 1 ] 

^ H-NMR (400 MHz, DMSO-de) S : 3. 92 (3H, s), 6. 29 ( 
IH, br s), 6. 94 (IH, d, J=8. 8Hz), 7. 14 (IH, s), 7 
. 75 (IH, d, J = 2. 2Hz), 7. 80 (IH, dd, J-8. 8, 2. 7Hz 
), 8. 24-8. 25 (IH, m), 13. 09 (IH, br s). 
ESI-MSm/z : 286 (M+H) ^ . 
[0 5 9 2] 

[##M6i] 5- (6 3 - ^''v-;^) -1- (3-ti';v;v) -IH- 
tf 9 y- ;v- 3 - * 
[0 5 9 3 ] 

['fk 7 1 ] 




[0 5 9 4] 

1) 3 -T-fr^;v- 6 ^'v > 

6 3 - 1: y h U ;v (6. 0 0 g) j^^;vj:--t-;i/ (10 

0ml) t^y^y (20ml) m^M^'. - 1 5Vi^mT3^^t^^)^-r^^zy^2^ 
(2. 0MOvJi-f-;VJ^-T-;Vv#m, 3 0ml) ^^f^TLl. 5 BtPsl^^f L/io KJSIttC 

. 1 Nmmymm. ( e o m i ) =^i)px. 1 s^mmmk'^i^Lfzo ymKmuRmymi- v 

-r- (M'^^aif-;i'-^^-^J->) -^^MLS-r^f-J^^- 6-^"^}^^^ r-Jy (4. 8 4 

g, 7 1%) ^mi$-tLx%fzo 

[0 5 9 5] 

^ H-NMR (4 0 OMH z, CDCls) 512. 82 (3H, s), 2. 88 (3H 
, s), 7. 47 (IH, d, J = 8. 5Hz), 8. 03 (IH, d, J = 8. 5Hz 
) . 

L C-MSm/z : 1 3 7 (M+H) + . 
[0 5 9 6] 

2) 4- (6-^^;i'-3-tf';^v^'^;v) -2, 4 -v^t^v^iJ' ^^^•f-^^^>^T-;v 

3 -T-b^;V- 6 (4 . 0 3 g) (DT hy^Voyyy (lOOm 

1 ) ^^i-. - 7 8 "C-e y ^ A If ;^ ( h i; ^ ^;vv V ;v) t 5 F ( 1 . 0 Mcof h 9 
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Kn y y z^mm, 3 3ml) ^mMVl m^mWLfzo KBm^- 7 8 "C-ev^ 
•5^;v (7. 0 g) (DT Vyy^i Vuyyy (soml) M^v^sMii, OVx-zW-mmWl^ 
fzo K^M\^7Y.tV:^^)V:x.-T)V^mk6^WL\^. 7Xii =£■ 1 N«7KMt:'mtt (pH4 
) L. nn;^;VAt:-JflfflL/^o Mi'TKif * ^ n n "C^Wiil L. -g-^b-ii:/^ WiS =1: 

(6 -p^^;^- 3 - tf U i^'v-;v) -2, 4 -v'^:^ ^v:/^ >^^'5^-'V-3^>^'r;V (5. 4 
2g, 8 2%) LT^fT^Co 
10 5 9 7] 

^ H-NMR (400 MHz, CDCI3) 8:2. 78 (3H, s), 3. 89 (3H 
, s), 7. 47 (IH, d, J=8. 5Hz), 7. 84 (IH, s), 8. 07 (1 
H, d, J = 8. 5 H z) . 
E S I -MSm/z : 2 2 3 (M + H) . 
[0 5 9 8] 

3) 5- (6 -^^-'v-s -try ^5^-:^-;v) -i - (3 - ti° v i^';v) - 1 H-ii°9 v'-;v 

4- (6 -^^;v- 3 -iiV ^'v-;v) -2, 4 - V7^'^ ( 
5. 42g) cD^^y-;V (140ml) 'Mm^. -M-UX-^^m 3 2 O 3 - ti K9 vV tf 

vy> (3. 0 0 g) ^mm\^s Q5^^Mmmm\.fzo ^mk. (s. 6mi) 

Jo L 1 4 BtfB^jjPS^My^ LfZo (1 . 2ml) ^JSjQx. 2 4 B#rBl*PM»fE Lf^o 

;v-^nn*;VA) -trttSLS- ( 6 - ^ f^^v- 3 - t: V ^"v-;v) -1- (3-t;Vv 
;i/) - 1 H- tf9 v^-;v- 3 -*;i/'i^':^^p<f-;^-:E->!.T-;v (2. 9 8 g, 4 1%) 

[0 5 9 9] 

^ H-NMR (400MHz, CDCls) S : 2 . 73 (3H, s), 4. 00 (3H 
, s), 7. 32-7. 43 (3H, m), 7. 46 (IH, d, J=8. 7Hz), 7 
. 86-7. 92 (IH, m), 8. 53 (IH, d like, J = 2. 5Hz), 8 
. 62 (IH, dd, J=4. 9, 1. 5Hz). 
FAB-MSm/z : 2 9 6 (M + H) + . 
[0 6 0 0] 

4) mmit^m 

5- (6 3 -t^U i5^v-;V) -1- (3-^VV)]y) - IB- \^ y )V - 
3 -iJ )V-i^>W.:^'f-^^^^7-)\^ (2. 9 8 g) (DT Y y \i. Y^y y y (20ml) h :^ ^ 
y -;v (10 0ml) U^mMm^. 1 ^iKW-iti- V V AjXvM (2 5ml) =Srv^Jn^t 
4 0 °C-e 6 B#fBlWb/io 1 l^mmT^M-C^m^ ( p H 4 ) i: L. ^J:SM^« 

(2. 8 4g, ^*fi<j) irm^f^tLXntzo 
[0 6 0 1 ] 

^H-NMR(400MHz,DMSO-d6) <J:2. 61 (3H, s), 7. 50- 
7. 57 (2H, m) , 7. 68 ( 1 H, d, J = 8. 6Hz) , 7. 8 5 - 7. 9 2 ( 
IH, m), 7. 96 (IH, d, J = 8. 6Hz), 8. 56 (IH, d like, 
J = 2. 4Hz), 8. 62 (IH, dd, J = 3. 4, 1. 5Hz). 
FAB-MSm/z : 2 8 2 (M+H) + . 
[0 6 0 2] 

[###!I6 2] 5- (1 -p«^;V- 1 H-lfD-;V- 3 -^;V) - I- ( 3 - tf V 5^';^) 
- 1 H- tf'^ 3 -:^;v:^'>'^j:.-^;v:3:-;^-r;v 

[0 6 0 3] 
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^-i^ : 95/ 



[it 7 2] 




[0 6 0 4] 

3 -T^r-5^;V- 1-^-9^ ;vtfn-;v (l. 2 0ml) c7)-rhyt:Kn-79> (10ml 

) mtK. - 7 8 °c}t*PT 'J -5^ A ( h ^ V i; ;v) r 5 K (i . o mcdt h 
7 F n :7 7 >v#?t, 11. 1ml) =&?gT L/io KHE^m.^ 3 0 ^Wt^. v xL^m^^^ 
{2. 0 6ml) ^filTt> ^vattr#-iam. m.&-r:' 1 m^mnLfzo KJBmK^^ 

MS 2 (03 -t vv tru v> (1. 3 0 g) , mm (6 3 5 ;« 1 ) > 

(50ml) ^Mx. 1 6 mmmmmLfzo KJBimz 3 - k-7 vv tf v ( 
6 5 0 m g ) ^itjjp L. 3 mmmmMi%Lfzo Kj^^im^mm.m (0. eomo *j]nx2 

V 'i' AtK'^tS (100ml) . Tfc (50ml) . RZmM^^^'^' (10 0ml) ^JlPx.. 

:^9A^n-7hi^'9-7^ - (i^'^no^ >'-I'^^j:^f^;v) T:itmL. UMit^^ (7 4 
7mg, 2 5%) L-Ct#/io 
[0 6 0 5] 

^ H-NMR (400MHz, CDCI3) S : 1. 42 (3H, t, J = 7. 2Hz) 
, 3. 59 (3H, s) , 4. 44 (2H, q, J = 7. 2Hz), 5. 88 (IH, d 
d, J = 2. 7, 2. OHz), 6. 43 (IH, t, J = 2. OHz), 6. 52 (1 
H, t, J = 2. 7Hz), 6. 92 (IH, s), 7. 39 (IH, dd, J = 8. 2 
, 4. 8Hz), 7. 85 (IH, ddd, J = 8. 2, 2. 4, 1. 7Hz), 8. 6 
5 (IH, dd, J = 4. 8, 1. 7Hz), 8. 72 (IH, d, J = 2. 4Hz). 
E I -MSm/z : 2 9 6 (M+ ) . 
[0 6 0 6] 

[##1511 6 3] 3 - t - 6 ■9^;V If U i5^i^> 

[0 6 0 7] 
Hb7 3 1 




[0 6 0 8 1 

3 _^ nn- 6 ^;vtru (3. 0 0 g) 03^^y-;v (4 5ml) 

t F 9 V >-7XfO% (45ml) ^M^2. 5 0#rBlM®»ft Lf^o RJSM^M 

7X (7^3^>ri) c7)TiS?^^?#«) -tr«S LS®-f b^t/ (2. 3 5 g, 8 1%) 
[0 6 0 9] 

^ H-NMR (400 MHz, DMSO-de) S : 2 . 39 (3H, s), 4. 20 ( 
2H, br), 6. 94 (IH, d, J = 9. 3Hz), 7. 18 (IH, d, J = 9. 
3Hz), 7. 64 (IH, br). 
ESI -MSm/z : 1 2 5 (M+H) + . 
[0 6 1 01 
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m^me4] 1- (6 -^^^v-s -tfv ^i^-;^) -5- (5 -^■^;v- 2 -tfi; 

[06111 

[ft: 7 4 1 




[0 6 1 2 1 

1) 1- (6 3 -li V i^'v-;^) -5- (5 -^•^^v- 2 - tfu - IH 
- tf 7 V-;^- 3 -:*;i'5}?>'^j.'^;i'j^;^T-;v 

##flj3 5C0 2) CD 4- ( 5 2 - U -2, 4 - v':^ ^ V y 

^)Vj^:^y-)]y (3. 5 4g) 6 3 (7? 3 - H vV - 6 -5^;^ t° i; > (1 

. 8 7 g) cOJi-^y-;^ (7 1ml) ^?a-C-S^m (4. 31ml) ^jJD^ 1 5 B# 

rBlJni(:M»lELf^o KJS?tlimmm (4. 7m O i:1}n^3mmi}\\^Mm.LfZo 

A^u-rW7y-(- n n.is;vA-W^^a^^;v) -ett^Ll- {6 - y<-^)V- 3 - ^ 
- 5- (5-^f-;v-2-ifV v;!/) - 1 H- tf9v--;v- 3 
( 1 . 1 3 g, 23%) LT#/io 

[06131 

^H-NMR (400MHz, CDCls) $ : 1. 41-1. 44 (3H, m) , 2. 
32 (3H, s) , 2. 72 (3H, s) , 4. 4 3 - 4. 4 8 (2 H, m) , 7. 18 
(IH, s) . 7. 4 6 - 7. 5 6 (3 H, m) , 7. 98 (IH, d, J = 8. 8Hz 
) , 8 . 2 1 ( 1 H, m) . 
E I -MSm/z 13 2 3 (M+ ) . 
[0 6 141 

2) mmit^m 

1- i6-^^}V-3-\^v ^P=-)i^) -5- (5 2 - s^';v) -ih- 
ii9y--;v- 3 -*;v^'>m^f-^v^^7";v (i. i 2 g) ^ffiv^T. ##ilil90B-&) 

(D4) tmrn^Tyy^mr-^MMit-^m (o. 75 9g, 74%) ^mi^tLxm^o 

[0 6 151 

^ H-NMR (400 MHz, DMSO-de) 5:2. 27 (3H, s), 2. 67 ( 
3H, s), 7. 32 (IH, s), 7. 64-7. 69 (2H, m), 7. 81 (IH 
, d, J = 8. 8Hz), 7. 94 (IH, d, J = 8. 8Hz), 8. 15-8. 16 

(1 H, m) , 13. 16 (1 H, s) . 
E I -MSm/z : 2 9 5 (M+ ) . 
[0 6 161 

[##150 6 5 ] 5- (6-^ b^v-3-lfU^y-;V) -1- (3 -tfV v;l/) - IH 
_ tf 9 y-'-;i/- 3 -tf Jil^^yM 
[0 6 171 
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[0 6 18] 

1) 3 - ^ h^'>tr'; 

7]c*#iii^T, Mu-C' s-^uu-e-^ y^z^'^vvi^y (so. og) (T^^^^y- 

(2 0 0ml) 1 0 v-i/ A-M* (wet. , 3. 1 2 g) =^j]Dx. 1 7 

)Uij^2^i^ti-ryV9y^~ (S^m^^^V) -effl^L 3 b ^vtf V i5^v> (16. 3 

g, 7 1%) ^m^^tLxntzo 

[0 6 19] 

^H-NMR (400 MHz. CDCI3) d : 4 . 14 (3H, s), 6. 98 (IH 
, d, J = 9. OHz), 7. 37 (IH, dd, J=4. 5, 4. 4Hz), 8. 84 
(1 H, d, J = 4. 4H z) . 
[0 6 2 01 

2 ) 3 - ^ h ^ V tf U V? ^ - 1 - ^ ^ V K 

3-^ h bf V ^J^v''^ (16. 2g) (D-J^uu ^ ^ (300ml) '^^Rtr. 

x-MWi'itm-^ uu^yy^ ji' (4 4. 0 g) emmW^WLfzo ^JSmtcRmTK 

yV^^ (9 . 2 7 g) C07]c (10 0ml) m^^'tm^X 1 5^fBlWL/io Mt^l^ 
-e^itL/Co M=^-MI±T-C-g*L3 -y h^vlii; 1 -^^v K (1 

5. 8g, 8 5%) ^m^tLxnfzo 

[0 6 2 1 1 

^H-NMR (400 MHz, CDCI3) § : 4 . 02 (3H, s), 6. 66 (IH 
, d, J-8. 5Hz), 7. 48 ( 1 H, dd, J = 8. 5, 5. 9Hz), 7. 92 
(1 H, d, J = 5. 9H z) . 
[0 6 2 2] 

3 ) 6 - T y - 3 - y f ^ V ti ij V > 

3 - y > ^ V 11 ^"^ V > - 1 - ^ ^ V K ( 9 . 8 9 g ) RlfP^ ( 9 . 4 5m 

1 ) (Di^^m^i: 8 0 r-e 1 mmmwLfzo m^^k. KJBmK i, ( i o o 

ml) =gr^JPx^ O'CXiyryit-^V (8. 7 7 g) (D7K (3 0ml) vM^SriDx, M 
'^^X4. 5 Bf m mW L o KIS -ft * IMn ^m.7R* i-Wy^^ y^'mm * y n n ^ ;v a -t:^ 

x-mmL6-'yry-3-^ (8. 7 4g, 7 2%) ^H#t L 

[0 6 2 3 ] 

^ H-NMR (400 MHz, CDCI3) .5:4. 24 (3H, s), 7. 09 (IH 
, d, J = 9. OHz), 7. 68 (IH, d, J = 9. OHz). 
[0 6 2 4] 

4) 3 -T-b-5^>'V- 6 -y h tr V :$^^S/>' 

6 -i/T y - 3 - ^ h ^iy}^') (5. 6 1 g) (Dz^ J^^Jl^^-T )l' (10 0ml 

) h^y-tf^ (2 0ml) -i^^mmz. - 1 0"C<%*PT3'^<b;^f-;V^i5^^-'>'>A (0. 

8 4MovJ-^>'v-3^-7^;v^?s, 6 0ml) ^^.^K^Th. mumx 1 mmmw^fzo 

KJ^mz 0 vx 1 Nmm7K'M=^*nx-mtt ( p h 4 ) t L^|g:L/io TkiS *l&fnRm7X* 
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^ h V "^ATKM^S-ellT^VT;/ V'I4 (pH9) thfz^k. P^uu^ ^y-cmLfzo 

^ A x-tm L fz o 'mm. m% ^ ^I^EET^* i-itz^m. ^ v V 9 a n h 

Vyy-i- (@^^J^^;u--^dr-9->') -eil^L 3 -T-b-?^;^- 6 h ^ V t: V rJ'^'y > ( 

3. 8 2g, 6 1%) t-C#f^o 
[0 6 2 5] 

^ H-NMR (400MHz, CDCI3) d \ 2 . 82 (3H, s), 4. 23 (3H 
, s). 7. 06 (IH, d, J = 9. 3Hz), 8. 04 (IH, d, J = 9. 3Hz 
) . 

FAB-MSm/z : 1 5 3 (M+H) + . 
[0 6 2 6] 

5) 4- {6-^ -2, 4 - v^^y ^iS^ ^;V-^^T- 
;v 

3 - T-fe^;V- 6 h #vti°i; ^-7:^ (3. 8 2 g) b Kn-79 :^ (100 

ml) mWLK^ - 7 8°C-r-';f-'>Ali'X ( h V p« ^ i; ;V) (1. OVKDy^Yy 

H Kn 7 9 2 7ml) L 1 0#Fb1WL/Co ^JSfRtC- 7 8 "CT'v^ -^^v 

^ (5. 9g) <7)7- Yy^Y^yyy (20ml) mWi'kmM^k. 0 °C-c- 2 E1#F^«# 
L/::o K^m^i^tVau^)V'-y^)V^Mk^m.\^. TKil* 1 N:^m7XM-emtt (pH4 
) t L^' nn^;VA-ett;±l L/cTo M^::7X)S * ^ n n .■}^;^ A i?atB L. 

6 h 3 -li 'J ^5^"-:^'-;^) -2, 4 - v^^y ^;vj^;^7";i' (5. 3 

8 g, 9 0%) ^mwt\^xnf^o 

[0 6 2 7] 

^ H-NMR (400 MHz, CDCI3) 8 : Z . 93 (3H, s), 4. 26 (3H 
, s) , 7. 12 (IE, d, J = 9. 3Hz), 7. 86 (IH, s), 8. 15 (1 
H. d, J = 9. 3Hz). 
ESI -MSm/z 1 2 3 9 (M+H) + . 
[0 6 2 8] 

6) 5- (6 h^v- 3 -tiV i5^'v-;W) -1- -IH-^^y^- 

4- (6 h^^>tfV 3 -'1';V) -2, 4 ->^:t^yyi5' >m-><^>'V^>^7" 
;V (5. 38g) C0;><iry-;V (150ml) MUX^^m 3 2 CO 3 - t F 9 V 
y e U > ( 2 . 8 2 g ) ^:mu L 4 5 ^Jni^^m L Tto KBrn-mm ( 5 . 2ml) 

L fz o * -^ET^* L# ^ ^ V 'J * ->";v 9 A ^ n -7 h 9 y 

- ^ J uu7is)]yA) -e$fML5- (6 -y h^v- 3 -tiU iJ'^^v-;^) - 
1- (3-t°';v;v) - 1 H-ii7y-;v- 3 -:^7;v>j^~y@ty ^>'V-3^^'r;v (0. 34 8 
g, 5. 0%) ^mi^tLxn-fzo tfz. |wic^i»-C''^mLfcl|-iii^«*«J±T^* 

L 5 -^1 Kn^r V- 5 - ( 6 - y h ^ v- 3 - H° V ^'v-;v) -1- (3-t:Vv;V) - 

4, 5 - V t: Kn- 1 H- t°9y'-;v- 3 -^;v^'y^y ^;i^j^y>T-;v (3 . i i g, 4 
4%) =^T^;vy r y h LT#7to 

[5- (6 -y h^'>- 3 - tf v i5^^^'-;v) -1- (3-tfu-y';v) - i H-if ^^y-^v 
- 3 -*;v*'y^y : 

[0 6 2 9] 

^H-NMR (400 MHz, CDCI3) $ : 3. 99 (3H, s), 4. 13 (3H 
, s), 7. 00 (IH, d, J = 9. IHz), 7. 31 (IH, s), 7. 37-7 
. 46 (2H, m), 7. 86-7. 92 (IH, m), 8. 54 (IH, d like 
, J = 2. OHz) , 8. 63 (IH, dd, J=4. 9, 1. 5Hz). 
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FAB-MSm/z : 3 1 2 (M + H) + . 

5-kiKndrv-5- (6 h^v'- 3 ^'v-;^) -1- (S-t'Uv'^^V) -4 
, 5 - Kn- 1 H- ti^y-^v- 3 - t";^ : 

ESI-MSm/z : 330 (M+H) . ] 

#<btLyt 5 - t Kn^v- 5 - (6-p« h^v-3-t°y ^e^-^fV) -1- (S-lfV 
v;i') -4, 5 -i/t Kn- 1 H-n°9y*-;v- 3 ■5^^V^^-5".'V (2 . 8 
8 g) (DV^n u^^y (80ml) vtrSt^s ^Str h U Jif-;VT 5 ( 3 . 04ml) 
, "^iYs^ ^ y:^)^^-=-)'^ (1. 3 5ml) , W^ - {Vpf-^)VT< ^) ti'Jv> (0. 
1 1 1 g) =^^jtinL2. 5B#W4i#Lfco K^mz;^^ ^-iV^mMz^ik. ^uui!r^)V 

y ^^';V5f7 9 Ai:^ h ^'9 7 ^ - (r-fe h >- ^ o n 7}^;^A) -cfft^LS- (6- 
^ h ^ i>- 3 - V iJ^'v-^V) -1- (3-liVv;v) - 1 H- t: V V-^V- 3 

( 1. 5 5 8 g, 5 7%) ^mi^tvxmtzo 

[0 6 3 0] 

7) llS^t^tl 

5- (6 h ^v- 3 - t°V i5^>>^-;v) -1- (3-tfvy;v) - 1 H - tf'^ v'-;v 
- 3 -ij jV-myW.^'f-y^^^T^J^ (O. 3 9 9 g) O-r > (5ml) ^ ^ 

^y-;^ (1 Omi) SlIFtK (5ml) TK^^bV f^'^ A— 7lcfnt; (6 2mg 

?S<^M^ ?itJ±T®* L# e> :i^7t:aS^^ 1 %'mMm.7]^'i^Wi^ 'ClM L-mi4 ( P H 4 ) t 
WmL/cllI#^ML^I®'fb^t? (0. 3 0 3 g, 8 0%) ^^^h^X^fzo 
[0 6 3 1 ] 

^ H-NMR (400 MHz, DMSO-de) .5:4. 00 (3H, s), 7. 34 ( 
IH, d, J=7. 8Hz), 7. 49 (IH, s), 7. 53 (IH, dd, J = 4. 
8, 7. 8Hz), 7. 86-7. 91 (IH, m), 7. 99 (IH, d like, 
J = 9. 3Hz), 8. 60 (IH, d, J = 2. OHz), 8. 64 (IH, d li 
ke, J = 4. 8Hz). 
F AB-MSm/z 12 9 8 (M+H) ^ . 
[0 6 3 2 ] 

[##fij6 6] 1- (6-^ h^'>-3 -ifV v;v) -5- ( 1 H-tin-;!/- 3 --r;v 
) - 1 H- li 9 v'-;v- 3 -:^^;V5J?>M 
[0 6 3 3 ] 
Vitl 6] 



H 




[0 6 3 4] 

1- [1- {y :sl:z.)U7.)V^::^)V) - 1 H - tl C3 - 3 - -l-J:-^y> (1 

0. 7 g) h-y^^WJ^^)'^ (8. 6 0ml) . '^xf^)^^M.y£:^ ( h V ^ •^;v~> 'J ;i/ 
) T5 K (1. OMOx h 9 t Kny 9 >vM, 4 6. 3 m 1) =S:ffiv^T. ##M 3 6 
CD3) |Wl#co:^-S-e 4 - [1- {y ^=-)V7.)Vyi^=.]V) - l H- li°n-;v- 3 
-2, 4 -v^^Vy^^ >m^^^V^^7^^^ (12. 4 g) ^mi^tX^xnfZo 

(4. 0 0 g) (5 0ml) ^Itt'^ ##'^J 2 <7) 5 - 

\^YyVy-2-^}^^=y\£')Vy {1. 9 0 g) hS^m (3. 9 1ml) ^m.M.Xl}]\k. 
. «M^»iSL/co Mtc. RJSfSl::jimm ( 1 . 0 0ml) ^mk. 6 B f^MW<M:^\^fz 
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m'^^^Lnhi^tzmmK. mU-^-^^ y (SOml) tym^lti-VV^J^ (8 16 
mg) ^m^. SmmWLfzo M^Kl^mzyK (2 0ml) ^inU^^mWhfZo KB 

y^-^y^- (v^'nn^ trffiiiL. 1- ( 6 - ^ h ^ v- 3 - U 

v'^;^) -5 - ( 1 H- tf n-;u- 3 --f ;v) - 1 H- 9 y'-;v- 3 - :^ 
( 2 1 0 m g , 5%) -^^fz^ 
10 6 3 5] 

^ H-NMR (400 MHz, CDCI3) 8 \ \ . 41-1. 44 (3H, t, J = 7 
. IHz), 3. 98 (3H, s), 4. 45 (2H, q, J = 7. IHz), 6. 04 
-6. 09 (IH, m), 6. 57-6. 60 (IH, m), 6. 73-6. 76 (IH 
. m) , 6. 80 (IH, d, J = 8. 8Hz) , 6. 95 (IH, d, J = 0. 7Hz 
), 7. 66 (IH, ddd, J = 8. 8, 2. 7, 0. 7Hz), 8. 25 (IH, d 
, J = 2. 7Hz), 8. 34 (IH, br s). 
FAB-MSm/z 13 13 (M+H) + . 

■^1-z^ 5^WM^(on(oimij^h^^^^fzm^-^mM\^. mm\.%m (i. e o, 41% 

) =^#7to 

[0 6 3 6 ] 

^ H-NMR (4 0 0MHz, DMSO-de) ^:3. 89 (3H, d, J = l. 5H 
z) , 5. 82 (IH, d, J = l. 5Hz), 6. 53 ( 1 H, d, J = l. 5Hz) 
, 6. 61 (IH, s), 6. 66-6. 73 (IH, m), 6. 88 (IH, dd, J 
= 8. 8, 1. OHz), 7. 70 (IH, ddd, J = 8. 7, 1. 5, 1. 5Hz) 
, 8. 16-8. 20 (IH, m), 11. 14 (IH, s). 
F AB-MSm/z : 2 8 5 (M+H) + . 
[0 6 3 7] 

[##f!l6 7] 1- (6 h^v- 3 -11°'; -5- (5 -^•^;v- 2 -tfv 

- 1 H- tf9 3 

[0 6 3 8] 
[<b 7 7 ] 




[0 6 3 9] 

1) 4- (5 -^f-;^- 2 - -:^;v) -2, 4 - ^y:/i5' 

^ h ij h ^ V F (4 . 7 4 g) (7)^ / -;v (2 0 0ml) V^-fSl^. ^rm-Cvjx 

(10. 4 g) ^l)n£ 5^F^m#Lfco K&m-^m^-^. ##f!l3 5<75 1) 
Ol- (5-^-5^;i--2-tfV v;v) (5. 9 3 g) ^Snx. 5 B#F^^# L 

iiT^*L4- ( 5 2 - t° V v;V) -2, 4 - V7'i5' ^^I'-^^^x 

;v (7. 3 1 g, 7 5%) ^ll#i:LT#7to 
[0 6 4 0] 

^ H-NMR (4 0 OMH z, CDCls) 8 \ 2. 46 (3H, s), 3. 92 (3H 

, s), 7. 58 (IH, br), 7. 70 (IH, dd, J=8. 06, 1. 83Hz 
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), 8. 08 (IH, d, J = 8. 06Hz), 8. 54 (IH, d, J = l. 22Hz 
) . 

[0 6 4 1 ] 

2) I - (6 -iJ^nn-S -tfV iJ^'v-Jl^) -5- ( 5 - ^ 2 - ti V - IH 
4- (5 2 -If U -2, 4 -i>'t^vy^ yB.^^)i^^:^f-)i^ (3. 

34 g) ^ J (200ml) v#•®:^-^ 3 - n n - 6 - F 9 vV tf V v > ( 

2. 6g) ^i]Px.l. 5B#PHli]n«l^iliEt/^o RJSfSt^itmm (3ml) ^IJU^. m^4m^ 

(6-i>nn-3-ti'; v-;V) - 5- (5-^f^;v-2-liV v;v) - 1 H - tf 9 V 
3 -?^';V'J<'>@^^ ^;^J^>^T-;v (4 . O 8 g, 82%) LT#/io 
[0 6 4 2] 

^H-NMR(400MHz, CDCls) d : 2. 33 (3H, s), 4. 00 (3H 
, s), 7. 20 (IH, s), 7. 58 (2H, m), 7. 68 (IH, d, J = 8. 
91Hz), 8. 08 (IH, d, J = 8. 91Hz), 8. 22 (1 H, s). 
ESI -MSm/z -.3 3 0 (M+H) + . 
[0 6 4 3 1 

3) mmit^m 

i-W^M.y^ h ^ V K (1 . 3 g) (D^ ^ y (l O O m l ) i^wLK. M-ux- 1 - ( 
Q-^uu-3-}^^) -5 - (5-^-5^;v-2 -tfV v;V) -IH-tf^y- 

3 -5&;i/*'>'m^^;v^X7";v (4. 0 8g) ^in^e 9mmmWLfzo Ki^^m^z^ 

3. Og, 7 8%) "tmi^tLxntZo 
[0 6 4 4 1 

^ H-NMR (4 0 OMH z, CDCls) <5:2. 35 (3H, s), 4. 10 (3H 
, s), 7. 15 (IH, d, J = 9. 28Hz), 7. 23 (IH, s), 7. 51 ( 
IH, d, J = 7. 93Hz), 7. 60 (IH, d, J = 7. 93Hz), 7. 96 ( 
IH, d, J = 9. 28Hz), 8. 32 (IH, s). 
[0 6 4 5] 

[##f!l6 8] 1- ( 6 h ^ V- 3 - t; V v;^) - 5- ( 1 1 H- li°n- 
3 --r;w) - 1 H-if9 y-^w- 3 
[0 6 4 61 

m7 8] 



\ 




[0 6 4 71 

1) 1- (6 h^->- 3 v;v) -5- ( 1 1 H- tTn-;!/- 3 --f 
;v) - 1 H — tf 9 V"— 3 -?&;v5j^">^-i-f^;i'^>^T-;v 

3 - Tt^)V- 1 -^^;i/t:n-;v ( i . 2 ml) (Dr- V y}^ Vuyy > (10ml) 
-7 SVH^MiTV^^y^^:^ (h ij ^^;V'>iJ;v) t$ K (l. OMcoxh^t 
Vuyy>mWL, 11. 1 m 1 ) =^?^TL 3 O^S'Ktifl^L/io ^K^&fSt^v^'i'me^^-^^V 
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( 2 . 0 6ml) ^mr^k. MUX- 1 mmmnLfzo Kj^mK. 2 s - 1 k ^ 

y - 2 - ^ h ^ V tf U V > ( 2 . 5 0 g ) t (0. 6ml) l^X/J^ ^ y - ;V ( 5 O m 

1) ^*nx^ 1 smmijnmMmLfzo ^^^s-jstii^-ipRmyjc^^ b u '>a7K^#-^, 

Ji^;v) -citSLl- (6 -y b ^v- 3 - -5- ( 1 - ^ f-;v- 1 H - t°n 

-;v-3--f;i') - 1 H- If 9 y-;v- 3 - (2. 4 5 g, 7 
3 %) =^Vlll>lict;i: LT#/co 
[0 6 4 8] 

1 H-NMR (4 0 OMH z, CDCls) 5:1. 41 (3H, t, J = 7. 20Hz 

), 3. 59 (3H, s), 3. 98 (3H, s), 4. 43 (2H, q, J = 7. 20 

Hz), 5. 91 (IH, dd, J = 2. 81, 1. 83Hz), 6. 41 (IH, t, 

J = l. 95Hz), 6. 51 (IH, t, J=2. 32Hz), 6. 79 (IH, d, 

J = 8. 79Hz), 6. 90 (IH, s), 7. 65 (IH, dd, J = 8. 79, 2 
. 69Hz), 8. 25 (IH, d, J = 2. 32Hz). 
[0 6 4 9] 

2) mm^t^m 

1- (6 -y h ^v- 3 -ti°V v;V) - 5- (1 1 H-li°n-;V-3 --f ;v 

) - 3-^ (2 . 4 5 g) (T)^ h -7 t Kn'y 

(30ml) mmmm^. ^rST- 1 NT^miti- V V (9ml) ^m^l 6 

WmmWLfzo ^l^^fB-m^ l NTKMiti- }• V A7Jc?« (4ml) =Srj]nx 3 . 5 B^ram 

(1. 5 3g, 6 8%) =^ll#tLT#7to 
[0 6 5 0] 

^H-NMR (400MHz, DMSO-de) $13. 54 (3H, s), 3. 91 ( 
3H, s), 5. 78 (IH, dd, J = 2. 69, 1. 83Hz), 6. 68 (2H, 
m), 6. 84 (IH, s), 6. 95 (IH, d, J = 8. 79Hz), 7. 77 (1 
H, dd, J = 8. 8 9, 2. 6 9 Hz), 8. 23 (IH, d, J = 2. 69Hz), 
12. 8 1 (1 H, b r) . 
E I -MSm/z : 2 9 9 (M+ ) . 
[ 0 6 5 1 1 

[##f!l6 9] 1- (6 -y h^v- 3 - ■x;V) -5- ( 5 - ^ - 2 - If 9 

;v) - 1 H-ii7y^-;v- 3 -i^^fj^jj^'^^ 

[0 6 5 2] 
[^11:7 9] 




[0 6 5 3] 

1) 1- (6 -y h ^ V- 3 - v^V) -5- (5 -y 2 - If 7 v-;^) -IH 

- tf 9 y — Jl' - 3 — ;v 4? ^aif^ x ;^ 

##^J3 6<7)3) 04- (5 2 -tf9v-;V) -2, 4-v^^vy^^^ 
(7. 3 2 g) t##i^il2 O 5 K7i>V - 2 h^vtf V v> (4 
. 3 1 g) t^ffiv^r, ###114 9 (^4) t |W|«<^:^-ftX'. 1- (6-yh^'>-3-lf 
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Uv;v) -5- (5-^-^;v-2-t°9e^-;v) - i H- tf^v'-;!/- a -*;v5K>m^ 

(4. 8 0g, 4 6%) ^mi^t LX'^^'tio 

[ 0 6 5 4] 

^ H-NMR (400 MHz, CDCI3) S : 1. 41-1. 45 (3H, m), 2. 
57 (3H. s) , 3. 96 (3H, s) , 4. 4 4-4. 4 9 (2 H, m) , 6. 79 
(IH, dd, J=8. 8, 0. 7Hz) , 7. 33 (IH, s), 7. 68 (IH, d 
d, J-8. 8, 2. 7Hz), 8. 10-8. 11 (IH, m), 8. 36 (IH. m 
) , 8. 5 4 (1 H, d, J = 1. 5 H z) . 
FAB-MSm/z : 3 4 0 (M+H) + . 
[0 6 5 5] 

2) wMit^m 

1- (6 3 -li - 5- (5 2 -119 -IH- 

if 9y-;v- 3 -*;^^'>'^j^^;^-:l;^t-;v (i. 7 9 g) ^Mv^r. ##-^0 9 <7) b 
C04) t |wi;^co::^fe-e. M-fb-^i^ (i. 4 3 g, 8 7%) ^m^tLxmzo 

[0 6 5 6 ] 

^ H-NMR (400MHz, DMSO-de) d : 2 . 50 (3H, s), 3. 90 ( 
3H, s) , 6.. 90 (IH, d, J = 8. 8Hz) , 7. 47 (IH, s) , 7. 76 
(IH, dd, J = 8. 8, 2. 7Hz) , 8. 19 (IH, d, J = 2. 7Hz), 8 
. 41 (IH, m), 8. 85 (IH, d, J = l. 5Hz), 13. 12 (IH, br 
s) . 

FAB-MSm/z I 3 1 2 (M + H) + . 
[0 6 5 7] 

[##M7 0] 2 -r 5 7 - 1 -7;v:^n- 2 - (•7;v^n^-5^;v) •:fuy-^>mM-^ 
[0 6 5 8] 
[^b 8 0 ] 



NH, -HCI 

\ 

F 

[0 6 5 9] 

1 ) r^'fh 3 , 3 ' -Z^^^uu tiV-^^n 4 ;v 

3, 3' - nn tf7-?i; > (4 9. 9 5 g) OfM-it^-t-^l^ (7 0ml) Y#-ft^4B# 

9 or (1 5-1 6mmHg) ] -elt^Lm'fb3, 3 ' - >^i^ n n tiVN'n ^ ;v ( 3 7 . 3 
6 g, 6 8%) =lr#7to 
[0 6 6 0] 

^ H-NMR (400MHz, CDCI3) d : I . 51 (3H, s), 3. 80 (2H 
, d, J-12. OHz) , 3. 92 (2H, d, J-11. 7Hz). 
[0 6 6 1 ] 

2) y-jitd,, 3' - v7;v^n tiV'^n ;v 

l^it 3 , 3 ' - V ^ n n t: /^"n -f (15. Og) t-7-;'^I:;^V'>A (spray d 
ried, 2 0. 0 g) 9 > ( 5 0 m 1 ) 2 0 0 "Ctr 5 . 50#PBl$t#L/i 

o 9 0 *C t -e^?t L/cm> h > (30ml) •^tWk.'^mm^ (bpl05-113t: 
) -CfflML. yy^tS, 3' -i^"7;V:rn tlV^'^^;v ( h ;va^yEf m 9 %#*^ 19. 

3 4 g) ^ntzo 

[0 6 6 2 ] 

^ H-NMR (400 MHz, CDCI3) S I 1. 35 (3H, d, J = l. OHz) 
, 4. 50 (IH, d, J = 9. 2Hz), 4. 58-4. 64 (2H, m), 4. 70 
(IH, d, J = 9. 5Hz) . 
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[0 6 6 3] 

3) M^b^t; 

T;i/3'>#|il^T. 7yjb3, 3' - v'7;V:tD tV-^n^ ;i/ 19. 3 

g) thV^ ^}UiyV JVTV'V {2. 9 9 m 1 ) O (3 0ml) 'MW.^ 8 O'Ct? 

m^mwLtzo ^mk. KJiEm-mmm ( 5 m i ) =^tipx. e 0 rx- 1 mmuwLfzo 

mmit^'^a (3 5 4mg, 16%) =lr#/io 
[0 6 6 4] 

^ H-NMR (400 MHz, CD3OD) d \ 1 . 36 (3H, t, J = l. 8Hz) 
,4. 5 1 - 4. 6 8 (4 H, m) . 
[ 0 6 6 5 1 

[##^!l7 1] 2-r^y-l -7;i/?^n- 2 •5^;V7°D/N°:x:^^Jl 
[0 6 6 6] 
[<b 8 1 ] 

•HCI 



[0 6 6 7] 

1 ) N-'^^ v;v- 2 -T ^ / - 2 f-;v- 1 -;v 

2 - T5 y- 2-^^;v- 1 -7'n/N°y-;v (10. 0 g) > ^>Xr)\^r'^ K (1 1 
. 9 8ml). "RXfvt - > ;V^>';^;VjJ> >^ (1 0 m g) O^^'^f^ (3 0 0 ml) 

T-V ->v^^-^l5^7lc^g^fflV>T4Bfrai)n^31»{LLfCo ^^'tt^. RJSW^MJi 
T-^* L# ?5 ;|x/c?ft?S ^ J ~)V (200ml) L. 7jc<tT-e v T / 7X*^fc* 

^^hV'i'A (8. 8 9 g) ^mkl. 5 0#rBl»L/io KJSvW=|--^J±T®*L, #e 

7X-trr5fe^t^^7jc®^m-^ ^-^ V A -e^jt L o Mti:. m% ^ MJ±T^* Lt# ^ tt/c^ffi 

^ V V 7 A ^'n-7h^'7-7'f - (v:i7nn^:57>_^^ y _ ;v- 7- X7X) 

-eiS^L, N-^^-v?;!/- 2 - T ^ y - 2 1 -yl=r/^v - ( 1 0 . 3 6 g, 

5 2%) Lt:#/^o 
[0 6 6 8] 

^ H-NMR (400 MHz, CDCI3) d \ I . 15 (6H, s), 1. 86 (2H 
, br s), 3. 35 (2H, s), 3. 68 (2H, s), 7. 30 (5H, s). 
[0 6 6 9] 

2) 3-^>e^';v-4, 4-vp{^;v-i, 2, 3 -^^•^^•^Ty•'-;^- 2 -:t^-> K 
N-^>'S^';i/- 2 -T 5 y - 2 1 -7°n/t7 -;V (3 . 3 2 g) t V "7° 

n t:;va^^;l/T 5:^ (12. 6ml) (DV^ y (50ml) - 2 0 "C?^ 

iPTm<tf-^-;W (1. 4 9ml) C0v^nn^i$7>/ (5ml) 'Sm.^ 7 ^^m^^^fxmT 

u-7h^^9y^- (^^■ij->-I^^j^^;v) -eflSL. 3-^>'v;v-4, 4-vy^;v 

-1, 2, 3 -^t^-^-f-TV-^V- 2 -^^'> K (3 . 9 1 g, 9 4%) L-C# 
[0 6 7 0] 

^ H-NMR (4 0 OMH z, CDCI3) ^:l. 24 (3H, s), 1. 45 (3H 
, s) , 4. 15 (IH, d, J = 14. 6Hz), 4. 20 (IH, d, J = 8. IH 
z) , 4. 27 (IH, d, J = 14. 6Hz), 4. 64 (IH, d, J = 8. 3Hz 
), 7. 26-7. 42 (5 H, m). 
[0 6 7 1] 

3) 3-^>'v;V-4, 4-v^f-;l'-l, 2, 3 -:t^-i?-^TV*-;V- 2 F 
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3-^>v;l'-4, 4-'7^f-;V-l, 2, 3 -^^-^f^TV^-^V- 2 K (1 
. 9 2 g) t T- "-^7 A TiaP tl (5mg) <^T-fe h - h U ;V (30ml) LtK (30 

m 1 ) (DM^mm^. ^ux-^B^mmi- (2. 73g) ^Mk. 3 b r^m^ t/c 

n'vhi5^v:7^- (^^-if^-MlHStJ^-?^;^) -Cit^L^ 3 --^^'v^'^v- 4 , 4-vV^;v 
-1, 2, 3 -t^'^^T^/-)^- 2 --Jt^i^ V { 1 . 9 3 4 g, 9 4%) 'IryS^fctt/ i: 

[0 6 7 2] 

^H-NMR (400 MHz, CDCI3) B : 1. 30 (6H, s), 4. 26 (4H 
, d, J = l. 2Hz) , 7. 2 6 - 7. 4 4 (5 H, m) . 
[0 6 7 3 1 

4) N-^>v;v- 2-T5y-l-'7;i/:tn-2 f-;^7'^/^°>' 

3 4 , 4-vV^;v-i, 2, 3 -^^^^TV-;v- 2 -v:r^'> F ( 

1 . 9 1 g) Ot" > ^ H Kn^ 9 > (10ml) vtrS^C, ^?a-r-7 -^fbT" h 7-7'f^;VT > 
^-r>A (1. OM7" h 911 Kn"-79 >v#?t> 15. 8ml) ^1]Ux.3^^m^WLfzo K 
J^Sm^^^&T^^U^hi'tfzn&^'J^^^l'^-T^^^ (3 0ml) K-mML. ^<DKJB 
0%m^:^^^ (l OmO ^M^I^^mWLfzo RJSt^^7KJ^T> RMtK 

2 -T5 7- 1 -7;i':e-n- 2 -^-3^;V7°n/N°> (7 0 0mg, 4 9%) =£rri'bt%t LT 
[0 6 7 4 ] 

^ H-NMR (400MH, CDCI3) ^11. 16 (6H, d, J = 2. OHz), 
1. 39 (IH, s), 3. 73 (2H, s), 4. 26 (2H, d, J=47. 9Hz 
),7. 21-7. 37(5H, m). 
[0 6 7 51 

5) mmit^m 

]<i — ^>-J)V- 2 —T 5. y - 1 -y 2 - ;^ -f-Ji^y'u^-^y (6 9 0mg) (Dyi^ 

(2 0ml) mmz^ 1 (5 omg) (1ml) =^in 

7X« (3. 5^E) #liI^TS7at:-|mWL/io KB'm^. 1 0%^^°9v•>A 
(10 Omg) =^inx.7X* (4. 0^i±) #H^T5 0°Ct'6. SBtPsm^Lfco ^ 
h=^ffiv>TML. -ii-M^^^JtBET^SL. HM-ffc^^ (5 0 6 
mg, ^^) ^ia#:tbT#fco 
[0 6 7 6] 

1 H-NMR (4 0 OMH z, CDsOD) ^11. 37 (6H, s), 4. 42 (2H 
, d, J = 37. 2Hz). 
[0 6 7 7] 

[##f!l7 2] 5- (1 -^^;v- 1 H--f 5 ^y"-;v-4 --f ;v) - i- (6-^'f-;i' 
- 3 - 11 U V ;i') - 1 H - 1: 7 3 - ;v>K>'m 

[0 6 7 8] 
['fb 8 2 ] 
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[0 6 7 9] 

1) 4 - (1 I H-^ 5 iS^v--;v- 4 -2, 4 --Jt^vy'^ 

4 -T-fe-^-^v- 1 1 H--f ^ iJ^'y-^-;!/ (O. 7 5 g) 2i v^i -^^va^-f-;!/ ( 
1. 64ral, 12. OSmmol) t V^T. ##^J 3 6 O 3 ) t |W|^t(^:;^fe-e 4 - 

( 1 1 H-^ ^ tJ^'y-;!-- 4 --f ;v) -2, 4 -^^^^v >'^iJ' v^j^'^^uj:^;^ 

(1. 1 2 2 g, 8 3 %) LT#7to 
10 6 8 0] 

^ H-NMR (4 0 0MHz, CDCI3) 8 \ \ . 39 (3H, t, J=7. 2Hz) 
, 3. 79 (3H, s) , 4. 37 (3H, q, J = 7. IHz), 7. 15 (IH, s 
), 7. 52 (IH, s), 7. 70 (IH, s). 
ESI -MSm/z : 2 2 5 (M+H) . 
[0 6 8 1 ] 

2) 5- (1 -^^;v- 1 H--f ^ i5^y-;v-4-^;v) -1- ( 6 3 - tf; 

v;v) - 1 H- 11 7 V-;!-- 3 -p&;vjK>'^j^^;va^XT-;v 

4- ( 1 1 H- -r 5 i^^y'-;v- 4 ;v) -2, 4 ^ vy"^' 

T-;v ( 1 . 1 2 g ) h ##M 3 1 (7? 5 - K 9 vV - 2 - ^ V v > (6 7 6 

mg) 1 N:^m-^^^-^V (40ml) ■^^'^ 4 5 ^PsI^Sm LfCo ^<^t^> iJ' n 

-f - i$7y-;v-^nn.i^;VA) Tffi^L5- ( 1 -5^;^- 1 H- -f 5 4 
-1- (6 3 - 1 H-if 9y'-;v- 3 

;i/a^>!.7";V (7 0 5mg, 45%) =S:S#t LTtf/io 
[0 6 8 2 ] 

^H-NMR (400 MHz, CDCI3) d \ \ . 41 (3H, t, J = 7. 2Hz) 
, 2. 63 (3H, s) , 3. 64 (3H, s), 4. 44 (2H, q, J = 7. IHz 
), 6. 64 (IH, s), 7. 15 (IH, s), 7. 27 (IH, s), 7. 40 ( 
IH, s) , 7. 78 (IH, dd, J=8. 3, 2. 7Hz) , 8. 54 (IH, d, 
J = 2 . 7 H z) . 
[0 6 8 3] 

3) mM\\.'^m 

5- (1 1 H-^ 5 4 --r ;v) - i- (6 3 -tf u v 
;V) - 1 H- tf^y^-^V- 3 -:^;l/?}^">ItJ^f^^^-^;^-r;V ( 6 9 4 mg) i: 7K@Mt; f- 
A-TKfntl (1 1 2mg) t^ffiV^T. ##^114 2(7)5) ^ |W|#<7):^-^T:-^l®f fc^t? (4 
4 4mg, 70%) ^ia{$:t LT#/io 

[0 6 8 4] 

^ H-NMR (4 0 OMH z, DMSO-de) 5:2. 54 (3H, s), 3. 61 ( 
3H, s), 6. 96 (IH, s), 7. 17 (IH, s), 7. 37 (IH, d, J = 
8. 3Hz), 7. 59 (IH, s), 7. 77 (IH, dd, J = 8. 3, 2. 7Hz 
), 8. 47 (IH, d, J = 2. 4Hz). 
ESI -MSm/z 12 8 4 (M+H) . 
[0 6 8 5 ] 

[###0 7 3 ] 5- (5 - vry - 2 - tf V v;^) -1- (3-li°';v;V) -lH-t:9 
V-;v- 3 - iJi^-^yW. 
[0 6 8 6] 
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NO 




[0 6 8 7] 

Am) 

1) 5 - (5 - t Kn^rv- 2 -tf V v;!/) -1- (3-t°Ui^';V) - 1 H - ti 9 ;V 

##fijl8(7)2) 05- (5 2 - tru -1- (3-tr'Jv;v 
) - 1 H- tr^y-;^- 3 -:^^;V**>S^^-^;V-xx-r;V (4. 6 3 g) (4 
6ml) (4 6ml) Ml', 1 0 v A -R* (4. 6 3g) ^^JD 

t5- ( 5 - t: Kn^ V- 2 - try v;v) -1- (S-liUvJl') - 1 H- tf 7 y'-;v- 
3 -:*;v.i^'>'^j^^;vai>!.x;v (3. 4 8 g, 97%) =lria#^; LT#fco 
[0 6 8 8] 

^H-NMR (400MHz, DMSO-de) § : 1 . 32 (3H, t, IH 
z), 4. 33 (2H, q, J==7. IHz), 7. 20-7. 25 (2H, m), 7. 
49 (IH, dd, J = 8. 2, 4. 8Hz), 7. 55 (1 H, d, J = 8. 5Hz) 
, 7. 76-7. 79 (IH, m), 7. 93 (IH, d, J = 2. 9Hz), 8. 49 
(IH, d, J = 2. 7Hz), 8. 58-8. 60 (IH, m), 10. 31 (IH, 
b r s ) . 

FAB-MSm/z : 3 1 1 (M+H) + . 
[0 6 8 9] 

2) 1- (3-t°';>;v) - 5- (5 - h V •7;v^n^ ^ >';^;i/j3s^;v:t^->- 2 - V 
-J)V) — 1 B.-\£yy—)l^- 3 -:^f;^;K>'^-i--5^;V-:3^;^T-;V 

T;V3~>#a^T, 5- (5-i:i Fn^v-2-lii; v;v) -1- (3-li';v;V) - 
1 H- 3 -*;v*'>'^j^-f-;vj^><.x;v (3. 4 7 g) <d-J^uu^ (6 

9ml) h V V > (23ml) MUX^mTK V y Jl^^u y 7s)V^^ 

(2. 2 6ml) ^fiTm, 8 5^raWL/co RjlDmt^TK ^ n o 4^ ;V A ^tlPx^f^ L 

:;^7^;v::^?7 AiJ'n-v' h i5^9-7'f - (i^M^'g^;v- n n,i>;VA) -CJitMLl- (3- 
tfVi>';V) - 5- (5 - ^ V •7;V:rn^ ^ >>?.;l/j^:^;l/:t^'>- 2 -If V v;v) -IH- 
ii°9y-;v- 3 -^^V'-K^^J^^^VJ^;^^;^ (4. 9 5 g, ^fi6^) =lria#t b-c#/co 
[0 6 9 0] 

^ H-NMR (400MHz, CDCls) d \ I . 42-1. 45 (3H, m), 4. 
45-4. 50 (2H, m), 7. 35 (IH, s), 7. 38-7. 42 (IH, m) 
, 7. 59-7. 61 (IH, m), 7. 67-7. 70 (IH, m), 7. 79-7. 
82 (IH, m) , 8. 4 1 (IH, d, J=2. 7Hz) , 8. 56 (IH, d, J = 
2. 4Hz), 8. 65 (IH, dd, J=4. 6, 1. 5Hz). 
FAB-MSm/z : 4 4 3 (M+H) 
[0 6 9 1 ] 

3) mmit^m 

T;U3'>#ia^T. i>T><b h V n-y'^^Jl-xX (14. 1 g) -hxh^^:^ ( b U "7 
ji-;V5j>X7^>) /N°-7>^^7A (0) (19. 4g) (Dl, 2 - =J ^ UU a:.ir y (13 3 
m 1 ) mmWL^ 2 ^F^in^M»iE LTto KSI^l' 1 - ( 3 - If i; y ;V) - 5 - ( 5 - h V 7 
;v:t-n^ >;?>;V5j>^;i/:t^v- 2 - tTV v;v) - i H- tfvy-;v- 3 -:^;V5K>^j^ 
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(4. 9 4g) fOl, 2-Vi^uuj:u^> (l 0 9 m 1 ) mU'tmT^^. 1 

ifyy^- (f^^^^;V-i^on;j^;i/i=.) t?ffii^L5- ( 5 - '>T / - 2 - tf U - 
1- (3-ii°';v;v) - 1 H-b°9y-;v- 3 -:*;v5K>'@l^-^;vj^y^7";v=&#/^o 
tLfc x;v#<75x h^^Kn^^^ (8 7ml) Mvf Sf^T-TRSMbU 'i' 

i^-7X^n% (0. 470g)cO7X(43ml) M=£-?ilTm> 4 O^r^WLfco 
\,zii^hi^uuvt^}VJ^^1]\\^^Wi\^fzo Tkill- 1 N«7jcM?& (11. 2ml) ^SPx-ffD 

lik. ^ ^ ^ -)\^-^uu^.)VA (1^1 0) m^v«=^inx.^^L. >t«e<^)M^MJE 

-r^'^^Lmmit^m (2. 5 2g, 77%) LT#/io 
[0 6 9 2 1 

^ H-NMR (400MHz, DMSO-de) d \ 1 . 50-7. 54 (IH, m), 
7. 62 (IH, s), 7. 85-7. 87 (IH, m), 8. 04 (IH, d, J = 8 
. 3Hz), 8. 41-8. 44 (IH, m), 8. 58 (IH, d, J = 2. 4Hz) 
, 8. 65 (IH, d, J=4. 6Hz), 8. 80-8. 81 (IH, m), 13. 2 
3 ( 1 H, s) . 

FAB-MSm/z : 2 9 2 (M+H) + . 
B-&) 

[0 6 9 3 ] 

1) 2 -T-b5^;V- 5 - vT^ t; V v> 

3- ->Tyti°Ui^'> (3. 1 2 g) . >m (6. 2 3m\) Wl^nm {I . 2 
7 g) (DViruu:^^ ;y (150ml) h7K(l50ml) U^mz.. 

— MTy^-'>A (10. 3 g) ^t^^ tcinx-fco KJBWL-^7K<%T . mm (S. 2m l 

) t'-mtp L. 4 0 °c-e 1 . 5 nmn.w\^fzo KiBm^yK^T. 1 ^7}mit-r > >; 

h^'^^^-- (@'^^J^^;v-^^-ij-^') T'ffiiSiL 2 -T-t^;!/- 5 -'>Ty tfV >^'> (9 
0 3mg, 2 1%) L-r#/co 
[0 6 9 41 

^ H-NMR (4 0 OMR z, CDCls) d \ 2 . 75 (3H, s), 8. 13-8. 
16 (2H, m) , 8. 95 (IH, d, J = l. 2Hz) . 
[0 6 9 51 

2) 4- (5-vTy- 2 -ti V v;v) -2, 4 - v^':^^ V ^ ^ 

2 -T-fe^;V- 5 - v^'>' (9 0 0mg) (1. 6 7ml 

) t v^-r . ##ffl 3 6 o 3 ) t nn<D:)jmx- 4 - ( 5 - V T y - 2 - 1° y i^~;v) - 2 
, A -v^^y^^ym^^)^^^7-)v {I . i88g, 78%) -^mi^tx^x^fzo 

[0 6 9 6 1 

^ H-NMR (4 0 OMH z, CDCI3) <5:l. 43 (3H, t, J = 7. IHz) 
, 4. 42 (2H, q, J = 7. IHz), 7. 69 ( 1 H, s), 8. 18 (IH, d 
d, J = 8. 2, 2. IHz), 8. 26 (IH, d, J = 8. IHz), 8. 98 (1 
H, s) . 
[0 6 9 71 

3) 5- (5-vTy- 2-tfi; v;v) -1- (3 - tfi; ?^';v) - 1 h-ii°9 v-7v- 3 

— ;v # >■ ^-i- -5^ -^E. :^ T- ;v 

4- ( 5 - vTy - 2 - If ij v;V) -2, 4 V7''^ >'It^f-;V^^-r;V (1. 
7 2 g) i:##^!l3 2 03 -t K9vV v:^ (0. 9 2 g) ^ ^ffi v^T. ##^0 7 2 

02) tiwi#«c);^-ffi-e5 - (5 -v7y- 2 -Hv i/;v) -1- (3-eVv;v) - IH 
-■ti°9 V-;v- 3 (1. 0 1 g, 4 5%) =lr@#fcLT#/i 

o 
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[0 6 9 8] 

^ H-NMR (400 MHz, CDCI3) <^:i. 44 (3H, t, J = 7. IHz) 
, 4. 48 (2H, Q, J = 7. 2Hz), 7. 41-7. 43 (IH, m), 7. 42 
(IH, s) , 7. 61 (IH, d, J = 8. IHz), 7. 82 (IH, d, J = 8. 
IHz), 8. 00 (IH, dd, J = 8. 2, 2. IHz), 8. 54 (l H, d, J 
= 2. 7Hz) , 8. 6 7 - 8. 6 8 (2 H, m) . 
[0 6 9 9] 

4) mm^it^f^ 

5- (5-vTy-2-tf';5^;i') - i- (3-e';v;v) - i h- v*-;v- 3 - 
:^;v5K>m^^;vj^;^x;v (5. 6 9 g) 1 7X@Mb U f- a — 7|c^Pt; (8 2 3 mg) ^ 
ffiv^-C##ffl7 2<^3) t |W|;^(^;^&t:11Sl'ffc^t/ (5. 19g, ^fifi^j) ^ia#^t LT 

[ 0 7 0 01 

^ H-NMR (400 MHz, DMSO-de) $ : 7 . 53 (IH, dd, J = 8. 1 
, 4. 9Hz), 7. 63 (IH, s), 7. 87 (IH, d, J = 8. 3Hz), 8. 
05 (IH, d, J = 8. 3Hz), 8. 44 (IH, dd, J = 8. 3, 2. 2Hz) 
, 8. 59 (IH, d, J = 2. 4Hz), 8. 65 (IH, d, J=4. 6Hz), 8 
. 82 (IH, d, J = 2. 2Hz). 
[0 7 0 1 ] 

[##f!l7 4] 5- (4 -i^T y y -1- (3-t°'Jv;v) - 1 R-\d9y~)V 

- 3 -:^7;i'4<'>^^5^;v^:^7";v (##^112 4(7)3) ogij^^^) 

1) 4- (4 - v'Ty'7a^-;v) -2, 4 --:/:t^v;^iS^ >^j:^^;V^7iT-;V' 
T;V=f>'#ia^T> 4 -T'fe^;v^> V- > U (1. 0 g) (Dy^Yyy^Vuy^y ( 

5 Om 1 ) v#?ti'^ - 7 8 "C-eVf^-^AH'X ( h U ^ U ;V) T5K (1. OMOt" 

> 9 li Kn 7 7 14. 1ml) ^10 'T^m-^l^T^k. Mt:: 3 0 53^Fb1 W Lfco 

Svi^tcvi'i^mv^^;^ (1. 4 1ml) ^firm. 1 O^F^m#L/Co ^i^^^atrO. 

^^^yyi. ^%m. L fz^ m3Y\^. iitJ±TM^|g* L4 - (4->-Ty7:r-;v) -2, 
4 -v:t^vyi57 (1. 7 g, ^fifi^) =^@#:tL-C#^^o 

[0 7 0 2] 

^ H-NMR (4 0 OMH z, CDCI3) 8 \ \ . 42 (3H, t, J = 7. 08Hz 
), 4. 42 (2H, q, J = 7. 08Hz), 7. 07 (IH, s), 7. 81 (2H 
, d, J = 8. 30Hz), 8. 08 (2H, d, J = 8. 30Hz). 
E I -MSm/z 12 4 5 (M+ ) . 
[0 7 0 3] 

2) mmvc^m 

jt|B4- (4-vTy7i^;v) -2, 4 - v^i^ >i^-3^f-;vj^y^-r;v (3. 0 

g) ^##15113 2 03 -H K^v'V (2. 4 6 g) (7)J^i$7y-;v (3 0 0ml) 

mmz.^ wm. ( 2 . 1 e m 1 ) ^ 1 e mwiim<wM.\^fzo ^J^m. ( 1 . 

5ml) ^*p£. M13 0. 5 nmm<^m.\^fzo -^m^. m&m-^.mv^'^Wii^^-f- > v 

f^. ^Jti±T?#^X^^* b# h ixfzW^-^ ixV iJr^^iJ y ^ ^ V ^^"7 y ^ ~ ( 2 % ^ ^ 
y nn^ ^ >) t?»SL. llS^b-^t; (2. l 5 g, 5 5%) LT^f 

E I -MS m/z : 3 1 8 (M+ ) . 
[0 7 0 4] 

7 5] 5 - ( 5 - -> T y - 2 - tf U V ;l') - 1 - ( 6 - ^ 3 - If U v;V) 

- 1 H - tf 9 V*- ;v- 3 - ;i/5K>'m 

[0 7 0 5] 
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['fbS 4] 




[0 7 0 6] 

1) 5- (5 2 V -1- (6 -><^;v- 3 - tf y ^^-'v) - 

1 H- V'— 3 )\^^'>M^-f-)^^^r-)l' 
###J14C03) (D4 - ( 5 v^V + ^v-- 2 - tl U -2, 4-y:t^V>''- 

(2. 62g) 3 1 C9 5 - t vV - 2 ■^;Vtf y 

> (0. 9 8 6 g) =^fflv^T. ##^J9<7)4) t |WlM<^:^-ffitr 5 - ( 5 -^^i^-'V^^^/ 
-2-t°Vv;v) -1- (6 -p« 3 - tfv - i H- tf^ v"'-;v- 3 

y^^j^^)[yj:.^y-)V (1. 7 4g, 5 2%) =Sr|l|#t LX#/io 
[0 7 0 7] 

^ H-NMR (400 MHz, CDCI3) d : 1. 42 (3H, t, J = 7. IHz) 

, 2. 60 (3H, s), 4. 46 (2H, q, J = 7. IHz), 5. 10 (2H, s 

). 7. 19-7. 42 (9H, m), 7. 72 (IH, dd, J = 8. 3, 2. 4Hz 
), 8. 26 (IH, d, J=2. 9Hz), 8. 38 (IH, d, J = 2. 4Hz). 
FAB-MSm/z : 4 1 5 (M+H) . 
[0 7 0 8] 

2) 5- (5 -t Fndpv- 2 - tfV -1- ( 6 - ^ 3 - U - IH 

5- ( 5 -^^^ v;v^^'>- 2 - -1- (6 -^-f-jv- 3 - try v*;v) -i 

H- tT^ y— 3 -5t7;V5i^>^j:-5^;VJ^:^T-;V (l. 7 3 g) coj^-^J^y -^v (34ml 
) fcl-^^jc-^;!/ (3 4ml) 'R^'SmK^ 1 0 v -A (1. 7 3g) ^t)P£ 

J±T@*L5- (5 -li Kodrv- 2 -11 V v^l') -1- ( 6 - p« 3 - tf 'J v;V) 

- 1 H- tfv v*-;i'- 3 -*;vjK>^^^;i'^>^'r>'v (i. 2 8g, 9 5%) =S-ia#tL 

[0 7 0 9] 

^ H-NMR (400MHz, DMSO-de) S : 1 . 33 (3H, t, J = 7. IH 
z) , 3. 33 (3H, s) , 4. 34 (2H, a, J = 7. IHz). 7. 18-7. 
25 (2H, m), 7. 34 (IH, d, J = 8. 5Hz). 7. 51 (IH, d, J = 
8. 5Hz), 7. 64-7. 67 (IH, m), 7. 97 (IH, d, J = 2. 9Hz 
), 8. 35 (IH, d, J = 2. 4Hz), 10. 31 ( 1 H, s). 
FAB-MSm/z 13 2 5 (M+H) + . 
[0 7 10] 

3) mm^t^m 

T;V3~~>#!g^T. 5- (5 -li KnJpv- 2 -li°'J v;v) -l - (6-^-^;v-3- 
t:';i>~;v) - 1 H- 1:9 3 -;?7;v^^>'^j:-f-;v^;^T-;i' (i. 2 7 g) co'J^u 
u^^y (2 5ml) (8. 3ml) M-^Wl', ^rSX-itTK h V "7 ;v :t n ^ 

(0. 7 9 1ml) tmT^^. iWmmWLfzo M^^^ KfiE^m^MTi^ W 
•7;V:^n^ ^ (0 . 791ml) ^ii^TL 1 Btrsltt^Lfco RJSmt::7Rt ^ 

^^^^Ltf^:}!/^^^^^^ V :^^^;v:^;^i^i^n-7 V^9y^~ (g^^jL^ - u u yis jiv 
A) t^ffilLLl- (6 3 - tf y v?>'^) -5- (5 - h V ■7;v:tn^ iJ' 

2 - tf >; v;v) - 1 H- tr^ v'->'V- 3 -*;v^i^*>M-3^-^>'V-^^'r>'V (1. 
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: 111/ 



7 7g, 9 9%) ^m^tLxntzo 

[0 7 11] 

^H-NMR (400MHz, CDCI3) ^11. 42-1. 45 (3H, m) , 2. 
63 (3H, s), 4. 44-4. 50 (2H, m), 7. 24 (IH, d, J = 8. 3 
Hz), 7. 34 (IH, s), 7. 55-7. 57 (IH, m), 7. 65-7. 70 
(2H, m) , 8. 4 3 - 8. 4 5 (2 H, m) . 

FAB-MSm/z : 4 5 7 (M + H) + . 
T;^^->#gI^T^ vT^-ft h V n-a'f^;^:=^X (4. 8 8 g) hxb^^X ( h U 7 

(0) (6. 6 8g) <D 1 , 2 -V^uu:r.^ y (4 8m 

1 ) mMWi^ 2 nmu[\mm.m\^tzo m.iE^WiK±M i - ( 6 - ^ 3 - e v y;!/) - 5 

- - I y }^ ^ y 7s)V^=.)V:^^-y- 2 V)\^) - 1 H- tf 9 V'-^V- 3 
-:;?7;i/#>@t-3^^;i'J^y^T-;V (l. 7 6 g) coi, 2-V'^uujL^y (3 9ml) v^'ffe 
^V«TL. 8 0°C-C 2 3 0frB^m#L/io ^<tt^> KJ:iSm^^mQRm.7mi' h V '^ATKvtvK 

7 h ^-"9 -7 -f - (i'^^a:--f-;V-^'nn.1^;VA) trff^L. 5- (S-vT^ 

- 2 - t: U v;i/) - 1 - ( 6 - ^ f-;v- 3 - t: ij v;i/) - 1 H - tf 9 v"'- 3 - :^ 

(2. 0 7 g) ^t#/-o # ^ tT-fc^-^;^^:-;^ x;V#:<^x h 9 t Kn 7 
7> (4 1ml) mmWLK. SJatTTKm^tU ^-^A-TlcfPtJ (0. 1 6 2 g) (DyK (2 1 
m 1 ) ^tTR^-iirm. 1. dWmmWVfzo KmW.K7Kt^uu7i,)VA^mx.^i^Lfzo 
7m 1 ¥imWMm. ( 3 . S S m 1 ) ^Snx.'t'fnti:. #{±1 L7t:|l|#:^«L. 

(0. 7 5 0 g, 6 4%) ^mi^tLxmfZo 

[0 7 12] 

^ H-NMR (400MHz, DMSO-de) S : 2. 54 (3H, s), 7. 36 ( 
IH, d, J = 8. 3Hz), 7. 57 (IH, s), 7. 71-7. 73 (IH, m) 
, 7. 99 (IH, d, J = 8. 3Hz), 8. 40-8. 43 (2H, m), 8. 84 
(IH, d, J = l. 2Hz) , 13. 20 (IH, br s). 
FAB-MSm/z 13 0 6 (M+H) 
[0 7 13] 

[##M7 6] 1- (3-t;Vv;i/) -5- l5- [2- ( h U ^ v V ;V) J^-^ — )^' 

] -2-tfVv;v{ - 1 H- tf 9 V-;v- 3 -:^;V'i^^>'^-3:-^>'V-^xx;v 

[0 7 14] 

8 5 ] 




[0 7 15] 

##f!l7 302) O 1 - (3-tfVi?;V) -5- {5 - Y y u ^ ^ y y. )]y 

:^dr V- 2 - tru v;v) - 1 H-H°^y-;v- 3 -5!7;v#>^^^;v^;^T-;v (i. 8 5 

g) ON, N-i/^-5^;V*;VAT? K (1 Om 1) ^S.tJ'^ V ■x^;VT 5 > (3. 6ml) 
(Dm-k'MW.K. MUX h V ^ V V;VT-bf-V>' (0. 630ml) ^j)nxl5 ^Pal^t 
#Lfco KJB-m^. ( h V 7^-;V5i^;^:7^ >-) ^n-^v-^^a (I I) v^nu K (5 
8. 7mg) ^JPx.. 6 0°Cl:-l. 5 0 F^m^ LfCo KJS?tt::7Kiftm-3^-5"^l^ «-Snx^l& 
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(0. 470g, 28%) ^mi^tLxmzo 
[0 7 161 

^H-NMR(400MHz, CDCls) ^lO. 25 (9H, s), 1. 43 (3H 
, t, J = 7. 2Hz), 4. 47 (2H, q, J = 7. IHz), 7. 31 (IH, s 
), 7. 35-7. 41 (2H, m), 7. 75 (IH, dd, J = 8. 1, 2. GHz 
), 7. 78-7. 81 (IH, m), 8. 50 (IH, d, J-2. OHz), 8. 5 
4 (IH, d, J=2. 7Hz) , 8. 61 (IH, dd, J = 4. 9, 1. 5Hz). 
ESI -MSm/z : 3 9 1 (M+H) + . 
[0 7 17] 

[##^J7 7] 5- (5-:^;v/N*^'<;v^^;v^^>'- 2 -tfv v?;^) -i - (3-t°'; 
>*';v) - 1 H- tf -7 v*-;i/- 3 -:^;V5i^'>^-:c.-^>'V-3:-^'r;w 

[0 7 18] 
[-fk 8 6 ] 




[0 7 19] 

##190 7 3 <01) <^5- ( 5 -t Kn^>-- 2 - v;v) -1- (3-H°i;y;v) - 
1 H- 3 -^;v^'>M-i--9^;v^;^x;v (0. 3 i o g) . 2-^'^^T-fe^ 

K (0. 1 1 2 g) . RVRM-^') -O-U (0. 4 1 5 g) (OT ^ h (25ml) M 

<7)^-^^^:b-^^ v'J 7 h 7 - (^ / n >) 

t?ffi^L. ^ffl'fb'^t/ (0. 24 Og, 6 5%) =l:@#tLT#f^o 
[0 7 2 0] 

1 H-NMR (400MHz, CDCls) .5:1. 43 (3H, t, J-7. IHz) 

, 4. 47 (2H, q, J = 7. 2Hz), 4. 54 (2H, s), 5. 63 (IH, b 
r s),6. 45(1H, br s),7. 23(1H, s),7. 24-7. 27 ( 
IH, m) , 7. 39 (IH, dd, J = 8. 3, 5. IHz) , 7. 44 (IH, d, 
J = 8. 8Hz), 7. 85-7. 89 (IH, m), 8. 21 (IH, d, J = 2. 4 
Hz), 8. 49 (IH, d, J = 2. 4Hz), 8. 60 (IH, dd, J=4. 9, 
1 . 5 H z) . 

ESI -MSm/ z : 3 6 8 (M+H) . 
[0 7 2 1 ] 

\MMm'\ N- t e r t 1 - ( 6 h ^ 3 - iS^i^'-;v) -5- ( 

2 - t° V i/;u) - 1 H - tf 7 ;v- 3 - p& ^ K 

[0 7 2 2] 
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^-P : 113/ 



Ut8 7] 




[0 7 2 31 

##1^|J9<7)1- (6 h^Z^- 3 - ^V -5- (2-liVS>^;v) -IH- 

}^^V^-}U- 3 (0 • 2 5 0 g) > i - j^f^;!/- 3 - ( 3 - v ^ f=-;V'T ^ ^ 
^-nif;!/) 5 K:^miS (0. 1 7 7 g) . 1 - t Vu^iy^y^/h ';tv"'-;v 

(0. 1 2 5 g) <7)N, N-VP<^;i'*;VAT5 K (5ml) ^fSlC, t e r t --T-^;!^ 
(0. 0967ml) 25: rJ^^ > U J^^;VT 5 > ( 0 . 12 9ml) ^g-SnxL^ratr 4 3 

(f^^a^-^;v-;5' nnjj>;VA)t?i|tML^M'fb'^t> (0. 1 8 5 g, 6 3%) =lria#i: 
[0 7 2 4] 

^H-NMR (400MHz, CDCI3) ^:l. 48 (9H, s), 4. 12 (3H, 
s) . 6. 83 (IH, s) , 7. 12 (IH, d , J=9. OHz), 7. 18-7. 
21 (IH, m) , 7. 20 (IH, s) , 7. 59-7. 61 (IH, m) , 7. 72 
-7. 76 (2H, m) , 8. 3 5 - 8. 3 7 (IH, m) . 

E I - MS m/" z : 3 5 2 (M*) . 

7n*:9-tf : C18 H20 Ne O2 1 LT 

S^ffilC, 6 1. 35; H, 5. 72; N, 23. 85. 
HiiJjt :C, 61. 19; H, 5. 48; N, 23. 70. 
[ 0 7 2 5 ] 

[*JfefiJ2] N- t e r t 5 - ( 4 - 2 - U v;v) -1- ( 
6 h^v'- 3 i^~;^) - 1 H-tf7 3 K 

[0 7 2 6] 

[<l: 8 8 ] 




[0 7 2 7] 

##M 2005- (4-* ;v- 2 - t° V i>';V) -1- (6-p<b^v-3-tr 

yv;v) - 1 H- v^-;^- 3 (2 8 6 mg) tTR^-fkU 

■^•^ A— 7X^0% (99. 2mg) Or-h^tiKn^/^^ (20ml) . :x.^ y-)], (20 
ml). :S:n*>X (20ml) mmm^MT^X 1 8B#rBm#L7tc KJS»^«ffiT^*L 

n^f^^znm- 1 ^^mmTic^?^ ( i . 5 6 m i ) ^m^tz^k. RjBmm^M.j±T^^L 

5- (4 -?^;;^/^'^-f ;v- 2 -tfij v;v) -l - (6 h ^v- 3 V v;v) - IH 

ffiiiE# 2005-3026716 
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: 114/ 



t 1 -hi Vu^Zy^yyy V ry-)^ (2 8 6mg) (D'N, N- f^^V^^VA T ^ K ( 

2 0ml) mm^. m^^X- t e r t -y^;VT 5 > (0. 278ml) - ( 

3 - ^;l/T 5 y tf ;i/) ^ VmMM ( 3 5 8 m g) ^^Dx. 4 0 B#F^m# 

^Ai^nvh^'-^^^ - (Stma:.-9^;v-^^^f >) -effiii t^IM^b'&t/ (2 5 5mg, 7 
6%) L-C#7t:o 
[0 7 2 8] 

^H-NMR (400 MHz, DMSO-de) $ : 1 . 41 (9H, s), 3. 89 (3 
H, s), 6. 88 (IH, dd, J = 8. 8, 0. 5Hz), 7. 37 (IH, s), 
7. 39 (IH, br s), 7. 70 (IH, dd, J = 5. 0, 1. 6Hz), 7. 
74 (IH, dd, J=8. 8, 2. 7Hz), 7. 79 (IH, br s), 8. 15 
-8. 15 (IH, m), 8. 19 (IH, dd. J = 2. 7, 0. 5Hz), 8. 30 
(IH, br s) , 8. 54 (IH, dd, J = 5. 1, 0. 7Hz). 
E S I -MSm/z : 3 9 5 (M + H)\ 
[0 7 2 9 ] 

[MMMS] N- t e r t 5 - (4 -iJ }V- 2 -^^') -J Jl^) -1- ( 

6 h^->- 3 - r'J~)l^) - 1 H-ti'^V-;^- 3 K 
[ 0 7 3 0] 
[-fb 8 9 ] 




[0 7 3 1 ] 

##i?!l3 0O4) 05- (4 2 -ii'; v;v) - l- (6-^h^v- 

3 _ tfij ^-"c;:^;^) _ ;^ 3 _^;V.i^'>^^-5^;Vjc;;^x;V (2 9mg) 60 

xh^v;Kn-79^ (4ml) ^i^Kdml) ^zaT'TR^'fb V A — TKf P 

tJ (6mg) =^^jnxi. 5 0#rBi*i# L/io Kjz^mm^ i ^$tmm7Kv#^t ( O . O 7 m l ) 

^in^fz^k. KJi^^mm'l:-mJ±.T^^Lnhiifzmm:t t e r t -■7-~f^;VT5 > (5 1 1 
) ^Mv>T. ^J&flll i:|WI)it(^;^-atr^lE'fb'^t/ (1 Omg, 3 0%) ^#7to 
[0 7 3 2 ] 

^H-NMR (400 MHz, CDCI3) ^:1. 49 (9H, s), 4. 11 (3H, 
s), 6. 82 (IH, s), 7. 16 (IH, d, J = 9. 38Hz), 7. 57 (1 
H, dd, J = 5. 01, 1. 71Hz), 7. 82 (IH, d, J = 9. 38Hz), 
7. 93 (IH, d, J = l. 71Hz), 8. 53 (IH, d, J = 5. OlHz). 
FAB-MSm/z : 3 9 6 (M+H) *. 
[0 7 3 3 ] 

L^Mm 4] N-tert - 5 - ( 4 - H Fn v ^ 2 - t° V v;^) - 1 

- (6-^h^'>-3-t°V i^';i/) - 1 H - tf 9 ;v- 3 - * ^ F 

[0 7 3 4] 
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^-z^ : 115/ 



['fb 9 0 1 




[0 7 3 5] 

##f!l2 905- (4 Kndfv^^;l/- 2 - -1- (6-p«f^v-3 

-lfiJv;V) - 1 H-l;°7y"-;V-3-/&;V'^'^^M (2 3 2 mg) ^: t e r t -^f^^vr 
(0. 3ml) ^fflv^T. i: |Wl#(7):}^<^-e;^a<b'g-ii/ (I3mg, 5%) * 

[0 7 3 6] 

^H-NMR (4 0 OMHz, CDCls) d I 1. 48 (9H, s), 3. 95 (3H, 
s), 4. 74 (2H, s), 6. 75 (IH, d, J = 8. 79Hz), 6. 86 (1 
H, br), 7. 14 (IH, s), 7. 20 (IH, d, J-5. OlHz), 7. 4 
8 (IH, s) , 7. 59 (IH, dd, J = 8. 7 9, 2. 5 6 Hz). 8. 09 (1 
H, d, J=2. 56Hz), 8. 40 (IH, d, J = 5. OlHz). 
FAB-MSm/'z 13 8 2 (M+H) \ 
[0 7 3 71 

[^ifeffl 5] N- t e r t -y'^)V- 1 - ( 5 > ^v- 2 - v;^) - 5 - (2 - 
tf i; - 1 H - 7 y-;^- 3 - ■$ K 

[0 7 3 8] 

[<l: 9 1 ] 




[0 7 3 9] 

8 O 1 - ( 5 - ^ h ^ V - 2 - tf U V ;v) - 5 - ( 2 - t° i; - 1 H - 9 

V-^-;V- 3 (0 . 2 5 0 g) t t e r t -y-^;VT ^ > (0 . 19 4ml) 

=irfflv^, mmmi tmm<D:fjm-^^m^\:^m (o. i54g, 51%) ^mi^t Lxmz 

o 

[0 7 4 0] 

^H-NMR (400MHz, CDCI3) .5:1. 48 (9H, s), 3. 89 (3H, 
s), 6. 87 (IH, br s), 7. 16-7. 20 (2H, m), 7. 31 (IH 
, dd, J = 8. 8, 3. 2Hz), 7. 43-7. 47 (2H, m), 7. 67-7. 
72 (IH, m), 8. 03 (IH, d, J = 2. 9Hz), 8. 41-8. 42 (IH 
, m) . 

E I -MSm/z : 3 5 1 (M*) . 
[0 7 4 1] 

l^mmel N- t e r t --^-^^V- 5 - (5 - t Kndpi/- 2 -tfU v;V) -1- (6 

mwE^ 2005-3026716 
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^-^J : 116/ 



h ^ 3 - n° V -J)V) - 1 H - tf V y*-;v- 3 - :^ 5 K 
[0 7 4 21 
m9 21 




[0 7 4 31 

1) N- t e r t 5 - ( 5 > v- 2 - 11° U -1- (6-^ 

h ^ V - 3 -t" y - 1 H-ii°'7y-;v- 3 -:*;^?K^-9-^ K 

[0 7 4 41 
[<k 9 3 1 




[0 7 4 51 

###1J14<7)5- (5 2 - -l - (6-^h^v-3- 

tryi^;v) - lE.-}£yV-)i^- 3 --^ (0 . 2 0 3 g) i: t e r t -^^;VT 

5^(0. 105ml) ^fflV^T. 1 t|W|;ji<?5:^iftT-N- t e r t - y^^)U- 5 - 

( 5 2 - t° V - l- (6 f ^ 3 - tl 'J i^'^V) -IH- 

t:9 V'-;V- 3 K (0. l 9 5 g, 8 4%) ^ T ^ r :^ t Lr'^fzo 
^H-NMR (400MHz, CDCls) d : 1 . 48 (9H, s), 3. 96 (3H, 
s), 5. 10 (2H, s), 6. 75 (IH, dd, J = 8. 8, 2. 7Hz), 6. 
82 (IH, s) , 7. 11-7. 12 (IH, m) , 7. 23-7. 41 (7H, m) 
, 7. 60 (IH, dd, J = 8. 8, 2. 7Hz), 8. 12 (IH, d, J = 2. 7 
H z) , 8. 2 3 - 8. 2 4 ( 1 H, m) . 
E I -MSm/z : 4 5 7 (M*) . 
[0 7 4 61 

2) mm^t^m 

±ieN- t e r t 5 - ( 5 > -:^^;V:t ^ i^- 2 - e U v;V) -1- (6- 
^ 3 i^;v) - 1 H-if 3 5 K (0. 1 9 0 g) o 

^^/-;v(3. 8ml) 1 0%^-<yP^^-Rm (5 0%w e ts 0. 19g 

#^tL/i^t-^*v'; ^^';i^^)iiJ^n-r h^'^y^- (^ i57y-;i/-i:7nn.is;i/A) trfflS^ 
LllS^b^tJ (0. 1 1 5 g, 7 5%) ^®#tLT#/to 
[0 7 4 7] 

^H-NMR (400 MHz, CDCI3) S : 1 . 49 (9H, s), 3. 94 (3H, 

ffifE# 2005-3026716 
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s) , 6. 74 (IH, d, J = 8. 8Hz) , 6. 96 (IH, br s), 7. 05 
(IH, s) , 7. 16-7. 26 (2H, m) , 7. 58 (IH, dd, J = 8. 8, 
2. 7Hz), 8. 11 (2H, m), 8. 91 (IH, br s). 
E I -MSm/z : 3 6 7 (M^) . 
7C*:S-W : C19H21N5O3 • 0. ZbmOtLX 
mt^miC, 61. 36; H, 5. 83; N, 18. 83. 
*ilJ{t:C, 61. 35; H, 5. 65;N, 18. 74. 
[0 7 4 81 

[*Mf!)7] N- (2-tKn^v-l, 1 -l - 

3-tfvv;v) - 5- (2-tr';v;v) - i h- tr9V"-;v- 3 K 

[0 7 4 9 ] 
['ft 9 4 ] 



MeO N 
[0 7 5 01 

##^J 4 CO 1 - ( 6 - ^ h ^ V - 3 - ti° - 5 - ( 2 - 11° V v*";V) - 1 H - tf v 
V*-;V-3-5!7;VJK>m (2 0 Omg) . l-ji^;V-3- ( 3 - i^^ •^;VT 5 ^ T'n tf 
;v) :^r;i/.if>^M ^ (0. 1 9 5 g) . i - Kn^ v^>'y' h 'J T v--;v (0. 

1 3 7 g) ill, 1 -v^ ■f-;v- 2 - t Kn^>'M.f-;VT 5 > (6 7mg) o >=' n n ^ 
^> ( 1 Om 1 ) hVi^;UT^> (0. 3ml) =^inx.^ia-e 2 4 BfP^mS^ L 

mmLmmih^^ (i8 0mg, 6 6%) ^m^^tLxmfzo 



^H-NMR (400 MHz, CDCI3) §11. 26 (6H, s), 3. 72 (2H, 

d, J = 6. 3Hz), 3. 96 (3H, s), 4. 90 (IH, t, J = 6. IHz) 

, 6. 77 (IH, d, J = 8. 8Hz), 7. 03 (IH, br s), 7. 21-7 

. 26 (2H, m), 7. 43 (IH, dd, J = 7. 8, 0. 7Hz), 7. 60 (1 

H, dd, J=8. 8, 2. 7Hz), 7. 71-7. 74 (IH, m), 8. 12 (1 

H, d, J = 2. 7Hz) , 8. 4 7- 8. 5 0 (IH, m) . 

E I -MSm/z : 3 6 7 (M+) . 

TU^^fr : C19H21N5O3 • 0. 2 5H20i:L-C 

Sf^ jit :C, 61. 36;H, 5. 83;N, 18. 83. 

mM^:C, 61. 52; H, 5. 56; N, 18. 95. 



[*»J8] N- t e r t -■7'-5^;V- 1 - ( 6 - ^ 3 - H° V i>';V) -5- ( 2 - tf 

1; v;l/) - 1 H - t° 9 3-iJ F 




[0 7 5 1 1 



[0 7 5 2 1 



[0 7 5 31 
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['ft 9 5 1 




[0 7 5 4] 

##f!li2CDi- (6 f-;i/- 3 - If U -5 - (2-H°Vv;v) -lH-tf9 
y-;!^- 3 -:^;V5i^'^^^-9^;VJ^;^-r;i' (0. 2 3 6 g) cox b y t; Kn -7 7 (2 ml 
) , (0. 5 ml) . :?5.li^>Jc (1ml) OU^mm^. mUX'Tmit') ^ ^ 

-TKfnt/ (4 0. 7mg) ^m^iwmmwLfzo KmrnKim^mmTKM (o. 07 

0 m 1 ) ^Mx.tz1k. W^mJIT-g* LI- ( 6 - ^ - 3 - tf V v ;V) - 5 - 
(2-ifUv;v) - 1 H- 7y-;i/- 3 -5^?;wjJ^">^mov Am=^#fco ^iLi^J.±(7) 

#t>fL7t:*;l/5^^>^(^V A:^'^N, N - A T 5 K (4. 0ml) liZ^- 

^L. ^?aT- 1 - 1; Kndrv^^y^h ij Ty-;v (0. 1 6 6 g) , l-J^f-;v-3- ( 
3 - V ^ ^;VT 5 y y o e;^) 5& 5 V^m^A ( 0 . 2 2 9 g ) , RZf t e r t - 

y^)VT^y (0. 2 4 1ml) ^1]\iK,3 BmmWLfZo KJB'mz:^t^uuyi^)]yJ^-^ 

(1 5*fi) rfc-^W^inx^mL. «Ji*^7Klsm-t h V Ax-K^Lf::o 

m3m. mm^mmT^^Lnhivfzmm^iyv:^rj\^:^yj^^u-^v^^9y^- i^u 

n^;vA-^ iry-;v) -effiM LM^^fb^g-^ (o. i 3 7 g, 5 4%) ^T^}i^y7 

LX%fzo 
[0 7 5 5] 

^H-NMR (4 0 OMHz, CDCI3) ail. 49 (9H, s), 2. 60 (3H, 
s), 6. 84 (IH, br), 7. 18-7. 30 (3H, m), 7. 47 (IH, d 

like, J = 7. OHz), 7. 63 (IH, dd, J-8. 1, 2. 7Hz), 7 
. 72 (IH, t like, J = 8. IHz), 8. 40 (IH, d, ] = 2. 7Hz 
),8. 45-8. 55 (1 H, m). 
E S I -MSm/z : 3 3 6 (M+H)\ 

[0 7 5 6] 

mmm9'] N- t e r t -y^;l/- 5 - (5 -~>Ty- 2 - y;V) - 1 - ( 6 - p< 
h ^ V- 3 - ti° u v;v) - 1 H - tf -7 y"-;v- 3 - :^ ^ K 
[0 7 5 7] 
[<l: 9 6 ] 




[0 7 5 8] 

1) y)V^u^ ^ >;^)V^.y^6 - [ 5 - t e r t -y^;V:*;V/t^-f ;v- 2 - (6 
h^->-3 -ii°V v;v) - 2 H-tf9y-;v- 3 - 3 v -:7;i/j^;^x;v 
T;v=r>#;H:^T, ^MM6 ON- t e r t ;v- 5 - (5 - 1 Kn^v- 2 - li° 
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^-v: 119/ 



Vi^)^) -1- (6 2 - 1 H- tf7V-;v- 3 5 
K (2. 47g) a:t:Vv> (1. 79ml) oy^J^nn^^^ (49inl) vMl^, ^ 
?U-ete7X> U "^^V^tn^ (1. 24ml) ^i^T L 1 m^W^WLfzo KB 

^^^t^) -elt^L h V •7;l/:t-npt ^ (2. 8 3 g, 8 4%) ^Wii^tL 

[0 7 5 91 

^H-NMR (400 MHz, CDCI3) 8:1. 47 (9H, s), 3. 97 (3H, 
s), 6. 79 (IH, dd, J = 8. 8, 0. 7Hz), 6. 81 (IH, br s) 
, 7. 25-7. 27 (IH, m), 7. 56-7. 66 (3H, m), 8. 11-8. 
12 (IH, m), 8. 41 (IH, d, J=2. 4Hz). 
E 1 -MSm/z : 4 9 9 (M") . 
[0 7 6 0] 

2) mmit^m 

TJ^^^yWm^T. ^a-CvT><fc h V - n-7^-f-;^xX (5. 6 2 g) t-rVy^y^ 
( h V -7 JL^;^5j^;^-7^ A (0) (7. 70g)<^l, 2 n n ji^ >- 

(6 1ml) mmu^2^mM^MmL. ±my')y}^^^^^>:^^^^>^6 

- [5 - t e r t -:7^f-;V:*;V^-^'^-f 2 - (6-^ h^v-3-t°'; v;V) -2H- 

tf9 v"-;!^- 3 --f ;v] - 3 -If U v;v-^;^7";i' (2. 2 2 g) 01, 

> (50ml) v§?t=£-fiTL. Mtw, 2 2B#FBWn^Jti)fLL/Co ^r^lt^ RJSmtC|&fpRm 

trft^LHS'ffc^t/ (1. 5 0g, 9 0%) -^m^tx^xmzo 

[0 7 6 1 1 

^H-NMR (400 MHz, CDCI3) ^:1. 47 (9H, s), 3. 97 (3H, 
s), 6. 79-6. 81 (2H, m), 7. 33 (IH, s), 7. 57-7. 60 ( 
2H, ra) , 7. 9 5 - 7. 9 7 (IH, m) , 8. 09 ( 1 H, d, J=2. 9Hz) 
, 8. 68 (IH, d, J = 2. 2Hz). 
E I -MSm/z : 3 7 6 (M*) . 
TC^^tf : C20H20N6O3 LT 

ai^fS :C, 63. 82;H, 5. 36;N, 22. 33. 
mMm.'.C, 63. 76; H, 5. 32; N, 22. 36. 
[0 7 6 2] 

[m&MlO] N- t e r t 5 - ( 5 - :^ ;V/t^>f 2 - t: U v;V) -1- 
(6-^ h drv- 3 -tf V v;v) - m-'^yV-J^-Z-'^}^'^^'^^ K 
[0 7 6 3 ] 
[<b 9 7 1 




MeO 



[0 7 6 4] 
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1) 6 - [5 - (N-tert - fi^Jl^) *;V^N'^-f;V- 2 - ( 6 - > h ^ ~>- 3 - If 
- 2 H- tf 7 3 -^-'V] =-::i^>m. 

[0 7 6 5] 
Hh9 8] 




[0 7 6 6] 

^ife^iJ 9 ON- t e r t 5 - ( 5 - v T 7 - 2 - tf V v^;^) -1- ( 6 - p< 
h ^^rv- 3 - tf V v>'V) - 1 H- ti 7 3 - l^/^l/Ji^'^-^t § F (0. 7 0 g) (7)p<^7 

(14ml) tTYy\^ruyyy (14ml) m^-Mm^^. MW^:' 1 M^7Kmt 
i-YV^^ (9. 30ml) ^m^l^m^jmrnmLfzo ^Jtm. RJJ:.Ti^t37}ci:i^nn>^ 

mL. :^mmim7m.mi- w ^ j^^'^mLfzo -mmk. m&rmmi^s^Le- [5- 

CN- t e r t -y'^Ji') id 2 - ( 6 - ^ h ^ v- 3 - tf V v'";^) -2H- 

li°7y-;V-3-'l';V] (0. 5 7 2 g, 78%) LT#fco 

[0 7 6 7] 

^H-NMR (400MHz, CDCI3) 8 \ I . 48 (9H, s), 3. 97 (3H, 
s), 6. 80 (IH, d, J = 8. 8Hz), 6. 87 (IH, s), 7. 36 (IH 
, s), 7. 56 (IH, d, J = 8. 3Hz), 7. 64 (IH, dd, J = 8. 8, 
2. 7Hz), 8. 11 (IH, d, J=2. 7Hz), 8. 32-8. 35 (IH, m 
) , 9. 08 (IH, d, J = l. 5Hz) . 
E I -MSm/z : 3 9 5 (M^) . 
[0 7 6 8] 

2) i^m\:^m 

±|B6 - [5 - (N-tert -r^;^) i3 )\^- 2- (6-p«>^v-3-li° 

ijv;v) - 2 H- 3 --f ;v] =.^^yW. (0. 2 5 0 g) h^itr y^-^^ 

(0. 1 6 9 g) ^fflv^T. *M^!ll fc|Wjmo:^-ffi-t:-|gM^l:^tJ (0. 1 1 6 g, 4 7 
%) L-C#/io 
[0 7 6 9] 

^H-NMR (400MHz, CDCI3) d : I . 48 (9H, s), 3. 96 (3H, 
s), 6. 78 (IH, d, J=8. 8Hz), 6. 85 (IH, br s), 7. 30 
(IH, s), 7. 52-7. 54 (IH, m), 7. 59 (IH, dd, J = 8. 8, 
2. 7Hz), 8. 10 (IH, d, J = 2. 7Hz), 8. 19-8. 21 (IE, m 

), 8. 90 (IH, d, J = l. 7Hz). 
E I -MS m/ z : 3 9 4 (M+) . 

7tm^^: C2oH22N6 03 i: LT 

mWim.:c, 6 0. 9 0 ; H, 5. 62;n, 21. 31. 

IIM^:C, 60. 74; H, 5. 62; N, 21. 18. 
[0 7 7 0] 

C^Jfe^Jll] N- t e r t 5 - ( 5 - t: Kn ^ vp< 2 - i; v;V) - 

1- (6 3 v;v) -iY{-yd=7V~)\^-z-iJ)\y^^'^^ Y 

[0 7 7 1 ] 



tBfE^ 2005-3026716 
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[^ft 9 9 ] 




[0 7 7 2] 

r ji'^^y^m^T. MMM 1 0 (D 1) coe- [5 - t e r t -•7'-f-;v:*;v>'^'-=e-i';v- 2 

- (6 h^v- 3 -tf u - 2 H-ii7y-;v- 3 --r;v] -=3f->m(o. 2 
4 5 g) <7)7"h7li Fn-7 9> (4. 9ml) ^li^tc, m&X- 9 > -M'it'y ^ ^ }^^^ 

(0. 14 1ml) =^fiTL. 2BtFBltt#L/co Mt3. > -MvV ( 0 . 

2 8 2 ml) ^JPx 4 B^F^IW L/Co R^^>^t^'l^fP.^m7X*■:^ > V 'i' Ayjcvt^t h ^ n n .1^ 
;vA-^^5'y-;v (lOMi) rl^M^iPx.^^^L> «Ji=&«fttm^ > V at-^ 

- i^uuyi-sjVA-^ ^ y X-mULUm^lt^m (9 4. Omg, 3 9%) 
[ 0 7 7 3 ] 

^H-NMR (400 MHz, CDCI3) 47 (9H, s), 3. 94 (3H, 

s), 4. 72 (2H, s), 6. 75 (IH, d, J = 8. 8Hz). 6. 83 (IH 
, br s), 7. 14 (IH, s), 7. 40 (IH, d, J = 8. IHz), 7. 5 
9 (IH, dd, J = 8. 8, 2. 7Hz), 7. 73 (IH, dd, J = 8. 1, 2. 
2Hz), 8. 09 (IH, d, ] = 2. 7Hz), 8. 44 (IH, d, J = 2. 2H 
z) . 

FAB-MSm/z : 3 8 2 (M+H) \ 
7C*:9-^;f : C20 H20 Ne O2 • 0 . 5 H2 O i: LT 
S^ttlC, 61. 53; H, 6. 20; N, 17. 94. 
^M-fillC, 61. 75; H, 6. 30; N, 17. 79. 
[0 7 7 4] 

[«ffl 12] N - t e r t - 1 - ( 6 - ^ h ^ v - 3 - t° V y ;V) - 5 - (3 

- tf y - 1 H - 11 9 3 - 5 F 

[0 7 7 5] 
[<b 1 0 0 ] 




[0 7 7 6] 

##1?|J 13C01- (6-^h^v-3-t:i; _ 5 _ ( 3 - t° y ^S^^-y-;!/) - 1 H 

3 -5f;;V/K>^V ^-jz A:^ (162m g) ttert --f^J^T 5 > ( 1 
12 //I) ^Jiv^T. mMm\^nn(^1j^-^MMVC^^a 4 0%) =lrg#i: 

ffliE# 2005-3026716 
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[0 7 7 71 

^H-NMR (400 MHz, CDCls) S : I. 50 (9H, s), 3. 95 (3H, 
s), 6. 80 (IH, dd, J = 8. 8, 0. 5Hz), 6. 85 (IH, br s) 
, 7. 33 (IH, s), 7. 51 (IH, dd, J=8. 5, 4. 9Hz), 7. 59 
(IH, dd, J = 8. 5, 1. 7Hz) , 7. 68 (IH, dd, J = 8. 8, 2. 7 
Hz) , 8. 12 (IH, dd, J = 2. 7, 0. 5Hz) , 9. 12 (IH, dd, J 
= 4. 9, 1. 7Hz). 
E S I -MSm/z 13 5 3 (M + H) \ 
[0 7 7 8] 

mmmi 3] n- t e r t-r^;i/-i- (e-^ h^'>- 3 -if v -5- (2 
-tf9v-;v) - 1 H- tf vV-;!^- 3 K 

[ 0 7 7 91 

Uti 0 1] 



[0 7 8 01 

##'^J2 2(7)1- (6 h^v- 3 - tfV -5- (2 -li'^v-;^) -IH- 

9y'-;V- 3 -r^^VjJ^'^^ (0. 232 g) i:tert -yf-;VT5 > (0. 14 8m 
1) 1 t|WI#co^-&l?^M'fh'^lJ (14 1mg, 49%) ^T^;v-7r 

[0 7 8 1 1 

^H-NMR (400 MHz, CDCls) d : 1 . 49 (9H, s), 3. 97 (3H, 
s), 6. 80 (IH, d, J = 8. 8Hz), 6. 82 (IH, br s), 7. 33 
(IH, s) , 7. 61 (IH. dd, J = 8. 8, 2. 7Hz), 8. 13 (IH, d 
, J = 2. 4Hz) , 8. 44 (IH, dd, J = 2. 4, 1. 7Hz), 8. 49 (1 
H, d, J-=2. 4Hz) . 8. 74 ( 1 H, d, J = l. 5Hz) . 
E S I -MSm/ z : 3 5 3 (M+H)\ 
[0 7 8 2 ] 

imt^m 14] N- t e r t 5 - (4 -^^ -^^VT 5 y7ai-;V) - 1 - (6 

h^v-3 -tf V ^>''^;v) - 1 H-ti°9 V-;v- 3 K 
[0 7 8 3 1 
['fb 1 0 2 1 



MeO 





[0 7 8 4] 

##^fl 1 0 5 - 



(4 ->?^-^;vT5 y •7i-;v) -i - ( 6 h ^ v- 3 - if V ^5^' 
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- 1 H-lf 9 V'-;^- 3 (2 O 3 m g) t t e 1- t -^^ISyT ? 

(12 6/il) ^WJ7 i:m(^:^&-e«®'fb^% (2 0 2mg, 8 4%) 

[0 7 8 5] 

^H-NMR (4 0 OMHz, CDCI3) 8 \ \ . 47 (9H, s), 2. 96 (6H, 
s), 4. 17 (3H, s), 6. 62 (2H, d, J = 8. 8Hz), 6. 89 (IH 
, br s) , 6. 94 (IH, s), 6. 99 (l H, d , J = 9. 3Hz), 7. 1 
2 (2H, d, J = 8. 8Hz), 7. 35 (1 H, d, J = 9. 3Hz). 
E S I -MSm/z : 3 9 5 (M+H) \ 
7C^:9^lf : C21H26N6O2 • 0. 2 5H20i:LT 
afro fit :C, 63. 22;H, 6. 69;N, 21. 06. 
mM\\% :C, 63. 33;H, 6. 42;N, 20. 94. 
[0 7 8 6 ] 

imMm 15] N- t e r t 1 - (5 \ 2 -tf9>^-;v) - 5 - ( 

2 - tf U - 1 H - t° 3 - * 5 F 

[0 7 8 7] 
[jb 1 0 3 ] 




[0 7 8 8] 

##1?!) 1 1 <7? 1 - (5 h^->- 2 -li-^i^^-;!^) -5- (2-H°';v;V) -IH- 

tf^y-;^- 3 (0. 2 2 7 g) i: t e r t -y^-'VT^ > (0. 16 0m 

1) =^ffiV^T. 1 t |WI#<o:^fe-e^S'fb'^% (O. 19 7g, 7 3%) L 

[0 7 8 9] 

1 H-NMR (400MHz, CDCls) d \ \ . 49 (9H, s), 4. 03 (3H, 
s), 6. 87 (IH, s), 7. 18-7. 21 (IH, m), 7. 23 (IH, s) 
, 7. 55-7. 57 (IH, m), 7. 71-7. 76 (IH, m), 7. 98 (IH 
, d, J = l. 2Hz), 8. 33 (IH, d, J = l. 2Hz), 8. 37-8. 38 

( 1 H, m) . 
E I -MSm/z : 3 5 2 (M'') . 

7n*53-lf : C18H20N6O2 LT 

mm\M.:C, 61. 35; H, 5. 72; N, 23. 85. 
*ail:C, 61. 27; H, 5. 68; N, 23. 98. 
[0 7 9 0] 

\MMm\ 6] N- t e r t - ^f-;!/- 5 - ( 4 -i^'^ ^;VT 5 ^ 7 aLZ^;V) -1- (6 
h^->-3 -tfi; v;!/) - 1 H- if^ V-;v- 3 K 
[0 7 9 1] 
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[^b 1 0 4 ] 

/ 




[0 7 9 2 ] 

##i5!ll7<7)5- (4 - f-;VT^ y7x~;V) -1- (e-^h^v-S-tfUi^ 
- 1 H- tf9y-;V- 3--^)l^^ym (253mg) fctert -y^)VT^ > ( 1 
2 6 /u I) ^ffiV^-C. «^J7 W<7):^fe-C*S®'fb^% (2 2 6mg, 7 6%) 

[0 7 9 31 

^H-NMR (4 0 OMHz, CDCI3) S : 1. 48 (9H, s), 2. 96 (6H, 
s), 3. 95 (3H, s), 6. 62 (2H, d, J = 9. GHz), 6. 73 (IH 
, d, J = 8. 8Hz), 6. 83 (IH, br s), 6. 90 (IH, s), 7. 0 
6 (2H, d, J = 9. OHz), 7. 51 (IH, dd, J = 8. 8, 2. 7Hz), 
8. 19 (IH, d, J = 2. 7Hz). 
E S I -MSm/z : 3 9 4 (M+H)\ 
7£*^*f : C22 H27 N5 O2 i: LT 

MmiM :C, 67. 15;H, 6. 92;N, 17. 80. 
mWHUlC, 66. 96; H, 6. 90; N, 17. 87. 
[0 7 9 41 

imtUM 17] N - t e r t - 5 - (3 - v^-5^;VT5 yyju=.)V) -1- (6 

- b ^ V- - 3 - ti° U v;!') - 1 H - tf 9 y- 3 - :^ -y- 5 F 
[0 7 9 51 
['fb 1 0 5 1 




[0 7 9 6 1 

##^J1505- (3 - f-;VT5 y -1- (6 --^ h ^v- 3 - V 

;v) - 1 H- tf^ 3 (264mg) ttert -^'■^;VT 5 >' ( 0 

. 13 9ml) mtmi tmm<D:^-}^x-mm<t^m (1 9 4mg, 62%) ^ 

1 H-NMR (400MHz, CDCI3) 5:i. 49 (9H, s), 2. 87 (6H, 
s), 3. 94 (3H, s), 6. 46-6. 49 (IH, m), 6. 56-6. 57 ( 
IH, m) , 6. 68 (IH, dd, J = 8. 3, 2. 4Hz) , 6. 73 (IH, d, 
J = 8. 8Hz), 6. 84 (IH, br s), 7. 00 (IH, s), 7. 15 (1 

ffiiE# 2005-3026716 
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H. dd, J = 8. 3, 7. 6Hz), 7. 51 (1 H, dd, J = 8. 8, 2. 9Hz 

), 8. 17 (IH, d, J = 2. 2Hz). 
E S I -MSm/ z : 3 9 4 (M + H) 
[0 7 9 7] 

l 8] N- t e r t l - (6 h^v- 3 -tfV - 5 - 

(4 2 -tf V - 1 H- tf^y-;^- 3 K 

[0 7 9 8 ] 
[<k 1 0 6 ] 




[0 7 9 9] 

##M170 1- (6 h ^v- 3 -tf ^5^"^-;^) -5 - (4 -^-f-^V- 2 -liU 
v;!^) - 1 H-t°^y-;V- 3 -*;V'-K>'@^ (5 6 Omg) il t e r t -y'f-;!/T ^ > ( 
16 7// 1) ^ffiv^-C. 7 tlWI;|tO;^-&-e«M^b^t; (3 4 0mg, 5 2%) 

[0 8 0 0] 

^ H-NMR (400MHz, CDCls) S : 1 . 49 (9H, s), 2. 39 (3H, 
s), 4. 12 (3H, s), 6. 85 (IH, br), 7. 02 (IH, d, J = 5. 
OOHz), 7. 12 (IH, d, J = 9. 28Hz), 7. 17 (IH, s), 7. 4 
4 (IH, s), 7. 74 (IH, d, J = 9. 28Hz), 8. 20 (IH, d, J = 
5. OOHz). 

FAB-MSm/z 13 6 7 (M+H) \ 
[0 8 0 1 ] 

imiMn 19] N- t e r t -y'^)V- 1 - (6 h^i^- 3 >^;l') - 5 - (2 

- e U - 1 H - If 9 V'- ;v- 3 - 5& ^ K 

[ 0 8 0 2 ] 
[<b 1 0 7 ] 




[0 8 0 3] 

##^J4C0 1- (6-^ h^->-3-tfV>^'>'V) -5- (2 - tfi; S^;!') -lH-t°9 
;V- 3 - ^ >^ (880mg) fctert - T5> (2 17mg) ^ffiV^ 

-C. «15!17 i: [WI^co^^vi-e^lM-ft^t; (8 5 Omg, 8 1%) ^mi^t LXntzo 
[0 8 0 4] 

^H-NMR (400MHz, CDCls) ^:1. 49 (9H, s), 3. 96 (3H, 
s), 6. 76 (IH, d, J = 8. 8Hz), 6. 84 (IH, br s), 7. 18 
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-7. 24 (2H, m) , 7. 44 (1 H, d, J = 7. 8Hz) , 7. 60 (IH, d 
d, J = 6. 8, 1. 9Hz) , 7. 7 0 - 7. 7 3 (1 H, m) , 8. 12 (IH, d 
, J = 2. 4Hz) , 8. 47 (IH, m) . 
E 1 -MSm/z : 3 5 1 (M'') . 
Ttm^^ : C19H21N5O2 t LX 

SM:C, 64. 94; H, 6. 02; N. 19. 93. 
: C, 64. 97;H, 6. 06;N, 19. 86. 
[0 8 0 5] 

[«f!l2 0] N- t e r t -:7'f-;v- 1 - ( 6 - vT^ - 3 - tf' ; -5- (2- 

tf ij - 1 H - 7 y- ;v - 3 - * ;V53?^-9- 5 F 

[0 8 0 5] 
['fbl 0 8] 




[0 8 0 7] 

1) N- t e r t 1 - i6-^Vu^-^-3-}^')PJl^) -5- (2-11°';^ 
;v) - 1 H - 1;° ^ V- 3 - :^ ;V53^'^-9- ^ K 
[0 8 0 8 ] 
[^b 1 0 9 ] 




[0 8 0 9 ] 

m-MM 1 9 ON- t e r t -y^;V- 1 - (6 h^v- 3 - tTV - 5 - (2 

-eve^'^v) - 1 H-if^v*-;v- 3 K (4. 7 1 g) <D IM^^M-^^ 
^ J - (94ml) 1 . 5 m^tWkWmk. 1 4 B#Fh^ WL/io 

^ ^ - (^ y n n.i^;VA) -effi^LN- t e r t 1 - (6 - Fn 

^ V - 3 - 1; V ;v) - 5 - ( 2 - U - 1 H - tf 9 3 - :^ ;V/i^"dr-9- ^ F 

(4. 17g, 9 2%) =^ia#:i: L-C#/co 
[0 8 10] 

^H-NMR (4 0 OMHz, CDCI3) 511. 49 (9H, s), 6. 54 (IH, 
d, J = 9. 5Hz), 6. 80 (IH, br s), 7. 20 (IH, s), 7. 23 
-7. 26 (IH, m), 7. 46-7. 59 (3H, m), 7. 73-7. 78 (IH 
, m), 8. 50-8. 52 (IH, m), 13. 29 (IH, br s). 
E I -MSm/z : 3 3 7 (M*) . 
[0811] 
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^--J : 127/ 



2) y >^ ^ ^^^I'^yB.d - [3- (N- t e r t ;i//^-^-f ;v- 

5- (2-ii°';v;v) - 1 H-t;9 v'-;^- 1 -^;^] - 2 - if V v;vj^^t-;v 
±I2N- t e r t 1 - ( 6 - li Kn^v-- 3 - -5 - ( 2 - tf 'J 

- 1 H-tf^y-;^- 3 -5?7;^*"^-9-^ F (3. o o g) tm^kh V y ^i^^tu ^ 
y^)\^ihym (1 . 8 0ml) ^m^^r. miMm9<Di) tmw.<Dio'^x-yvy)^tu^ 
^>:^)v^>m.5 - [3- (N- t e 1- t --r'^^v) j?/;^/^-^^;^- 5 - (2-ii°';v;v 
) - 1 H- t°9y*-;v- 1 jv] - 2 - v;va^;:?>T-;^ (3. 2 9 g, 7 9%) "km 

[0 8 12] 

^H-NMR (400 MHz, CDCla) $11. 50 (9H, s), 6. 82 (IH, 
br s), 7. 22-7. 27 (3H, m), 7. 61-7. 63 (IH, m), 7. 
77-7. 82 (IH, m), 7. 94-7. 97 (IH, m), 8. 34-8. 35 ( 

1 H, m) , 8. 4 0-8. 4 1 (1 H, m) . 
E I -MSm/z : 4 6 9 (M*) . 

[0 8 1 3 1 

3) mm^it^m 

±%iVV y ^ ^ >7.)V7i^yM5 - [3- (N- t e r t -y"f^;^) :^ ^ ;l/ 

-5- (2 - tfi; i^JV) - 1 H- tf^y-iV- 1 - 2 - t: y v;V^J55.7^;v (3. 

2 8 g) ^ffiV^-C. *ifef!l9 0 2) tmmo-^mxmm'Wl^m d. 8 9g, 7 8%) =Sr 

[0 8 14] 

^H-NMR (400MHz, CDCI3) ail. 50 (9H, s), 6. 80 (IH, 

br s), 7. 26-7. 30 (2H, m), 7. 63-7. 65 (IH, m), 7. 

75 (IH, dd, J = 8. 3, 0. 7Hz), 7. 79-7. 84 (IH, m), 7. 

89-7. 91 (IH, ra), 8. 40-8. 42 (IH, m), 8. 62 (IH, dd 

, J = 2. 4, 0. 7 H z) . 

E I -MSm/z : 3 4 6 (MO . 

7£*^*f : CigHisNeOtLT 

mm^:C, 65. 88; H, 5. 24; N, 24. 26. 
mWHU :C, 65. 93;H, 5. 32;N, 24. 15. 
[0 8 15] 

2 1] N - t e r t - ■7'^;V- 1 - ( 6 - ^ ^ 3 _ 1; c;?;^) _ 5 _ 

( 2 - tf V v;V) - 1 H - 7 )l^-3-iJ 5 K 

[0 8 16] 
[^h 1 10] 



MM^^i 20<:ON-tert - 1- (6-vT7-3-tf'; v;^) - 5 - ( 2 - 

tiVv;^) - 1 H-tf 3 5 K (0. 5 0 g) <7)^^y-;u (10 

ml) tr- V 9 vuy^y (10ml) '^s^^mmz^ 1 m.^7}^Mit-t V y ^ ( 

7. 22ml) OW immmWl^fZo KmmK:^t^uUyi-^)VA^j]W 




o 



[0 8 17] 
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fzy^m.'^i^V i^^jV'A^M.^u-^ VV^y ^ - ^ nn*;vA) X-mmLU 

mit^m ( 0. 3 2 3 g, 6 0%) ^m^^tLxntzo 

[0 8 18] 

^H-NMR (400MHz, DMSO-de) d : 1. 40 (9H, s), 7. 33 (1 
H, s), 7. 35-7. 39 (IH, m), 7. 46 (IH, br s), 7. 72 ( 
IH, br s) , 7. 79-7. 81 (IH, m), 7. 89-7. 94 (IH, m) 
, 7. 97-8. 00 (IH, m), 8. 09-8. 11 (IH, m), 8. 13 (IH 
, br s), 8. 39-8. 41 (IH, m), 8. 56 (IH, m). 
FAB-MSm/z : 3 6 5 (M+H) \ 
[0 8 1 9 1 

[^ifef!l2 2] N- t e r t -:7^^^;v- 5 - ( 5 - Kn v- 2 - tf U -1- ( 

3 - t: >; - 1 H - t° 9 y^- 3 - ^ K 

[0 8 2 01 
['fb 1 1 1 ] 

HO^ ^ 



[0 8 2 1 ] 

1) N- t e r t 5 - ( 5 > >^~;V :t ^ v - 2 - tl U v ;V) -1- ( 3 - 
- 1 H-ii7y^-;v- 3 K 
[0 8 2 2] 
Utl 12] 



[0 8 2 3 ] 

1 8 <^ 5 - (5 --^>v;v:t^->- 2 -11 V -1- (3 -l 
H-tf^V-^V- 3 (4. 6 0 g) t t e r t -y'f^;VT5 > (2 . 5 8m 
1) ^ffiv>r. 1 t |WI;ii(7):^-St:-N- t e r t -yf-;V- 5 - (5-"^^v;V:t 

^ V- 2 - If 'J v;i/) -1- (3-t:Uv?;v) - l H- tf^ 3 -:;^?;^5j^'^-9-5 K 

(4. 6 4g, 7 3%) ^m^tLXnfZo 
[0 8 2 4] 

^H-NMR (400MHz, CDCls) ^11. 48 (9H, s), 5. 09 (2H, 
s), 6. 84 (IH, s), 7. 13 (IH, s), 7. 26-7. 43 (8H, m) 
, 7. 73-7. 75 (IH, m), 8. 19 (IH, d, J=2. 9Hz), 8. 53 
(IH, d, J = 2. 4Hz) , 8. 58 (IH, dd, J=4. 9, 1. 5Hz). 
E I -MSm/z : 4 2 7 (M*) . 





[0 8 2 5] 
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^--J : 129/ 



2) mm^t^m 

±|5N- t e r t -■7^f->'V- 5 - ( 5 - > ^ v- 2 - tf U -1- (3- 

- 1 H-tf 9y'-;^-3 K (4. 6 3 g) =^fflv^T. mMme 

(7)2) i: IWIttcT):;^^^-?:-^^^!:^^; (3. 5 5g, 9 6%) =Sril|#h LT#fco 
[0 8 2 6] 

^H-NMR (400 MHz, CDCI3) S : 1 . 49 (9H, s), 6. 86 (IH, 
s), 7. 13 (IH, s), 7. 20-7. 23 (IH, m), 7. 44-7. 50 ( 
2H, m) , 7. 91 (IH, d, J = 2. 9Hz) , 7. 9 9 - 8. 0 2 (IH, m) 
, 8. 42 (IH, d, J = 2. 4Hz) , 8. 50 (IH, dd, J=4. 9, 1. 5 
Hz),10. 84(1H, br s). 
E I -MSm/z 13 3 7 (M*) . 
7G*^*f : C18H19N5O2 • 0. 2 5H20tLT 
mmiU'.C, 63. 24; H, 5. 75; N, 20. 48. 
mmi&:C, 63. 16; H, 5. 47; N, 20. 22. 
[0 8 2 7] 

[MMM 23] N-tert - 5 - ( 5 - T 7 - 2 - t; V v;^) - 1 - ( 3 - 

ti° U v;v) - 1 H - 9 y-'- 3 - 5 K 
[0 8 2 8] 
['fb 1 1 3 ] 



NO 




[0 8 2 9] 

1) h U •7;^:tn^ ^ >@^6 - [5- (N - t e r t - y^^-f^;^) 

2- (3-trvs?;^) - 2 H- tf 9 3 ;v] - 3 - tf y 

^ifeM2 2 <^N- t e r t 5 - ( 5 - t Kn^r v- 2 - if V i^';V) -1- ( 

3- ifUv>~;v) - 1 H- v^-;v- 3 -p^?;v>J^'^-9-5 F (2. 4 2 g) ^fflV^T. 

M 9 <^ 1 ) t |W|#<7);^-fe-e h U y;V;r n;^ ^ yft 6 - [ 5 - (N- t e r t - y' 

^)]/) ^;v/t^-f ;v- 2 - (3-iiUv;^) - 2 H- if 9 y^-;v- 3 - ^ ;v] -3-t:V 
(2. 9 2 g, 8 8%) ^ia#:t LT#/io 

[0 8 3 0] 

^H-NMR (400MHz, CDCI3) d : 1. 49 (9H, s), 6. 82 (IH, 
s), 7. 30 (IH, s), 7. 39 (IH, dd, J-8. 2, 4. 8Hz), 7. 
63-7. 74 (3H, m), 8. 36 (IH, d, J = 2. 7Hz), 8. 57 (IH 
, d, J = 2. 4Hz). 8. 64 (IH, dd, J=4. 8, 1. 6Hz). 
E I -MSm/z 14 6 9 (M*) . 
[0 8 3 1 ] 

2) Mmb^t/ 

±15 h V7;v:tn^ iJ' >'^;V5^>^6 - [5- (N- t e r t -:/-5^>'V) *;v^N'^-f;i/ 

-2- (3-ii';v;v) - 2 H-ii7y'-;i'- 3 - 3 - tf V v;vj:.y^x;v (2. 

5 1 g) ^m^^x. mmm9(D2) fciwj;^<7):^-^-e«a'fb^t) (i. 53g, 83%) ^ 

[0 8 3 2] 

^H-NMR (400MHz, CDCI3) S : 1. 49 (9H, s), 6. 82 (IH, 
s), 7. 36 (IH, s), 7. 39-7. 43 (IH, m), 7. 66 (IH, dd 
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: 130/ 



, J = 8. 3, 1. GHz), 7. 72-7. 75 (IH, m), 7. 99-8. 02 ( 
IH, m), 8. 55 (IH, d, J = 2. 4Hz), 8. 63 (IH, m), 8. 66 
(IH, dd, ] =4. 9, 1. 5Hz). 
FAB-MSm/z : 3 4 7 (M + H) *. 
ytm^^ : CigHisNeO t LX 

SUttlC, 65. 88; H, 5. 24; N, 24. 26. 
^MiU'.C, 65. 70; H, 5. 17; N, 24. 09. 
[0 8 3 3 ] 

imMin 24] N-tert - -f^JV- 5 - ;V- 2 - t: V - 1 - 

( 3 - tf V - 1 H - If 9 V- 3 - 5& ;v.i?:3s^-9- 5 K 
[0 8 3 4 ] 
['fb 1 1 4 ] 



230N-tert - ■7^f-;V- 5- (5-vTy-2-tf'; viV) - 1 - ( 3 - 
ti°';v;v) - lll-}d^V~)V-3-^}l^^'^^^ V (0. 4 0 g) ^fflv^T. ^^{?D2 

1 tmmoijmxmm'it^m (o. 2 1 e g, 51%) ^m^^tLxntzo 



^H-NMR (400MHz, DMSO-de) S : 1. 39 (9H, s), 7. 39 (1 
H, s), 7. 43 (IH, br s), 7. 48-7. 51 (IH, m), 7. 61 ( 
IH, br s),7. 81-7. 87(2H, m),8. 13(1H, br s),8 
. 26-8. 28 (IH, m), 8. 57-8. 61 (2H, m), 8. 79-8. 80 
(1 H, m) . 

FAB-MSm/z 13 6 5 (M+H) \ 
TC^^^Ff : C19H20N6O2 • 0. 2 5H20hL-C 

mmm:c, ei. 86; h, 5. 60; N, 22. 78. 

WJ^ft:C, 61. 57; H, 5. 33; N, 22. 58. 
[0 8 3 7] 

[*i&1?!l2 5] N-tert 5- (5-^h^v-2-k:iJ _ i _ (3 

- tf V - 1 H - 9 ;v - 3 - ^ K 

[0 8 3 8] 
[<b 1 1 5 ] 




[0 8 3 5] 



[0 8 3 6] 



MeO 




ffiiE# 2005-3026716 



#11 2004-321117 



^-v : 131/ 



[0 8 3 9] 

T;Vn^^#ia^T> *ifef!l2 2 ct^N- t e r t -^'-f-;!^- 5 - (5 - 1 Kn^rv- 2 - 

ti'jv^v) -1- (3 - - 1 H- 1;9 y'-;v- 3 -^^v^i^'^-y-? F (O. 3 0 
g) (^x h 7 t Kn^y >' (6 m 1 ) MU-^' 2 . OM- ( h V ^ U ;v) 

':/'TV^ i5'>'<^^^^f (0. 4 8 9ml) LMUX- 2 0 ^mmWLfZo KB 

l^tc h ^^;vr ^ > (0. 13 6ml) ^13]}^. 1 0 ^mUW^ks ^K. VC^uu^^^z/ 
(6ml) ^Jnx.^ 2. OM- ( h U ^V) T ^ ^V^?^ (0. 

4 8 9 ml) =^riTLM?a-t:- 1 B^fBiaS^L/Co SJSIS^C p< / -;V (3ml) ^iPx.^ 

^'yy^- (f^m^f-;v-i5^nn>^;VA) T^ffi^LM'fb'^tl (0. 1 4 5 g, 4 5%) 

10 8 4 0] 

^H-NMR (400MHz, CDCI3) 8 \ 1 . 49 (9H, s), 3. 85 (3H, 
s), 6. 84 (IH, br s), 7. 14 (IH, s), 7. 20-7. 23 (IH 
, m) , 7. 3 3 - 7. 3 7 ( 1 H, m) , 7. 4 2 - 7. 4 4 (IH, m) , 7. 73 
-7. 76 (IH, m) , 8. 12 (IH, m) , 8. 5 7 - 8. 5 8 (IH, m) . 
FAB-MSm/z 13 5 2 (M + H) \ 
[0 8 4 1 ] 

[^Mfi2 6] N- t e r t -•7'f-;i'- 5 - ( 5 - t Kn ^ v ^ 2 - If V i^^V) - 

1- (3-t;';v;v) - 1 H- tr^ v*-;^- 3 K 
[0 8 4 2] 
[-fk 1 1 6 ] 




[0 8 4 3] 

1) 

r;V=f>#!iI^T. *M#!I2 3 c7)N- t e r t 5 - (5 -vT^ - 2 - li >; 

v;!^) -1- (3 - ti v ~:>';v) - 1 h- if ^ 3 ->&;V'-K^-9-^ K (0. 92 9 g 

) (DTyyy^Y^-yyy (i9mi) or-ei. 0 1 M-7lc^<b^^-r y^-5^;v 

T;V5 --^AO h;ixji>^M (4 . 25ml) =&rST L 7 0 ^PB^it^ L/co 1. 0 

1 M-7jc*'fbvM y yf-;WT;i/5 A(7? h ;l/jc>'vt?t (4 . 25ml) 4:fiTL80^ 

r^WLfco sjsmt' 4te«7jc-M (1 0ml) ^Snxg?aT'4 5^rBiitm^. rjs 
:?^7t^^o^ ^ y (1 9ml) ri'^^^ym-Wi%~r. m^-^iYMit'^-'^^^ y 

u-^A (0. 223g) =^inx.M-s-e 1 3 nwiWf^\^fzo KBm^tm'^^im^ y')t> 

^nn4^;VA) T-fflMLM-ffc^tJ (0. 1 5 2 g, 16%) LT#f;:o 
[0 8 4 4] 

1 H-NMR (400MHz, CDCI3) 8 \ \ . 48 (9H, s), 4. 71-4. 7 

2 (2H, m) , 6. 85 (IH, br s) , 7. 18 (IH, d, J = 0. 7Hz) 

, 7. 34-7. 37 (IH, m), 7. 48 (IH, d, J = 8. iHz), 7. 73 
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^~-J : 132/ 



-7. 78 (2H, m) , 8. 3 9- 8. 4 0 (l H, m) , 8. 51 (IH, d , J = 
2. 7Hz), 8. 57 (IH, d, J=4. 2Hz). 
FAB-MSm/z : 3 5 2 (M+H)\ 
TC^^If : C19H21N5O2 • 0. 2 5H20i:LT 

C, 64. 12; H, 6. 09; N, 19. 68. 
C, 6 4. 2 3 ; H, 6. 1 0 ; N, 1 9. 6 8. 
[0 8 4 5] 

2 ) N - t e r t - 1 - ( 3 - tf V - 5- (5-tert-y>^v:^;^ 

;VT 5 y p< 2 - tf V v;v) - 1 H - tf^ v'-;v- 3 - * ;v>i^'^'i^ 5 F 
[0 8 4 61 
[<t 1 1 7 ] 




[0 8 4 7] 

JilB-e#/i [A^] i:. 1 m^cTKm-fb^ h V "i^ ATfcvM (60ml) t^uuyi-s)PM,^1]U 

/c^^it(7) y^J^y-;!^ (6. 3ml) ^ ^y^tr h 'J ji^;vt ^ >- ( 0 . 6 0 1ml) 

V- t e r t h (0 . 4 7 1 g) ^y-;v (6. 3ml) ^# 

n-7 h -7 -i- - (|tM-^f->'V-^'nn.i^;VA) -e^ftiLN- t e r t 1 - ( 
3 - t: V v;!/) - 5- (5-tert-r h ^ * ;v T 5 7 ^ 2 - 11° V i^';^ 

) - 1 H-H°9y^-;v-3 ^ K (8 4. Omg, 10%) ^T^j^-yr;^^ 

[0 8 4 8] 

^H-NMR (400 MHz, CDCI3) d : 1 . 45 (9H, s), 1. 49 (9H, 
s), 4. 31-4. 32 (2H, m), 4. 91 (IH, br s), 6. 84 (IH 
, br s), 7. 21 (IH, s), 7. 34-7. 37 (IH, m), 7. 47 (l 
H, d, J=8. IHz), 7. 67-7. 69 (IH, m), 7. 72-7. 75 (1 
H, m) , 8. 3 3 - 8. 3 4 (IH, m) , 8. 54 (IH, d. J = 2. 4Hz) , 
8. 58-8. 60 (IH, m) . 
FAB-MSm/z : 4 5 1 (M+H) \ 
[0 8 4 9] 

mmm 27] n - t e r t - rf-;^- 5- (5 -r < y 2-\£V y ;v) - i - 

{3 - ^V v;v) - 1 H - tf 9 V- ;v- 3 - :^ ^ K:^^:^ 
[0 8 5 0] 
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['fb 1 1 8 1 




[0 8 5 1 1 

mtkin 2 6 O 2 ) h ixfz N - t e r t - 1 - ( 3 - U - 5 - ( 5 

- t e r t -yh ^v5!7;v^'^;^T 5 y 2 - try v;^) - 1 H- tf9y'-;v- 3 

-5&;U*'dr^f5 K (7 4. Omg) 1 ^ ^ >'V'^?W ( 6 m 1 ) ^tDx. 6 0 

Jnx^lSL. TKif 07jc=^«J±T^*LIIM'fb^% (5 5. Img, 7 7%) LX 

[0 8 5 2] 

^H-NMR (400MHz, DMSO-de) 39 (9H, s), 7. 33 (1 

H, s), 7. 41 (IH, s), 7. 51-7. 55 (IH, m), 7. 83 (IH, 
d, J = 8. IHz) , 7. 8 8 - 7. 9 0 (IH, m) , 8. 0 0 - 8. 0 3 (IH, 
m), 8. 40 (2H, br s), 8. 45 (IH, s), 8. 55 (IH, d, J = 
2. 2Hz), 8. 61 (IH, d, J=4. 9Hz). 
FAB-MSm/z 13 5 1 (M + H) \ 
[0 8 5 3 ] 

28] N-tert-yf-;v-5 - (5-^nn-2-tfV - 1 - ( 3 - 

ti i; - 1 H - tf 9 v*-;v- 3 - ;vjj?dr-9- < k 
[0 8 5 4 ] 
[<k 1 1 9 ] 



CI 




[0 8 5 5] 

##^fl2 5<^5- (5-^nn-2-i;°y -1- ( 3 - tf U -IH-tf^ 

;V- Z-ts >m (348mg) ttert - 7'5^;VT 5 > (19 5/^1) ^ffiV^ 
1 t ( l 7 3 m g, 4 2%) LT#7to 

[0 8 5 6] 

^H-NMR (400MHz, CDCls) 8 \ \ , 49 (9H, s), 6. 84 (IH, 
br), 7. 27 (IH, s), 7. 38 (IH, dd, J-8. 18, 4. 76Hz) 
, 7. 49 (IH, d, J = 8. 18Hz), 7. 74 (2H, m), 8. 36 (IH, 
d, J=2. 08Hz), 8. 54 (IH, d, J=2. 08Hz), 8. 62 (IH, 
dd, J = 4. 76, 1. 47Hz). 
FAB-MSm/z 13 5 6 (M+H) \ 
[0 8 5 7] 
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[^:^^J2 9] N- t e r t 5 - ( 4 - ;^ ;v/'^^^-r ;v "7 a^^;^) -i - (s- 
vf U - 1 H - tr 7 V-;!^- 3 - 5 F 

[ 0 8 5 81 

2 0] 



[0 8 5 91 

1 ) N - t e r t - •7'f^;V- 5 - (i -i^T ^ y - 1 - ( 3 - tf U - 1 H 

- tr 9 y- ;v- 3 - 5 K 

###!12 40 5- (4 -'>Ty 7 - I- (3-t°';v;V) -lH-tf9y'-;l^ 

- 3 -5&;Vs^*>m (0. 374g) ttert -■7'f-;VT5 > (0. 2 6 9ml) =lrfflv^ 

1 i:^^(^;^V*-t:-N- t e r t -y5^;V- 5 - ( 4 - v T 7 7 -^V) -1- 
(3-li°Uv;V) - 1 H-e'7y-;V- 3 K (O. 413g, 93%) ^ 

[0 8 6 01 

^H-NMR (400MHz, CDCI3) 49 (9H, s), 6. 82 (IH, 

br s), 7. 12 (IH, s), 7. 31-7. 33 (2H, m), 7. 38 (IH 
, dd, J-8. 1, 4. 9Hz), 7. 61-7. 65 (3H, m), 8. 58 (IH 
, d, J = 2. 4Hz), 8. 65 (IH, dd, ] = 4. 9, 1. 5Hz). 
E I -MSm/z : 3 4 5 (M"') . 
TC^^If : C20H19N5O i: LT 

mmiM :C, 69. 55;H, 5. 54;N, 20. 28. 
mmiW.C, 69. 53; H, 5. 53; N, 20. 17. 
[0 8 6 1 1 

2) mm^t^m 

±ieN- t e r t -yf-;V- 5 - (4 - vT^ -1- (3-t;°yv;i/) -1 

H-li°7y-;v- 3 K (0. 3 1 4 g) ^ m^^X . 2 1 trnW-Olj 

mxmmit^^^ (o. 1 9 1 g, 57%) ^@i#i:LT#7to 

[0 8 6 21 

^H-NMR (4 0 OMHz, DMSO-de) d : 1. 40 (9H, s), 7. 08 (1 
H, s), 7. 33-7. 43 (4H, m), 7. 50 (IH, dd, J-8. 2, 4. 
8Hz), 7. 79-7. 86 (3H, m), 8. 01 (IH, br s), 8. 57 ( 
IH, d, J = 2. 7Hz) , 8. 61 (IH, dd, J = 4. 8, 1. 3Hz). 
E I -MSm/z : 3 6 3 (M*) . 
7n*^|Jf : C20H21N5O2 • 0. 2 5H20ilLT 
llf^'(it:C, 65. 29; H, 5. 89; N, 19. 03. 
MMit'.C, 65. 45; H, 5. 77; N, 18. 91. 
[0 8 6 3 1 

[mMM3 0} N- t e r t -yf^;v- 1 - (5-^h^v-l, 3, 4-^Ti^^Ty- 
2 --f ;i/) -5- (2-t°';i/;v) - 1 H- y-;v- 3 - 5 F 



o 




[0 8 6 4] 
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['fb 1 2 1 1 




[0 8 6 5] 

1) N- t e r t --/^JV- 1 - (5-^f-;Vf-:t- 1 , 3, 4 -f-T vT 2 - 

4 )\^) -5 - (2-t°Vv;v) - 1 H-e 3 F 

##ffli9<7)i- ( 5 -if-;vf-^- 1 , 3, 4 -^rvTV-;!/- 2 -5- 
( 2 - tf V - 1 H - tf 9 v'-;v- 3 - p^; J^^^ym. (O. 9l9g) J:tert-7'' 
^;VT5 y (0. 5 7 6ml) ^ffiV^T. ^Sfe^J 1 t |Wi;^<7):&v*T'N- t e r t 
-1- ( 5 1 , 3, 4 -f^T vTy°-;v- 2 ;v) -5 - (2-li°';v 
;u) - 1 H- v'-;v- 3 K (1 . 0 5 g, 9 8%) =£rT^;w7Txa: 

[0 8 6 6 1 

^H-NMR (400MHz, CDCI3) § : 1. 44-1. 48 (3H, m), 1. 4 

8 (9H, s), 3. 30-3. 36 (2H, m), 6. 75 (IH, br s), 7. 
16 (IH, s), 7. 28-7. 31 (IH, m), 7. 61 (IH, d, J = 7. 8 
Hz), 7. 75-7. 80 (IH, m), 8. 54-8. 55 (IH, m). 

E I -MSm/z : 3 8 8 (M+) . 
[0 8 6 7] 

2) N- t e r t -^-^JV- 1 - ( 5 -^■f-;V^ ;V 7 ^' — ;V- 1 , 3, 4-f-TvTy- 

;v-2--r;v) -5- (2-ei;v;v) - i H-n'^V-;!/- 3 -:?7;V'K^-9-5 K t;v 

3'>#ia:^T^ ±f2N- t e r t -■7'f-;V- 1 - (5 1 , 3, 4-^Ti^ 

Ty-;v- 2 --r ;v) -5- (2-iii;v;v) - i H-ii°7 V-^v- 3 K 
(1. 04g) (7)i?^^uu^ ^y (2 1ml) mm^. Mr^-e 3 -i^ uuM'^MMB. ( o 

. 5 0 8 g) ^Snx.3 0^r^it#L./Co >RiS?i^tc|&fn^:t?m-t h V -^AtK^^-^ (4 0 m 
1) . mm^m:^^i- W ^ J^TKmW. (4 0ml) . R-CPiruu^s)VM,^1]UK.^mV. m 

ij^ii'ijy ^^"a-^y^^^yy 4 ~ (M'^gt^^-'V-^' nn;^;vA) -efS^LN- t e r t — 
1 - ( 5 - j:-^;v:^;w'7 1 , 3, 4 -•f-T vTy'-;v- 2 --f ;v) -5 
- (2 >>';v) - 1 H-tf7 V'-;v- 3 -:^;v;jedf-^f ^ K (0. 8 6 Og, 8 0%) 

[0 8 6 8] 

^H-NMR (400MHz, CDCI3) 5 \ \ . 38-1. 41 (3H, m), 1. 4 

9 (9H, s) , 3. 2 0 - 3. 3 8 (2 H, m) , 6. 76 (IH, br s) , 7. 
20 (IH, s), 7. 31-7. 35 (IH, m), 7. 63 (IH, d, J = 7. 8 
Hz), 7. 79-7. 83 (IH, m), 8. 53-8. 54 (IH, m). 

E I -MSm/z : 4 0 4 (M") . 
[0 8 6 9] 

3) mm\.-^m 

±|EN- t e r t --/f-^v- 1 - ( 5 - j^f-;i^;^;v-7 ^ 1 , 3, 4--f-TvTV' 
-;v-2-^;v) -5 - (2-ii';v;v) - i h- 3 - * ^ F (0 

. 8 5 0 g) c7)^ ^ y (I7ml) Y y y y (I7ml) Wi'k\^W.\^. 

MrU-^^ 1 la^TKm^k^ h U A ( 8 . 5ml) ^tJDx. 1 0 ^^PbIW L/co R/SIK^CtIc t iJ' 

miE#2 005-3026716 
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^~-J : 136/ 



M,) x-mmLmm^h^m (o. s 7 9 g, 5 0%) ^mi^thxntzo 

[0 8 7 0] 

^H-NMR (400 MHz, CDCI3) S : 1 . 48 (9H, s), 4. 21 (3H, 
s), 6. 76 (IH, br s), 7. 16 (IH, s), 7. 27-7. 30 (IH 
, m) , 7. 6 0 - 7. 6 2 (1 H. m) , 7. 7 5 - 7. 7 9 (IH, m) , 8. 54 
- 8. 5 6 (1 H, m) . 

E I -MSm/z : 3 5 8 (M*) . 
jim^m : C16H18N6O2 StLX 

m^mM:C, 53. 62; H, 5. 06; N, 23. 45;S, 8. 95. 

mmm:c, 53. 53; h, 4. 90; n, 23. 45;s, 8. 94. 

[0 8 7 1 ] 

[^mm 3 1] N - t e r t - y'^)l^- 1 - ( 6 - ^ h ^ - 3 - ^ U v - 5 - (1 
1 H- t:'n-;v- 2 - 1 H-H°9v"-;v- 3 - K 

[0 8 7 2 1 
['fb 1 2 2 ] 




[0 8 7 3 ] 

##15J2 3C0 1- (6 h ^ V- 3 - t° y -5- ( 1 - ^ f^^V- 1 H - tfn - 

;v- 2 - ;V) - 1 H - tf 9 y- }V-3-iJ ^V*' (0. 232g) ttert - -f^ 
}VT<y (0. 14 8ml) ^fflV^-C. 1 |si«<o:^'S-es®'ft:'^J^ ( l 4 7 m g 

, 5 3 %) Lxntio 
[0 8 7 4] 

^H-NMR (400 MHz, CDCI3) S : 1. 49 (9H, s), 3. 40 (3H, 
s), 3. 95 (3H, s), 6. 01 (IH, dd, J = 3. 7, 1. 7Hz), 6. 
12 (IH, dd, J = 3. 7, 2. 7Hz), 6. 69-6. 73 (2H, m), 6. 
85 (IH, br s) , 6. 96 (IH, s), 7. 44 (IH, dd, J=8. 8, 
2. 7Hz), 8. 12 (IH, d, J = 2. 7Hz). 
E S I -MSm/ z : 3 5 4 (M+H)\ 

jtm^^Jf: C19H23N5O2 1 LT 

msmiU :C, 64. 57;H, 6. 56;N, 19. 82. 

^PHllC, 64. 57; H, 6. 55; N, 19. 71. 
[0 8 7 5] 

immm 32] N- (cis-2-T5yv^'nynH°;u) - l- (6-^h^v-3- 

if 1; V ;v) - 5 - -7 — 1 H - ti 9 3 - :^ 5 K 

[0 8 7 6] 
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mi 2 3] 




[0 8 7 71 

##f!l5<^l- ( 6 h 3 - - 5 --7 1 H- 

3 K (295mg) tN-t Kn ~> 3 /^ ^-f ^ p (1 1 5mg) ^ R 

XfY V Ji^;i/T^ y (4 4 6 1 ) (T^y^nn^ > (1 Om 1 ) 1 

3- (3 -e^'^f-;VT5 y T'nif) :*;V5Kv-f 5 Kmmm (2 3 0mg) =^irax.S?a2 B# 
r^4t# L/io ^(7)K)S?£=^c i s-1, 2 - 5 y ->;^ n ^'n/N-^-igmil (2 9 0 m 
g) th'JJ^^;^T5> (557y«l) (7)>>-i:7nny<$7y (20ml) Mri^l^l^ 5 ^i}^i'!r 

xmT'iks m^-^^ 1 3 m^mwLfzo KBmz.immk7mi- v v ^^ymmt > ^ n □ 

Hi^ LIIM^b^t/ (15 7mg, 4 4%) ^-m^mtLX^fZo 
[0 8 7 8 1 

^H-NMR C400MHZ, CDCls) ^:0. 44-0. 51 (IH, m). 1. 0 

4- 1. 12 (IH, m), 2. 59-2. 66 (IH, m), 2. 97-3. 06 (1 

H, m), 3. 94 (3H, s), 6. 71 (IH, d, J = 8. 8Hz), 7. 04 ( 
IH, s) , 7. 18-7. 25 (2H, m) , 7. 2 8 - 7. 3 7 (3 H, m) , 7. 
37-7. 43 (IH, br), 7. 48 (IH, dd, J = 8. 8, 2. 7Hz), 8 
. 12 (IH, d, J = 2. 7Hz). 
E S I -MSmXz : 3 5 0 (M+H)\ 
[0 8 7 91 

IMtkM 33] N- (cis-2-vyf-;VT5yv^ny°nii;v) - l- {6-^ 
3 >>'jv) - 5 --7 1 H-ii°vy'-;i'- 3 vmBM 

[0 8 8 01 
[<b 1 2 4 1 




•HCI 



[0 8 8 1 1 

MMM 32<DN- (cis-2-T^y>'^n7°ntf;v) - l- (6-yh^v-3- 
tri;v;V) - 5 1 H- tf 3 5 K (9 2mg) t3 5 

T;VT^t K7Xv#'l: (2 0 8 /. 1 ) . XOT^ (150/^1) (7)JL^ ( 1 0 

ml) MtrvT7 7XIS'fb*'>*-^ b V A (6 6mg) * inx^y^-e 2 BtPeim^ L/co 

i s-2-vy5^;VT5y v^'n-/nt:;v) - l- ( 6 b ^ v- 3 - V v;w) -5 

aiaE# 2005-3026716 
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-•7x-;v- 1 H- t:°9V'-;v- 3 ^ K (9 3mg) ^SrM^^ttJ ^ LT#/io 
;i(DiJ Jl^yt'^^ ^ K#<^^^-/-;V (1 0ml) lUMM-^^ ^ -Ji^'i^W. (0 

. 2 5ml) ^:mx.mWLfzo RBmmtm&T'^^mm^t^'Ya (97mg, 82%) t 

mwt Lxntzo 

[0 8 8 2] 

^H-NMR (400MHz, DMSO-de) d : 1 . 28-1. 38 (IH, m), 1 
. 43-1. 52 (IH, m), 2. 83 (3H, br s), 2. 92 (3H, br 
s), 2. 99-3. 11 (IH, m), 3. 87 (3H, s), 6. 91 (IH, d, 
J = 8. 8Hz), 7. 16 (IH, s), 7. 26-7. 33 (2H, m), 7. 36 
-7. 45 (3H, m). 7. 72 (IH, dd, J = 8. 8, 2. 7Hz), 8. 18 
(IH, d, J=2. 7Hz), 8. 60-8. 69 (IH, br), 9. 72-9. 8 
8 ( 1 H, b r ) . 

E S I -MSm/z : 3 7 8 (M + H) \ 
[0 8 8 3] 

[*MM3 4] N- (tin V 3 -^;v) -1- ( 6 - p< h ^ i/- 3 - t; V i^;V) - 

5 --7 1 H- tr^y-;!/- 3 ^ m^:^ 

[0 8 8 4] 
['fb 1 2 5 ] 




[0 8 8 5] 

1) N- (N' v?^7;v!}^'-;vt:n ij 3 ;v) - l- (6-^h^ 
V- 3 - tf i; v;u) - 5 --7 ji-;v- 1 H- tf 9^'-;^- 3 -*;v:4f^-if 5 K 

##M5cD-i- (6 3 - tf 'J -;^';v) - 5 - ^7 1 H- V-;^ 

- 3-^)i'^>m. (4 4 3 m g) ^:###IJ2 7 <^3 -T5 7 tfn V l -:<;;V.-K>m 
^> v;vj:.7>7^;v h U ■7;v^ni^^ (5 0lmg) ^fflv^r. ^JSM 7 t Iw]#w^-^-^-N 

- (N' --^y v:^';v4<'— ;i'tin V V >- 3 ;v) -i - (6-;^h^->-3 
-tfVv;^) - 5 -7i-;V- 1 H-E° 9y^-;i/- 3 F (6 3 3 mg, 8 
4 %) ^rfi#tt/^: bT#fco 

[0 8 8 6] 

^H-NMR (400MHz, CDCI3) $ : 1 . 93-2. 08 (IH, br m), 

2. 21-2. 32 (IH, br m), 3. 36-3. 47 (IH, ra), 3. 50- 

3. 64 (2H, m) , 3. 7 6 - 3. 8 4 (IH, m) , 3. 95 (3H, s) , 4. 
6 5 -4. 7 3 (IH, m) , 5. 14 (2H, s) , 6. 74 ( 1 H, d, J = 8. 8 
Hz), 7. 00 (IH, d, J = 7. 3Hz), 7. 03 (IH, s), 7. 18-7 
. 27 (2H, m) , 7. 28-7. 41 (8H, m) , 7. 50 (IH, dd, J = 8 
. 8, 2. 7Hz), 8. 11 (IH, d, J = 2. 7Hz). 

E S I -MSm/z : 4 9 8 (M+H) 
[0 8 8 7] 

2) lia-fk^ii/ 

±ISN- (N' -^y-J)P:^^iyij )l^^=-)V}£uV -jy- 3 )\^) -1- (6-^h 
-J)V) - 5 -•7i^;v- 1 H- tr^y'-;^- 3 K (6 2 2 
mg) c^JiiJ'y-;^ (2 5ml) IM^^-^^^-^V^ (1 . 2 5ml) t 

1 0%^^^i^^J^-Mm (5 0%we t, 1 2 4mg) ^tnx.7jc*#H^T. mya-e4B# 

ffiiE# 2005-3026716 
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^--J: 139/ 



-7h^*77^- x-muLmm^t^m (sssmg, 73%) ^mi^tLx 

[0 8 8 8 1 

^ H-NMR (4 0 OMH z, DMSO-de) ^:1. 96-2. 07 (IH, m), 2 
. 15-2. 26 (IH, m), 3. 16-3. 28 (2H, m), 3. 32-3. 45 
(2H, m) , 3. 87 (3H, s) , 4. 5 7 - 4. 6 5 ( 1 H, m) , 6. 90 (l 
H, d, J = 8. 8Hz), 7. 05 (IH, d, J = 2. 7Hz), 7. 24-7. 3 
1 (2H, m) , 7. 3 5 - 7. 4 2 (3 H, m) , 7. 6 8 - 7. 7 5 (IH, m) , 
8. 16 (IH, d, J = 2. 4Hz), 8. 66 (IH, d, J = 7. IHz), 8. 
92-9. 16 (2H, br). 
E S I -MSm/z : 3 6 4 (M + H) \ 
[0 8 8 9] 

mmmSSl N- (N' -^i-)V\£u^)i^>-3-4 )\^) -1- (6-^h^v-3- 
b:°Vv;v) - 5 i H-e9y'-;v- 3 h^mMM 
[0 8 9 01 
['fk 1 2 6 1 




[0 8 9 1 1 

^1i^3 4c7)N- (}£uVJ:^- 3-4 }V) -1- (6 h ^'>- 3 -tfv - 

5 - 7 1 H - e 9 y'- ;v- 3 - * 5 ViMM^ (222mg) . 35%^-i^ 

;VAT;V7"li K7}cv#-f^ (2 2 0 /^1), RVWm ( 1 5 9 1 ) (7)ji^ 7 (10ml 

) mmzi/T y7Km'(t^^mi- (70mg) ^jQx.sru-^-2Hfrem#Lfco kjb 

v'j ;^r;v»;S^ ^ ^-9 y - (^nn5^;vA-^ ^y-;v) xmULlSl- (N' - 
y f-;i/tf n V V >- 3 - -< -1- ( 6 - ;^ h ^ 3 - tf V -5-7^ — 

1 H-l^yy'-;!^- 3 K (I8 7mg) ^W^^tLX^fZo ^LtL^^-i- 
^;Vji-7-;i,t ^ ^/-;V (^f«) ^?iKtw^^iL. lUmm-^^ y-Jl'WU (0. 5 5 
ml) ^ijnx.ii#L. mmmi^^miLmmit^m (I9 7mg, 8 4%) =lr#7to 
[0 8 9 2 1 

^H-NMR (400MHz, DMSO-de) ^:l. 97-3. 92 (6H, m) , 2 
. 83^:2. 84 (3H, s), 3. 87 (3H, s), 4. 59-4. 69i:4. 71 
-4. 81 (IH, m), 6. 90 (IH, d, J-8. 8Hz), 7. 07 (IH, d 
, J = 2. 4Hz), 7. 23-7. 31 (2H, m), 7. 35-7. 44 (3H, m 
), 7. 69-7. 78 (IH, m), 8. 17 (IH, d, J = 2. 7Hz), 8. 7 
AtS. 83 (IH, d, J = 7. 5Hz), 1 0. 5 7 - 1 0. 7 3 tl0. 79-1 
0. 9 5 (1 H, b r) . 
E S I -MSm/z : 3 7 8 (M+H)\ 
[0 8 9 31 

[^»J3 6] N- (2 -i^'^f-;VT^ y- 1 , 1 -i^^^;VJii^;V) -1- (6-^h 
^iy- 3 -}^V y-J-)ly) -5- (2 v^^-iv) - 1 H - tf 9 y"'-;v- 3 - * 
5 F 
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^-v : 140/ 



[0 8 9 4] 
mi 2 7] 




[0 8 9 5] 

N-'^>'v;V:t^v':^?;V'i^'-;^- 2 ■^;VT'7->' (2. 1 6 g) t2. OM>'~;^f- 
;VT5 ^<7)7=- h^li Kn-79^i« (9. 0 9ml) ^fflv^T. ^Mflll i: |WI;ft<7):^fet:^ 
N- (1 --J^'^ivij )\^^^^^ )V- 1 - yi^ji^j:.^}^) >^^>'v;v^^x;v ( 

2. 3 3g, 9 6%) ^mi^tLX^fZo i^^>'v;V^^r;V# (2. 3 3 g) O^:-^ 
(5 Om 1 ) ?M^**&M6(7)2) i: |Wj#<^;^-^^'M L 2 - T 5 y - 2 , N, N 
- h U ^ ^;i/-7°n t°^>MT ^ K*#fco itOT ^ K#^^7" h^tKn^^^' (100m 

1) t'OTL7K*'fbT;v5 f-'j'A (4 5 4mg) trijnx. 1 e^Ktn^M^ifLL/co 

'ik. v«^Mi±T^*L2, N\ N^- b U 1 , 2 -y°n^N°>vT5 > (0. 6 

OOg, 58%) ^Wm^tX^xntzo ^KD^-n^N-^yr^ (0. 6 0 0 g) 
^!l9coi- (6-^ 3 -tru ^v-;v) -5- (2-i;';v;v) -IH-tf^y^ 

3 -?&;v>J^~^/m (0. 2 3 2 g) ^ffiv^T. »M 1 t |wi#<7):^-^-e^M<b^t? ( 
102mg, 33%) L-C#7to 
[0 8 9 6 ] 

^H-NMR (4 0 OMHz, CDCI3) 8 \ I . 47 (6H, s), 2. 36 (6H, 
s), 2. 60 (2H, s), 4. 11 (3H, s), 7. 14 (IH, d, J = 9. 3 
Hz), 7. 18-7. 22 (2H, m), 7. 29 (IH, br s), 7. 60 (1 
H, d, J = 7. 8Hz) , 7. 7 3 - 7. 7 7 (IH, m) , 7. 80 ( 1 H, d, J 
= 9. 3Hz), 8. 37-8. 39 (IH, m). 
E S I -MSm/z : 3 9 6 (M+H) \ 

jtm^^n : C20H25N7O2 1 Lx 

m§^m:C, 60. 74; H, 6. 37; N, 24. 79. 
mmiUlC, 60. 55; H, 6. 25; N, 24. 55. 
[0 8 9 7] 

N- ( 1 - ^;vT 5 y y 1 --^^^ n^>'^;v) -1- (6-^ 
> ^v- 3 -li V y;i/) - 5- (2-t°Uv;v) - 1 H-t:9y'-;v-3 
K 

[0 8 9 8] 
['fk 1 2 8 ] 




[0 8 9 9] 
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I — (]sr-^> v;i/:t^>':^>'i/5K— ^v) T ^ y'^if^ "o-^y ^ y ju^fi^y^ (2. 63 g 
) t2. 0Mv^^;VT5 ycoT ^9tlK^:7■7> (10ml) ^fflv^T. ^JfeM 1 i: 1^1 
1t«7);^>&t-N- ( 1 -vV-f-;vp!7;l/^s'^^;v- 1 ->'^'0-^>'9^;v) ^^^^ v 

(2. OOg, 6 8%) ^Hfrh LT#/io ^<D^y )l^J:-:^7' y 
~)V (50ml) -M^fflV^T. ||J^15fl602) tmm<Dlo^-^fSmL 1 -T ^ / -1:^ , 

uyyy (7 5ml) 7jc^'fbT;V A ^ A 'J ^ A (3 5 5 mg) ^jjPx- 1 4 

mm^ijmkMm. l o ^j'^f^, 4ft7XM-v' ^-^ v a , p< ^ y - n n ^ ^ ^ 

u^y^juT < y (1. 1 4 g, ^fi) ^m^M^tLxntzo ^(DT^yi^f (o. 4 

7 0 g) 4(^-1- (6 h^v- 3 - tf'J v;v) - 5- (2-t:Vv;V) - 

1 H- tf^y'-;^- 3 (0. 2 3 i g) ^fflv^r. ^iifiii i:|wi;|t<^::^fe-c? 

^M-^t; (10 4mg, 3 1%) *0#:tL-C#fCo 
[0 9 0 0] 

^H-NMR (400MHz, CDCls) d : 1 . 62-1. 69 (2H, m), 1. 7 
8-1. 86 (4H, m) , 2. 12-2. 19 (2H, m) , 2. 34 (6H, s) , 
2. 74 (2H, br s), 3. 96 (3H, s), 6. 76 (IH, dd, J = 8. 
8, 0. 5Hz), 7. 20 (IH, s), 7. 20-7. 24 (2 H, m), 7. 42 
(IH, ddd, J = 7. 8, 1. 0, 1. OHz), 7. 60 (IH, dd, J = 8. 
8, 2. 7Hz), 7. 70 ( 1 H, ddd, J = 7. 8, 7. 8, 2. OHz), 8. 
12 (IH, d, J = 2. 2Hz), 8. 48-8. 50 (IH, m). 
E S I -MSm/z : 4 2 1 (M+H) +. 

7C*^^Jf : C23 H28 Ne 02 i: L-C 

mmit :C, 65. 69;H, 6. 71;N, 19. 99. 
*iIHt:c, 65. 71; H, 6. 73; N, 20. 12. 
[0 9 0 1 ] 

[^Jfe^0 3 8 ] N- (1, 3 -v'"^ f-;vtfmj V 3 --r ;v) -l- (6-^h^v- 
3 -11 V ^-^v-;^) -5- (2-ifU5^';v) - 1 H- tf 9 y-;v- 3 K 
[0 9 0 2] 
[^b 1 2 9 ] 




[0 9 0 3] 

2 ^;VT 5 yi^m (2 . 0 0 g) X ^^'7'-^^;^AT;l/7"t K (2 . 0 0g):5.O'~2- 
;^ "J-JX^r ^ V -f-;vj:.7«7";v ( l . O 7 m 1 ) co^y-^y (2 5 0ml) MMi^^ 3 

-3-H°nV v>p5;;V5j?yM^^;VJiXT-;v (0. 7 7 0 g, 2 1 %) ^m^Oi^ t 

fZo i<^^^;VJ^^7";V# (0. 7 7 0 g) (D:^9y~)V ( 1 5 m 1 ) 1 ^a^7jc 

miti- > V i^7jcv#?t (15. 0ml) ^i]nx.^7^-e 1 9 nmuw\^fzo KJBmz. i 
mmMW (15. 0ml) ^ijnx/if^. Kmn^m.)±rf^s^\^nhfLfznm^2-:^ 

2 -yn/NV-;i/ (2 0ml) . hVJc^;WT5>- (1. 0 2ml) :&,Xfyya^~ 
;v.i^ u ;VTi^ K ( 1 . 5 8ml) -^Mk. 1 7 BfP^^^MM^jKLfco ^^k. RJSv« 

ffi|iE# 2005-3026716 
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mi^^^M^iMM-^Jt^^ymm. (lomi) ^m^m.'i^r'Ammw.WLfzo Ki^smm'^ 

i>'ym.miM.i^<7)^^Mtm^m i o<7) i - (e b^^/- a -if v - 5 - ( 

2-tru5^;v) - 1 H- tf 3 (0. 2 3 2 g) trMv^r. ^ife^J 
1 ^: IWimiO^^fe-e^M'fb'^t^ (1 6 9mg, 17%) =lria#:t LT#fco 
[0 9 0 4] 

^H-NMR (4 0 OMHz, CDCI3) $ : 1. 63 (3H, s). 1. 99-2. 0 
6 (IH, ra) , 2. 2 4 - 2. 3 2 (IH, m) , 2 . 3 7 (3H, s) , 2. 58- 
2. 67 (2H, m) , 2. 7 4 - 2. 8 0 (l H, m) , 2. 98 (IH, d , J = 9 
. 8Hz), 4. 12 (3H, s), 7. 08 (IH, br s), 7. 13 (IH, d 
, J = 9. 3Hz), 7. 19-7. 22 (2H, m), 7. 60 (IH, d, J = 7. 
8Hz), 7. 73-7. 77 (2H, m), 8. 36-8. 38 (IH, m). 
E S 1 -MSm/z : 3 9 4 (M+H)*. 
[0 9 0 5 1 

[*Mfi3 9] N- (2-\^VU^Z^-l, 1 - f-;VJ:--5^;V) -1- (6-^h^v 

- 3 -i^V -5 - (2-n°';v;v) - 1 H- tf^y-;^- 3 ->?7;i/>i^'^-9-5 K 

[0 9 0 61 
['ft 1 3 0 1 




[0 9 0 71 

1001- ( 6 - ^ h ^ V - 3 - t° V i^' - 5 - ( 2 - V - 1 H 

- If 9 y^-;v- 3 -ti)]yyi?yB. (300mg) ^2-T^y-2 1 - y'u/^y 

-;v(ii5;«i) =^fflv^T. mmm 7 tmmoiomx-mm^t^m (2 9 3 mg, 79% 
) ^mi^t LT#7to 

[0 9 0 81 

^H-NMR (400MHz, CDCI3) S : 1. 42 (6H, s), 3. 71 (2H, 
d, J = 6. 2 3. Hz), 4. 13 (3H, s), 4. 80 (IH, t, J = 6. 23H 
z). 7. 06 (IH, br), 7. 13 (IH, d, J = 9. 16Hz), 7. 22 ( 
2H, m), 7. 60 (IH, d, J = 7. 81Hz), 7. 73 (IH, d, J = 9. 
16Hz), 7. 76 (IH, m), 8. 36 (IH, d, J=4. 03Hz). 
FAB-MSm/z 13 6 9 (M+H) \ 
[0 9 0 9] 

[^:^f!14 0] N- (2-^h^v-i, 1 - v'^-f-;vj^^;v) -1- (e-^V^^y- 
3 - If ^^■v-;i') -5- (2-if';v;w) - i h- v'-;i'- 3 -5?7;u5K^-^f 5 K 
[0 9 101 
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['ffc 1 3 1 ] 




o 



Ji 



N 
H 



OMe 



MeO N 
[0 9 111 

6 0 %7ii.miti- b'j-^A (7mg) Oy' V ^ \^ V^i y y > (1ml) Mi^WiW^^. Mtk 
(2-tKndrV-l, 1 - P j< ^ )V:xl^ )V) -1- (6-^h^v-3- 

V ^'S^-- -5 - (2-\^VP)^) - 1 H- tf7 3 K (5 0 

mg) *M?atrtin;im#LfCo KJiE^mza^^tpi^)^ {2 6 fx 1) ^Jnx. 4 NFr^ti#m^ 
M)^:>^£^37Ki:^^^.i^;^i^^J!J0;i^ltt, ^'^-^ ^> A -e^:lt Lfco ft 

x-mm\^mmit^m (4 0mg, 70%) =iriii#^ L-c#7to 



^H-NMR (400MHz, CDC13) S : I . 48 (6H, s), 3. 41 (3H 
, s), 3. 52 (2H, s), 4. 12 (3H, s), 7. 04 (IH, br), 7. 
12 (IH, d. J = 9. 28Hz), 7. 20 (2H, m), 7. 73 (IH, dd, 
J = 7. 81, 1. 47Hz), 7. 78 (IH, d, J = 9. 16Hz), 7. 76 ( 
IH, m) , 8. 36 (IH, d, J = 4. 52Hz) . 
FAB-MSm/z 13 8 3 (M+H) \ 



immii 1] N- [ (3 R) - 3 -X h 7 t Kn79-;i/] - 1 - (6 h^->- 3 
- tf i; y ;v) - 5 - ( 2 - tf y - 1 H - V y- ;v- 3 - 5 K 

[0 9 14] 

1 3 2 ] 



MeO N 

[0 9 15] 

##M4(7)1- (6 h ^v- 3 - vJl-) -5- (2-li';v;V) -lH-t°9 
3 - (296mg) (R) - ( + ) - Z- T^yT'Yy'^Yuyy 

y^-Yny:^y7.)V^ym. (3 l Img) ^fflv^T. 5lii^J 1 t |wi:fio:^-s-t?^®'fb'^ii/ 
(144mg, 39%) ^mi^tl^xnf^o 



^H-NMR (4 0 OMH z, CDCI3) d : I. 96-1. 97 (IH, m), 2. 3 
3-2. 37 (IH, m), 3. 78-3. 88 (2H, m), 3. 96-4. 01 (5 
H, m) , 4. 7 3 - 4. 7 6 ( 1 H, m) , 6. 78 (IH, dd, J=8. 8, 0. 
5Hz), 7. 11 (IH, d, J = 7. 6Hz), 7. 21-7. 24 (IH, m), 
7. 62 (IH, dd, J = 8. 8, 2. 7Hz), 7. 71 (IH, td, J = 7. 7 
, 1. 8Hz) , 8. 11 (IH, dd, J = 2. 7, 0. 5Hz), 8. 49 (IH, 
d q, J = 4. 9, 0. 9H z) . 



[0912] 



[0 9 13] 




[0 9 16] 



miE# 2005-3026716 



mi 2004-321117 ^-v: 144/ 

E S I -MSm/z : 3 6 6 (M+H) 
Tn^^lf : C19H19N5O3 1 LT 

:C, 62. 46;H, 5. 24;N, 19. 17. 
mmU'.C, 62. 44; H, 5. 25; N, 18. 95. 
[0 9 171 

[*M1^J4 2] N- (4 -7^ h 9 11 Kn -1- ( 6 h ^ v- 3 - tT V 

) -5- (2-tfVv;v) - 1 H-if9y-;v- 3 K 

[0 9 18] 
['fk 1 3 3 ] 




[0 9 19] 

4 (7) - 1 - ( 6 - ^ h ^ V - 3 - H° V - 5 - ( 2 - tf V - 1 H - tf 

9 ;i/-3-P^;V'i^'^'i^(2 96mg) t4-T5/xh7tiFnii°9> (12 1mg 

) ^ffiv^-C. *ifeMl ^IWI#(7);^-ffi-e|lS'fb'^tJ (18 4mg, 4 8%) L-r# 

[0 9 2 0] 

^H-NMR (400MHz, CDCI3) S : 1. 99-2. 05 (2H, m), 3. 9 
6 (3H, s), 4. 00-4. 02 (IH, m), 3. 54 (2H, td, J = ll. 
8, 2. 2Hz), 4. 19-4. 24 (IH, m), 6. 78 (IH, dd, J = 8. 
7, 0. 6Hz) , 6. 87 (IH, d, J = 8. IHz), 7. 2 2 - 7. 2 4 (IH 
, m), 7. 44 (IH, dt, ] = 7 . 9, 1. OHz). 7. 62 (IH, dd, J 
= 8. 7, 2. 8Hz), 7. 70-7. 72 (IH, m), 8. 13-8. 15 (IH 
, m) , 8 . 4 8 - 8 . 5 0 ( 1 H, m) . 
E S I -MSm/z : 3 8 0 (M+H) \ 
[0 9 2 1 ] 

[^MM4 3] N- ( 1 - t Kn# 1 -v^' n--?y-f-;v) -1- (6-^b^ 

3 - -5 - (2 - 1 H- 7y-;v- 3 

K 

[ 0 9 2 2 ] 
['fb 1 3 4 ] 




[0 9 2 3 ] 

1 - (t e r t -y^ h^iyiJ )l^^^)l^T < J) u^y ^ > :^ jU^yM (3. 1 2 g 
) (DTVy^^Vuy^y (20ml) mm^^ - 1 0 V^iHT h V J^f-;VT 5 > ( 1 . 9 
0ml) ti^uu^m^ yy'^)^ (1. 7 7ml) ^Uu^ 1 0 ^mmwLfzo RJSmi^TK 
^^b'i^-^^^ h V -i^A (1. 5 5 g) (DTK (1 5ml) mWL^M^S O^mmnLfZo K 

ffitE# 2005-3026716 



#11 2004-321117 



^-z^ : 145/ 



-^^^y) T-MMLN- (1 -b Kndf v^^;v- 1 -vi^ 
t e r t -^^^f-;!/-^^;^?";^ (0 . 7 5 0 g, 2 5%)^|ll#:i: 
(0. 7 5 0 g) tC4M^:^m-v:t^^vM (1 0 

^nfzo ^ O T 5 i: ##f !) 9C01- (6-^h^v-3- 
-ev>f;v) - 1 H- tf^ 3 (0. 69 

t mm<^u^ii^'nm^\:'^m (592mg, 43%) 

[0 9 2 4] 

^H-NMR (4 0 0MHz, CDCI3) S 



8-2. 05 (2H, m) , 3. 78 
s) , 4. 6 3 (I H, t , J = 6. 
, 7. 15(1H, br s),7. 
) , 7. 6 0 - 7. 6 2 ( 1 H, m) 
5 (IH, ddd, J = 7. 8, 7. 
) . 

ESI -MSm/z 

7hm^-^: C20H22N6O3 1 LT 
:c, 60. 90; H, 5. 
:c, 60. 80; H, 5. 

[0 9 2 5 1 

[^Mi5!l4 4] N- (•rh^liFn 
V - 5 - ( 2 - V 

[0 9 2 61 
[-fk 1 3 5 1 



(2 H, 
0 H z) 
19-7 



1 

d 



6 7-1. 
J = 5. 9 
.14(1 
3 (IH, 



7 



mi 



395 (M+H) 



6 2 
5 3 

- 2 

- 1 



1 



(1 H, 
Hz) , 



d, 
8 . 



m 1 ) '^Jnx.^rat^3^r^ 

iJ^'v - ;v) - 5 - (2 
6 g) =^fflv^-r. «fl 1 

9 4 (6 H, m) , 1.9 
Hz), 4 . 13 (3 H, 
H, d, J = 9. 3 H z) 
m) . 7. 2 3 (1 H, s 
J = 9. 3Hz), 7. 7 
36-8. 38 (IH, m 



2 
2 



3 
3 



-•7^j:^;i/^-f-;V) — 

H-if 3 - 



1 - (6 > ^v- 3 - 



MeO 




[0 9 2 71 

##^J401- (6 h^->- 3 -tfy i/;V) -5- (2 - tf V i^^W) -IH 



mm 1 ^: |Wl»(7):;^^T:-|l^<b-^t/ ( 2 5 0 m g . 8 4%) 



0 



1 . 

7 

3 . 

m) 



6 0-1. 
( 1 H, m) 
8 7-3. 
,6.77 



9 
3 
3 



3 (0. 2 3 1 g) t T- h ^ t: Kn- 2 --7^-;^^ ■5^;VT 5 > ( 

0 . 12 1ml) ^ffiV^T. 

[0 9 2 81 

^H-NMR (4 0 0MHz, CDCI3) 
7-1. 95 (2H, m) , 1. 99-2 
H, m) , 3 . 7 1 - 3. 8 0 (2 H, m) , 
6 (3H, s), 4. 06-4. 12 (IH, 
z), 7. 21-7. 28(3 H, m), 7. 
62 (IH, dd, J = 8. 8, 2. 7Hz) 
7. 6, 1. 7H z) , 8. 11 (1 H, d, 
1 H, m) . 

E S I -MSm/z : 3 8 0 (M+H) \ 
[0 9 2 91 

ffliE# 2005-3026716 



(1 H. 

4 3 (1 H, d, J = 8 
, 7 . 7 1 ( 1 H, d d 
J = 2 . 9 H z) , 8. 



(1 H, 
3 9 - 
(1 H, 
d. 



m) , 
3. 4 
m) , 
J = 8 
1 H z) 
, J = 7 
9 - 8 . 



. 8 
(1 
. 9 
8 H 
7 . 
8, 
0 ( 



#M 2004-321117 



: 146/ 



mmmi 5] N- [ (1R, 2s) - 2 -7;v:tn5/^'n7'ntf;v] - i - (6 - ^ h 
if-v- 3 - -5- (2-lfV>^;i') - 1 H- tf7 V-JV- 3 K 

[0 9 3 0] 
[f b 1 3 6 ] 




[0 9 3 1 ] 

##^1I401- (6 h^v- 3 - tf; -5- (2-tfU'y;V) -IH-tfv 

V'-;l'-3 (2 5 Omg) (IR, 2S) - 2 - "7 n v n ^"n tf ;V 
><7)hv;V@tm (2 5 Omg) ^fflV^T. !l 7 2: |Wl#<^:^-&-e|lM'fb'^^ (8 0 

mg. 27%) ^mittLXntZo 
[0 9 3 21 

^H-NMR (4 0 OMH z, CDCls) ^11. 03 (0. 5H. m), 1. 10 (0 
. 5H, m), 1. 26 (IH, m), 3. 05 (IH, q, J = 5. 62Hz), 3. 
96 (3H, s) , 4. 66 (0. 5H, dt, J = 5. 6 2, 3. 0 5 Hz), 4. 8 
2 (0. 5H, dt, J = 5. 62, 3. 05Hz), 6. 77 (IH, dd, J = 8. 
79, 0. 49Hz), 7. 15 (IH, br), 7. 23 (IH, m), 7. 27 (1 
H, s) , 7. 43 (IH, d, ] = 7. 94Hz), 7. 61 (IH, dd, J = 8. 
7 9, 2. 6 9 Hz). 7. 71 ( 1 H, dt, J = 7. 94, 1. 71Hz), 8. 1 
1 (IH, d, J=2. 21Hz), 8. 49 (IH, d, J=4. 76Hz). 
%m^^: C18H16N5O2F ^ LT 

af^'fit :c, 61. 18;H, 4. 56;n, 19. 82. 

HilHtlC, 61. 12; H, 4. 63; N, 19. 68. 
[0 9 3 3 ] 

[*JfeM4 6] N- ( 1 -:^;v^N'-=E^;v- 1 -1- (6-^^^'>-3 
- fef V -J)V) - 5 - ( 2 - 1: y - 1 H - 1° 7 V- 3 - * ;v?K^-9- 5 K 
[0 9 3 4] 
Utl 3 7] 



CONHg 




MeO 



[0 9 3 5] 

1) N- [1- (6-p{ h^v-3-ii°v>?;v) -5- (2-ei;v;v) -iH-tr^v 
3 -1, 1 ->''^^;Vi?'V v^j^^;vj^>^x>'v 

##1^] 4(7>i - (6-pfh^v-3-t°i; V ;v) - 5 - ( 2 - i; v ;v) - 1 h - tf 9 

3 -5!7;V5}^~>^ (3 . 0 g) ^2, 2 --J^'^)l'^''V 
(1. 9g) ^fflv^T. *|feM7 i:|WJ»o:^-ftt?. N- [1- (6 h ^v- 3 -trv 

v'';^) -5- (2-ifVv;v) - 1 h- tr9y'-;v- 3 -1, i-p^^ 
v>'ji^;i'^:^x;v (3. 8 g, 9 1. 6%) ^m^!^tLx^^^fzo 

ffiiE# 2005-3026716 



#11 2004-321117 



: 147/ 



[0 9 3 6] 

iH-NMR(400MHz, CDCls) S : 1. 29 (3H, t, ] = 7. IHz), 

1. 68 (6H, s) , 3. 93 (3H, s), 4. 24 (2H, q, J = 7. IHz) 

, 6. 77 (IH, d, J = 8. 8Hz), 7. 20-7. 26 (IH, m), 7. 22 
(IH, s). 7. 41-7. 45 (IH, m), 7. 63 (IH, dd. J = 8. 8, 

2. 9Hz) , 7. 6 9 - 7. 7 3 (l H, m) , 8. 12 (IH, d, J = 2. 7Hz 
), 8.48-8. 50 (1H, m). 

E I -MSm/z 14 0 9 (M+) . 
[0 9 3 71 

2) N- [1- (6 h^>'- 3 -tf i; -5- (2 -lH-li°9V^ 

3 -:^;v;K-;v] -i, i -'J^-^jW^) i^y 
-LIBN- [1- (6 h^v- 3 -VI'; -5- (2-1iyv;i') -lH-t°9 

y*-;v- 3 -i, i -i/^ ^;i/i5'*V ~> >-3:-f-;v^;^T-;v (2. o g) oot" 
h^t Kn-77>' (95ml) ii7X (2 5m 1) Ml-. TK^^fc V '^^ TKfnt; (4 1 

omg) ^i]u^M'/^-^'2 AwmmwLfzo KBmz-mmm^iJu^'^m^k. v^uu^^y 

N- [1- (6 h^v- 3 -liU v;v) -5- (2-ti°';y;v) -iH-ii^y-;^ 

- 3 -:*;V!K^;v] -l, \-V =yy (1. 8 g, 9 5%) =S:#fco 

10 9 3 8] 

^H-NMR (400 MHz, CDCls) 8 : \ . 71 (3H, s), 3. 96 (3H, 
s) , 6. 77 (IH, d, J = 9. OHz), 7. 36 (IH, brs), 7. 42 ( 
IH, d, J = 7. 8Hz) , 7. 61 (IH, dd, J = 8. 8, 2. 7Hz), 8. 
13 (IH, d, J = 2. 7Hz), 8. 51 (IH, d, J=4. 6Hz). 
E I -MSm/z : 3 8 1 (M^) . 
[0 9 3 9 ] 

3) UWVC^A^ 

±|BN- [1- (6 hdr~>- 3 v;V) -5- {2-\i^)VlV) -lH-tf9 
V--;V- 3 -l, l - (3 5 0 mg) i:2 8%T>-t^ 

T7lc (0. 6ml) '^ffiV^T. ^Jfe^J 7 i: lWI^ic7):^-^T-|lM'fb^% (220mg, 62% 
) ^ffl^t L-C#fCo 
[0 9 4 0] 

^H-NMR (400 MHz, CDCls) 8 '. \ . 70 (6H, s), 3. 97 (3H, 
s), 6. 78 (IH, d, J=8. 8Hz), 7. 22-7. 29 (2H, m), 7. 
42 (IH, d, J = 7. 8Hz), 7. 62 (IH, dd, J=8. 8, 2. 4Hz) 
, 7. 69-7. 73 (IH, m), 8. 12 (IH, d, J=2. 7Hz), 8. 50 
(1 H, d, J = 4. 9Hz) . 
E I -MSm/z : 3 8 0 (M*) . 
[0 9 4 1 1 

[^tfefO 4 7] N - ^ N - t e r t - -f^)^^- 1- (6-^h^i>- 

3 - tf V v;!/) - 5 - ( 2 - tf V v;i/) - 1 H - if^ v'-;v- 3 - ^ 5 K 

[0 9 4 2 ] 
[-ft 1 3 8 ] 




•ffiiE#2 005-3026716 



mm 2004-321117 



^-z^ : 148/ 



[0 9 4 3] 

##^!|4<7)1- (6 h^v- 3 - -5- (2-l^°Uv;V) -1H-Ii°9 

y-;v- 3 (2 3 0 m g) t##'^!l2 8 <7) l - t e r t -y^;VT5 ^ T-b 

i$^5K (lOOmg) ^fflv^T. 7 t IWiaco^^-fe-trlSS-fb-^t; (1 9 0 m g , 6 0 

%) ^@#:tLr#7^:o 
[0 9 4 4] 

^H-NMR (400MHz, CDCls) S : 1 . 57 (9H, s), 3. 94 (3H, 
s), 6. 73-6. 75 (IH, m), 7. 08-7. 28 (2H, m), 7. 41- 
7. 76 (3H, ra) , 8. 0 5 - 8. 5 2 (IH, m) . 
E I -MSm/ z : 4 0 8 (M*) . 
TG^^If : C21H24N6O3 • 0. 2 5H20fcL-C 
mnmiU :C, 61. 08;H, 5. 98;n, 20. 35. 
^miU:C, 60. 96; H, 5. 86;N, 20. 63. 
[0 9 4 5] 

[^*fef!l4 8l N- (1 --^ 1 -Z^^ ti^y^)V) -1- (6-^h^v- 

3 - tf U v;^) - 5 - ( 2 - tf V - 1 H - ii° 9 V-;!/- 3 - 5 K 

[0 9 4 6] 
[^fk 1 3 9 ] 




[0 9 4 7] 

##1^J4<^1- ( 6 h ^v- 3 - tf V v;v) -5- (2-H°';v;V) -1H-If9 

V''-;^-3 (3 0 6 mg) t##f!l2 6 0 1 -T? /-I --y^u^y^ y 

^JV^^^'iT^ (2 5 Omg) Irfflv^T. m^M7 tmW.<^1o-^'^'M 

mit^m (390mg, 92%) ^m^tLxntzo 

[0 9 4 8 ] 

^H-NMR (400MHz, CDCls) S : 1. 75-1. 90 (4H, m), 2. 1 
5-2. 20 (2H, m) , 2. 4 0 - 2. 5 0 (2 H, m) , 3. 97 (3H, s) , 
5. 35 (IH, br s). 6. 78 (IH, d d , J = 8. 8, 0. 5Hz), 7. 
01 (IH, br), 7. 17-7. 26 (3H, m), 7. 41-7. 43 (IH, m 
), 7. 59-7. 61 (IH, m), 7. 69-7. 74 (IH, m), 8. 12-8 
. 13 (IH, m), 8. 48-8. 51 (IH, m). 
E I -MSm/z 14 0 6 (M'') . 
55*^^^ : C21H22N6O3 • 0. 2 5H20i:LT 
m.miU:C, 61. 38; H, 5. 52; N, 20. 45. 
mwm :C, 61. 12;H. 5. 38;N, 20. 18. 
[0 9 4 9] 

[**fe'^J4 9] N-:^?;^^^*^'f ;v^^;v-N- ( t e r t -r^f-;^) -1- (5-^h^ 
2 - tf 'J -J)l^) - 5 1 H- tfv 3 -'^JVi^^'^^ K 

[0 9 5 0] 



ffiiE# 2005-3026716 



mi 2004-321117 ^--J : 149/ 




[0 9 5 1 1 

701- (5-^h^^/-2-t;Uv;i-) - 5- 7ji-;i/-lH-tf9 -7- )^ - 
3 - ( 2 3 0 m g) t^%m 2 8 (?) l - t e r t -7^'f^;l^T 5 ^ T-feiJ' 5 K ( 

lOOmg) ^MV^T. *M#!I15 03) ^ |W]^t<75^-aTllM'fb^% (17 5mg, 5 2 
%) ^T^;v7r :^ ^: L-r#/io 
[0 9 5 2 1 

^H-NMR (400MHz, CDCI3) 57 (9H, s), 3. 87 (3H, 

s), 4. 27 (1. 5H, br s), 6. 88 (IH, s), 7. 18-7. 37 ( 
7H, m) , 8. GO (IH, d, J = 2. 9Hz) . 
E I -MSm/z : 4 0 7 (M*) . 
[0 9 5 3 ] 

[«M5 0] N- (c i s - 2 )\^- 1 - vi^ n^>f-;i/) - l - (6 

b^->- 3 -5- (2-t:i;v;w) - 1 H-tf'^ 3 5 

K 

[0 9 5 4] 
[fb 1 4 1 ] 




[0 9 5 5] 

##^J 4C01- (6-^h^v-3-li°V - 5 - ( 2 - t;° U - 1 H - 9 

V--;V- 3 ;V5J?>^ (2 9 6 m g) t (±) - c i s - 2 - T ^ / 1^ u ^ y :^ 
F (1 5 3. 8mg) ^ffiV^T. ^ife^ll 1 t |WJ#<7):^fe-e«M<k^ife (13 7 
mg, 3 4%) ^mi^tLX^fzo 
[0 9 5 6 ] 

^H-NMR (400MHz, CDCI3) S I 1. 83-2. 17 (6H, m), 3. 0 
9 (IH, q, J=7. 5Hz), 3. 95 (3H, s), 4. 6 2 - 4. 6 4 (IH, 
m),5. 26(1H, br s),5. 80(1H, br s),6. 77(1H, d 
, J=8. 8Hz), 7. 23-7. 25 (IH, ra), 7. 37-7. 39 (2H, m 
), 7. 62-7. 67 (IH, m), 7. 65-7. 72 (IH, m), 8. 08 (1 
H, d, J = 3. 4Hz) , 8. 5 0 - 8. 5 2 (IH, m) , 
E S I -MSm/z : 4 0 6 (M+H) 
[0 9 5 7] 

[*»J5 1] N-vi^ny-^;v- 1 - (6-^ h^v-3-trv v;u) -5- (2~\£ 
V y ;v) - 1 H - 11° ^ V- ;v- 3 - * ;v.i^:^-y- $ K 
[0 9 5 8] 

miE# 2005-3026716 
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: 150/ 



[<b 1 4 2 1 




[0 9 5 9] 

##'l^!)4oi- (6 h^v- 3 - tfv -5- (2-n°';v;i^) -in-^y 

y'"-;v- 3 -^^v^'^St (2 9 6 m g) i: v n y^;i/T 5 > (8 5. 3mg) ^M^^X 
^ i: IWl^jtO^tS-e^IMft^t; (2 3 Omg, 6 5%) ^mi^tLX^tZo 

[0 9 6 01 

^H-NMR (400 MHz, CDCls) $ : 1. 74-1. 77 (2H, m), 1. 9 
7-2. 07 (2H, m) , 2. 3 9 - 2. 4 6 ( 2 H, m) , 3. 96 (3H, s) , 
4. 59-4. 63 (IH, m), 6. 78 (IH, d, J = 8. 8Hz), 7. 09 ( 
IH, d, J = 8. IHz), 7. 21-7. 26 (IH, m), 7. 43-7. 45 ( 
IH, m), 7. 62 (IH, dd, J = 8. 8, 2. 7Hz), 7. 71 (IH, td 
, J = 7. 7, 1. 8Hz) , 8. 13 (IH, d, J = 2. 7Hz), 8. 48-8. 
4 9 ( 1 H, m) . 

E S I -MSm/z : 3 5 0 (M+H)\ 
[0 9 6 1 1 

mmmd 2] n- (exo-2-ifv^n [2. 2. 1] ^-7°^;^) - 1- (e-^ ^ 
- 3 - 1; y ;v) - 5 - ( 2 - If ij - 1 H - tf 9 ;v- 3 - ^ K 

[0 9 6 2 ] 
[-fb 1 4 3 ] 




[0 9 6 3] 

4(D1- ( 6 - ^ h ^ V - 3 - 11 V S>';v) - 5 - ( 2 - If V V - 1 H - tf 9 
V-'-;V- 3 (2 9 6 m g) ^; e X 0 - 2 -T 5 y If v^n [2 . 2. 1] 

(1 7 7mg) ^fflV^-C, «fll i: IWl«c7):^-&-e|lMfb-^t) (14 5m 
g, 3 7%) L-C#/io 
[0 9 6 4 ] 

1 H-NMR (400MHz, CDCls) § : 0 . 89-0. 93 (IH, m), 1. 3 
0-1. 67 (IIH, m), 2. 19-2. 24 (2H, m), 2. 56-2. 58 ( 
IH, m) , 3. 96 (3H, d, J = 2. OHz) , 6. 78 (IH, d, J = 8. 8 
Hz), 7. 01 (IH, d, J = 7. 4Hz), 7. 20-7. 26 (IH, m), 7 
. 43-7. 45 (IH, m), 7. 62 (IH, dd, J = 8. 8, 2. 9Hz), 7 
. 70-7. 72 (IH, m), 8. 15 (IH, d, J = 2. OHz), 8. 48-8 
. 4 9 ( 1 H, m) . 

E S I -MSm/z : 3 9 0 (M+H)\ 
[0 9 6 5] 

ffiiiE# 2005-3026716 
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^-z^ : 151/ 



[*WJ5 3] N-v^'U^df 1 - ( 5 h dr'>- 3 - if V -5- 

( 2 - tf' ; i^^;V) - 1 H - 11° 9 iV- 3 - JW^'^-f 5 K 
[0 9 6 6 ] 
Htl 4 4] 




[0 9 6 7] 

##^!14<01- (6 h^'>- 3 - tf V -5- (2-tfV5^;i/) -IH-lf^ 

y'-;v- 3 (2 9 6 mg) i: v n^^^^ v;v^ 5^;vt 5 > (1 5 6 ;« 1 ) =lr 

fflv^T. «M 1 1 mm.<^i^m-^-mm^t^m (i s s m g , 4 8%) ^m^^t Lxmzo 

[0 9 6 8] 

^H-NMR (4 0 OMH z, CDCI3) ^:0. 96-1. 04 (2H, m), 1. 1 
2-1. 30 (4H, m), 1. 61-1. 76 (5H, m), 3. 30 (2H, t, J 
= 6. 6Hz), 3. 94 (3H, s), 6. 77 (IH, d, J = 8. 8Hz), 7. 
01-7. 02 (IH, m), 7. 21-7. 31 (IH, m), 7. 44-7. 45 ( 
IH, m), 7. 61 (IH, dd, J = 8. 8, 2. 5Hz), 7. 71 (IH, td 
, J = 7. 7, 1. 8Hz) , 8. 13 (IH, d, J = 2. 5Hz), 8. 48-8. 
4 9 ( 1 H, m) . 

E S I -MSm/z : 3 9 2 (M+H)\ 
[0 9 6 9 ] 

E^ttM 5 4] N-p{^;v-N- t e r t 1 - (6-^ h^v- 3 - tf 'J 

-5- (2-ii°i;v;v) - 1 H-if ^y'-;i'- 3 -^^V'-J^'^-^-^ F 

[0 9 7 0] 
[-fb 1 4 5 ] 




[0 9 7 1 ] 

##f!l9C0 1- (6 h^^'- 3 -tl°V i5^y-;v) - 5- (2 -tfV >*';V) -IH- 
tr9V-;v- 3 -;^;v>K>it (3 0 Omg) tB- t e r t -y^;v^^;^T^ > (1 4 
5;« 1) ^ffiV^T. 7 t [W|«<7);5-'&X»«M<b'a'% (2 0 Omg, 54%) =^®#i: 

[0 9 7 2] 

^H-NMR (400 MHz, CDCI3) ail. 54 (9H, s), 1. 62 (3H, 
s), 3. 19 (3H, s), 4. 10 (3H, s), 6. 99 (IH, s), 7. 12 
(IH, d, J = 9. 03Hz), 7. 21 (IH, dd, J = 7. 81, 4. 64Hz 
), 7. 55 (IH, d), J-8. 06Hz), 7. 74 (IH, dt, J = 7. 81 
, 1. 71Hz), 7. 83 (IH, d, J = 9. 03Hz), 8. 41 (IH, d, J 
= 4 . 6 4 H z) . 
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^-v : 152/ 



FAB-MSm/z : 3 6 7 (M + H) \ 
[0 9 7 3 ] 

[^IMMbSl N-^f-^^^^f^;!^- 1 - (6 h^->- 3 -ti°'; i^^'v-;!/) - 5- (2 
- ii° U - 1 H - tf 9 y- 3 - 5^/ ^ F 

[0 9 7 4] 
[-fb 1 4 6 ] 




[0 9 7 5] 

##^!190 1- (6 V- 3 i^'v-;^) - 5- (2-l;Vv;V) -IH- 
V*-;V- 3 -5&;V>3?>^ (2 0 0 m g) t :t-::f ^>f-JVT5 > (5 9mg) ^fflV^T 

^ mmm? tmm<Dijm'cnm^t^m (issmg, 5 8%) ^mi$-tLxnf^o 

[0 9 7 61 

^H-NMR (4 0 OMH z, CDCI3) .5:0. 99 (9H, s), 3. 27 (2H, 
d, J = 6. 6Hz), 4. 128 (1/2X3H, s), 4. 130 (1/2X3H, 
s), 7. 04-7. 09 (IH, m), 7. 14 (IH, dd, J = 9. 3, 0. 5H 
z), 7. 19-7. 30 (IH, m), 7. 62 (IH, d, J = 7. 8Hz), 7. 
7 3 - 7. 7 8 ( 2 H, m) , 8. 3 7 - 8. 3 8 ( 1 H, m) . 
E I -MSm/z : 3 6 6 (M*) . 
[0 9 7 7] 

[^JfeM5 6] 1 - (6 - ^ h ^-y- 3 -'^V -5- ( 

2 - ti >; i^'JV) - 1 R - \d y y^- }V - 3 - ^ Jl'^^^-^ < K 
[0 9 7 8] 
[<fc 1 4 7 ] 




[0 9 7 9] 

##ffl9(^l- ( 6 h ^ V- 3 - V -5 - (2 U i>';v) -IH- 

tf9 V'-;V- 3 (2 9 7mg) t n^>^;i'T 5 > ( 1 0 9 1 ) 
V^T. 7 WO^^'^T'^^S^b^J^ (2 7 4mg, 75%) *g#tLT#/^o 

[0 9 8 0] 

^ H-NMR (400MHz, CDCI3) S : 1 . 50-1. 75 (6H, m), 2. 0 
5-2. 13 (2H, m), 4. 13 (3H, s), 4. 42 (IH, q, J = 7. 2H 
z) , 6. 90 (IH, d, J = 10. OHz) , 7. 13 (IH, d, J = 9. 3Hz 
), 7. 20-7. 21 (IH, m), 7. 26 (IH, s), 7. 61 (IH, d, J 
= 7. 8Hz), 7. 74-7. 76 (2H, m), 8. 37 (IH, d, J=3. 9H 

tBiE# 2005-3026716 
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^-^J : 153/ 



z) . 

E S I -MSm/z : 3 6 5 (M + H) \ 
[0 9 8 1 ] 

N-7ai-;lx-l- (6 h^v- 3 -tfU -5- (2-trVv 

}V) - 1 H - 1° 7 ;v- 3 - -If ^ p 

[0 9 8 2 ] 
['fb 1 4 8 I 




[0 9 8 3] 

##M4<7)1- (6 b^v- 3 -tfV -5- (2-liVv;V) -lH-t°9 

3 -^^JV^'^m (2 9 6 mg) ^;T:^';>(3 11mg) =^fflv^T. ^ifeM 1 t 
|Wl»<^:^ri-e«M<b^% (15 8mg, 4 3%) ^ia#tLTt#fCo 
[0 9 8 4] 

^ H-NMR (400MHz, CDCI3) §13. 98 (3H, s), 6. 80 (IH, 
d, J=8. 6Hz), 7. 12-7. 16 (IH, m), 7. 22-7. 30 (IH, 
m) , 7. 3 6 - 7. 3 9 (3 H, m) , 7. 4 6 - 7. 5 2 (IH, m) , 7. 65 ( 
IH, dd, J-8. 8, 2. 7Hz), 7. 70-7. 76 (3H, m), 8. 17 ( 
1 H, d, J = 2. 7Hz) , 8. 51-8. 52 (IH, m) , 8. 77 ( 1 H, s) 

E S I -MSm/z : 3 7 2 (M+H)\ 
[0 9 8 5] 

[«#!15 8] N- (2-^';^;^) -1- (6 3 V -5 - (2 

- If V -J}\^) - 1 H - tf 9 y'- )V-3-:^ 5 K 

[ 0 9 8 6 ] 
[<b 1 4 9 ] 




[0 9 8 7] 

##-^1 4 <^ 1 - {6 - ^ v ^ - 3 - 1£ w - 5 - ( 2 - tr V V ;v) - 1 H - 1; 9 

3 (2 9 6mg) t 2 - T 5 7 V > (311mg) ^fflv^T. 

«M 1 t [WIIi(7):^-^T-^®'fb^% (178mg, 48%) "tWO^t Lr#/io 
[ 0 9 8 8] 

^H-NMR (4 0 OMH z, CDCI3) 8:3. 96 (3H, s), 6. 80 (IH, 

d, J=8. 8Hz), 7. 07 (IH, ddd, J = 7. 4, 4. 9, 1. OHz), 

7. 24-7. 29 (IH, m), 7. 35 (IH, s), 7. 44-7. 46 (IH, 

m), 7. 69-7. 75 (3H, m), 8. 11 (IH, d, J = 2. 9Hz), 8. 
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33-8. 34 (IH, m), 8. 38-8. 40 (IH, m), 8. 53-8. 54 ( 
IH, m), 9. 42 (IH, s). ESI-MSm/'z:373 (M+H) \ 
[0 9 8 9] 

[*Mf!l5 9] N- n^>f-;i/- 5 - ( 5 - iJ' n n - 2 - tf V v;^) -1- ( 3 - tT 
Uv;v) - 1 H- tf 7 3 K 

[ 0 9 9 01 
[-fb 1 5 0 ] 




[0 9 9 1 ] 

2 505 - {5-^uu-2-\£^) - 1 - ( 3 - tf V v ;V) - 1 H - ti 9 

3 (3 0 Omg) 2: v ^ >-^;VT 5 > ( 1 5 0 1 ) 
-C. ^ifeflll t |W|»<^:^^trM'fb^Ji/ (1 2 7mg, 3 5%) ^M^tLXntZo 
[0 9 9 2] 

^H-NMR (400 MHz, CDCI3) S l 1. 53-1. 75 (6H, m) , 2. 
09 (2H, m), 4. 42 (IH, q, J = 7. 57Hz), 6. 89 (IH, d, J 
= 7. 57Hz), 7. 28 (IH, s), 7. 39 (IH, dd, J = 8. 18, 4. 
76Hz), 7. 48 (IH, dd, J = 8. 42, 0. 61Hz), 7. 72 (IH, 
dd, J = 8. 42, 2. 44Hz), 7. 75 (IH, dd, J = 8. 18, 2. 44 
Hz), 8. 37 (IH, dd, J--2. 56, 0. 61Hz), 8. 56 (IH, d, 
J = 2. 56Hz), 8. 63 (IH, dd, J = 4. 7 6, 1. 4 7 Hz). 
FAB-MSm/z : 368 (M + H) + . 
[0 9 9 3 ] 

[mmm e o ] n - t e r t - i - ( e - ^ f ^ - 3 - u ;v) - 5 - (1 

H- trn-;i/- 2 --f ;v) - 1 H- i; ^y-;^- 3 - ti jv:^^-^^ F 
[0 9 9 4] 

[<b 1 5 1 ] 




[0 9 9 5] 

##1^04 601- (6 3 -tfi; v;v) -5- ( 1 H - tf n - ;V- 2 - ;V 
) - 1 H-tf'^y'-;^- 3 - iiJ^^^yB. (O. 222 g) iitert -yf-;i/T5 (0 
. 14 8ml) ^: ^^fflv^T. «ffl 1 t IWl^cTj^^-ft-e^M^b-^tJ ( 2 2 0 m g, 83%) 

[0 9 9 6] 

^H-NMR (400 MHz, CDCI3) ^:l. 49 (9H, s), 4. 00 (3H 
, s), 5. 80-5. 82 (IH, m), 6. 13-6. 15 (IH, m), 6. 83 
(IH, d, J=8. 8Hz) , 6. 8 4 - 6. 8 6 (2 H, m) , 7. 13 (IH, s 
) , 7. 60 (IH, dd, J = 8. 8, 2. 4Hz) , 8. 28 (IH, d, J = 2. 
7Hz),9. 01(1H, br s). 

ffiiE#2 005-3026716 
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: 155/ 



ESI -MSm/z : 3 4 0 (M+H) ^ . 
[0 9 9 7] 

[*ife^!l6 1] N- (2, 2 - vp< -^^V^^n k:°;i/) -5- ( 5 - '>T ^ - 2 - t° 'J 
-1- (3-t;Vv;v) - 1 H-tf^y'-;^- 3 F 
[0 9 9 8] 
[<b 1 5 2 ] 



NO 




[0 9 9 9 1 

7 3 O 5 - (5 - iyT y - 2 - -^V - 1 - ( 3 - tf V i^^^l^) - 1 H - 9 

V-^-;V-3 -y!7;U>J^">St (0. 3 5 0 g) t ^>:t^>f-;VT ^ y (O. 2 l 2m l ) t * 

fflv^-c. mtMmi tmm<7)yjm-^'mmi\:-km (o. 3 9 5 g, 91%) ^-nifrt LT#/t 

o 

[ 1 0 0 01 

^H-NMR (400MHz, CDCI3) d : 0 . 99 (9H, s), 3. 28 (2H 

, d, J = 6. 6Hz), 7. 04 (IH, t, J = 6. 6Hz), 7. 40-7. 44 
(2H, m), 7. 68 (IH, dd, J-8. 3, 1. OHz), 7. 74-7. 77 
(IH, m) , 8. 01 (IH, dd, J = 8. 3, 2. 2Hz) , 8. 57 (1 H, m 

), 8. 64-8. 65 (IH, m), 8. 67 (IH, dd, J = 4. 9, 1. 5Hz 

) . 

E I -MSm/z 13 6 0 (M+ ) . 
[ 1 0 0 1 1 

[|IJ&'^J6 2] N- (2, 2 - 'J y^)]yfU\£)V) -5- (5 -iJ 2 

- 1 - ( 3 - ^ U v;^) - 1 H - If 9 3 - 3^7 5 F 

[ 1 0 0 2 1 
[fb 1 5 3 1 



o 



H,N 




[ 1 0 0 3] 

mMMGKDN- (2, 2 - ^;V7°n If ;v) - 5- ( 5 - v T ^ - 2 - tf 'j 
-1- (3-tf'Jv;v) - 1 H- t;7y'-;v- 3 -5^7;v.i^'^^f 5 F (0. 3 3 3 g) ^ffl 
v>-C. «fll2 1 t|W|#<75:^-&-e:^M<l:^% (0. 2 5 0 g. 7 1%) ^ LT^fc 

o 

[ 1 0 0 4] 

^H-NMR (400MHz, DMSO-de) S : 0. 91 (9H, s), 3. 13 ( 
2H, d, J = 6. 6Hz), 7. 45 (IH, s), 7. 52 (IH, dd, J = 8. 
1, 4. 9Hz), 7. 63 (IH, br s), 7. 84-7. 89 (2 H. m), 8 
. 15 (IH, br s) , 8. 19 (IH, t, J = 6. 6Hz), 8. 28-8. 3 
0 (IH, m) , 8. 61-8. 63 (2H, m) , 8. 81 (IH, d, J = 2. 2H 
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^--J : 156/ 



z) . 

E I -MSm/z 13 7 8 (M+ ) . 
[ 1 0 0 5 ] 

[mm 6 3] N - t e r t - ^^JV- 5 - ( 5 - ^ 2 - If U - 1 - ( 2 - 

tf V >^;v) - 1 H - 1° 7 V*- 3 - * ;V'i^*^-9- 5 K 

[ 1 0 0 6 ] 
[<b 1 5 4 ] 




[ 1 0 0 7] 

##M3 50 5- ( 5 f-;v- 2 - v;^) -1- {2-\^W)V) -lH-117 
y'- ;V-3-P^;i'5i^'>^(l. 17g) t t e r t- T5> (0. 9ml) t^m 

v^T. ^MfO 7 t Isi;|to:^i*-eM'fk'^% (SOlmg, 36%) ^m^f^tLx^fzo 

[ 1 0 0 8] 

^ H-NMR (400 MHz, CDCI3) 8:1. 49 (9H, s), 2. 33 (3H 
, s), 6. 89 (IH, br), 7. 16 (IH, s), 7. 28 (IH, m), 7. 
38 (IH, d, J = 7. 94Hz), 7. 53 (2H, m), 7. 81 (IH, dt, 
J = 7. 94, 1. 83Hz), 8. 24 (IH, s), 8. 35 (IH, ddd, J = 
4. 76, 1. 83, 0. 73Hz). 
F AB-MSm/z 13 3 6 (M + H) + . 
[ 1 0 0 9] 

[^M'^J6 4] N- (1 -li Kndj^>'^^;v->^'n^de-if >- 1 -^;V) - l- (6-^ 
V- 3 - tf U iS^y-;v) -5- (2-tf';v;v) - i h- tf^ 3 -:*;v.i?dr 

•9-5 K 
. [10 10] 
[<b 1 5 5 ] 




[10 1 1] 

1 - [ ( t e r t h^'>:^;i'5j?-;v) y] n^dr-9->::?7;i/j}?>^ (2 . 4 

3g) (7)xh7liKn79> (20ml) mm'. - 1 0 °C?t*PT. > ';^-^;^T5 > ( 
1. 4 0ml) h nn^l^-r vyf-;VJi^x;V (1. 30ml) ^JOx. 2 0 ^Fs^Si^^ L 

KmmK. TKm^it^-^ymi- vv^^ n. 1 4 g) ( 1 5 m i ) 1 . 

y ^ - OS'^W.^^)^- n-^^-^y) -effi^Ll- (HKn^v^^;v) v^n^^v;i/ 
:^/;^7-?5 t e r t -yf^^V-^^y (1. 5 0g, 6 5%) Lr#/io 

ym'f* (1. 5 0 g) ^4Nm.m-l, 4--J:t^^> (2 0ml) m'm^'MM 

- (6 -y V- 3 -tfi; ^^y-;i/) -5- (2-tri;v;v) - i h- 3 
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^--J : 157/ 



-5fr;v*':^m (1. 3 0 g) 1 -t Kn^v^^Vb U ry-;!^ (0. 8 0 3 g) , N 
, N-v^^;^*;VAT5 F (3 0ml) ^JOx., ^ coM-S-®:ic^ra-t:\ hiJji-9^;VT5 
> (1. 83ml) -hi - (3 -i^~^-^;VT5 y7°ntf;v) - 3 --^r-f-JV?^ ;V*'S>'-f 5 K 
i^miS (1. Olg) ^m^. 18. SB^ralWLTto ^)SM^?tJ±TW*L#^;Jx/i 

^ mm^t^m (9 9 img, 3 6%) imi^tLxm^o 

[10 12] 

^ H-NMR (4 0 OMH z, CDCI3) 3 : I . 38-1. 66 (8H, m), 1. 
96-2. 02 (2H, m), 3. 79 (2H, d, J=6. IHz), 4. 13 (3H 
, s) , 4. 84 (IH, t, J = 6. 3Hz), 7. 07 (IH, br s), 7. 1 
5 (IH, d, J = 9. 3Hz), 7. 20-7. 23 (2H, m), 7. 61 (IH, 
d, J = 7. 6Hz) , 7. 7 4 - 7. 7 8 (2 H, m) , 8. 3 6 - 8. 3 8 (IH, 
m) . 

ESI -MSm/z : 4 0 9 (M+H) + . 
[10 13] 

[mmme 5] n- t e r t -y^i-^v- 5- (5 -^f-;^- 2 -ii°7v-;v) - 1 - (3 
-n°Vv;v) - 1 H-ti°9^7-;v- 3 K 

[10 14] 
[<b 1 5 6 1 




[10 15] 

m^M3 6(7)5- (5-^f-;i^-2-t°7v-;v) -1- (3-iiVv;v) -iH-t° 
9y*-;v- 3 -5!7;V5}^'>^ (0. 250g) ttert -•:f^;l'T5 > (0. 18 6ml 

) t^m^^x^ mmmi tmm<D:f3mxmm^\:^m (o. i98g, 65%) =ir@#tL 

xmzo 

[10 16] 

^ H-NMR (4 0 OMH z, CDCI3) S : 1. 49 (9H, s), 2. 57 (3H 
, s), 6. 83 (IH, br s), 7. 30 (IH, s), 7. 37-7. 41 (1 
H, m) , 7. 7 5 - 7. 7 8 (IH, m) , 8. 2 7 - 8. 2 8 ( 1 H, m) , 8 . 5 
6 (IH, d, J = 2. 7Hz), 8. 63 (IH, dd, J=4. 9, 1. 5Hz), 
8. 67 (IH, d, J = l. 5Hz). 
E I -MSm/z : 3 3 6 (M^ ) . 
[10 17] 

[^mm 6 6] N - t e r t - - 5- (5-^nn-2-t°'; v;V) - 1 - ( 2 - 

tf V v;v) - 1 H- tf^y-;!/- 3 --^ JV:^^-^< F 
[10 18] 
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^-i^ : 158/ 



['fb 1 5 7 ] 




[10 19] 

3 8 <7) 5 - ( 5 - n n - 2 - tf U y - 1 - ( 2 - t: V - 1 H - tT 9 

V-;!/- 3 (939mg) fctert -y'-^^JVT 5 > (0 . 6 5ml) 

fflv^T. i: IWl^ltco^^-^-eM'fb'^^ (2 8 8mg, 2 6%) LT#fco 

[ 1 0 2 01 

^H-NMR (400 MHz, CDCI3) a : 1. 49 (9H, s), 6. 87 (IH 
, br) , 7. 18 (IH, s) , 7. 29 (IH, m) , 7. 45 (IH, d, J = 8 
. 42Hz), 7. 62 (IH, d d , J = 8. 0 6, 0. 9 8 Hz), 7. 70 (IH 
, dd, J = 8. 4 2, 2. 4 4 Hz), 7. 85 (IH, dt, J = 8. 06, 1. 8 
3Hz), 8. 32 (IH, t d, J= 4. 7 6, 0. 9 8 Hz), 8. 35 (IH, d 
, J = 2. 4 4Hz) . 
F AB-MSm/z : 3 5 6 (M+H)+. 
[ 1 0 2 1 1 

67] N-tert-^^;V-5- (S-^^^V-a-eu y ;V) - 1 - ( 3 - 
tr U i^;v) - 1 H - 11° 9 V- ;v - 3 - :^ ;v jK^-^f 5 K 
I 1 0 2 2 1 
l-fb 1 5 8 ] 




[ 1 0 2 3 1 

##f!l3 70 5- ( 5 2 - t: V v;v) -1- {3~^VPJ^) -lH-t:9 
y*-;v- 3 - :^)]^^yM (665mg) t t e r t -y^;VT 5 > (0. 5ml) t^m 

v^r. *ii^i tmm(o:fjmx-mm^t^m d i omg, 14%) =s:@#i:L-c#/to 

[ 1 0 2 41 

^ H-NMR (400MHz, CDCI3) <?:i. 49 (9H, s), 2. 33 (3H 
, s), 6. 84 (IH, br), 7. 19 (IH, s), 7. 36 (IH, ddd, J 
= 8. 1 8, 4. 7 6, 0. 7 3 Hz), 7. 39 (IH, d, J = 7. 93Hz), 7 
. 53 (IH, ddd, J = 7. 9 3, 2. 2 0, 0. 7 3 Hz), 7. 76 ( 1 H, d 
dd, J= 8. 1 8, 2. 5 6, 1. 4 7 Hz), 8. 27 (IH, d, J = 2. 20H 
z) , 8. 53 (IH, d, J=2. 56Hz), 8. 58 (IH, dd, J = 4. 76 
, 1 . 4 7 H z) . 

FAB-MSm/z : 3 3 6 (M+H)+. 
[ 1 0 2 51 

6 8] N - t e r t - 5- (5-vTy-2-li°U v;i/) - 1 - ( 2 - 

IfVv;^) - 1 H-li°9 V-^V- 3 -:^>'V*'^-9-5 K 
[1 0 2 6] 
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[ 1 0 2 7] 

##'^J 3 9<D5- ( 5 - T y - 2 - 11 U >^';V) - 1 - ( 2 - t: V v'^;!/) - 1 H - li° 9 

y^-;i-- 3 (339m g) ttert -y^;VT< > (0 . 13 5ml) t 

^ffiV^-C. 7 t IWl^co^^ti-eMM-fk^t/ (2 0 3 mg. 5 0%) ^mi^tLX^z 

o 

[1 0 2 81 

^ H-NMR (400 MHz, CDCI3) ^11. 49 (9H, s), 6. 86 (IH 
, s), 7. 27 (IH, s), 7. 32 (IH, t, J = 6. 2Hz), 7. 62 (1 
H, dd, J = 8. 2, 0. 9Hz), 7. 72 (IH, d, J=8. IHz), 7. 8 
8-7. 92 (IH, m), 7. 99 (IH, dd, J = 8. 2, 2. IHz), 8. 2 
4-8. 27 (IH, m), 8. 65 (IH, d, J = l. 2Hz). 
E S I -MSm/z : 3 4 7 (M+H) + . 
[ 1 0 2 91 

C«f!l6 9] N- t e r t -y'i^Ji'- 5 - (5 -'>Ty - 2 - t:° U i^~;V) - 1 -■7x- 
;v- 1 H- 3 -:^;v;}?dr^f5 K 
[ 1 0 3 01 
[-fb 1 6 0 1 



NC 




[10 3 11 

##M4 0O5- (5 - vry - 2 - tiu v;i/) - 1 -7 1 H- ti7y^-;v- 

3 (940mg) iiter t -rf-;i/T5 > (0. 3 7 4ml) fc^fflv^r 

. 7 |Wi»o:^^T-^S^b^!iJ (629mg, 56%) ^m^i^tLXntZo 

[ 1 0 3 2 1 

^H-NMR(400MHz, CDCI3) $ : 1. 48 (9H, s), 6. 84 (IH 
, s), 7. 30-7. 45 (7H, m), 7. 90 (IH, dd, J = 8. 2, 2. 1 
Hz) , 8. 7 3 (1 H, s) . 
E S I -MSm/z 13 4 6 (M+H) + . 
[ 1 0 3 3 1 

[llifefll 70] N-tert - r^;^- 5 - [5 - { t e r t }• :^ ;v.-K^;VT ^ 

y) -2-tfys^;v] -i- (3-tfvy;v) - 1 h- tf^ v"'-;v- 3 - K 

[ 1 0 3 41 
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: 160/ 



[-fb 1 6 1 ] 




[1 0 3 5] 

##fa 4 5 - [ 5 - ( t e 1- t - y > ^ * ;V'i^'-;VT 5 y ) - 2 - V - 
1 - (3 -tf'J -J)V) - 1 H- ti^y-;^- 3 - (2 5 Omg) i: t e r f- 

7^^f-;VT^ ^ ( 1 3 8 1 ) ^ 1 -t; KndrS^^>y b U Ty~-;v (8 8mg) . RV^> 
i;a.f-;i/T^ >' (3 6 5 1 ) cOv^nn^ > ( l Cm 1 ) ^W^- 1 --^f-^V 

- 3 - ( 3 - V ^ ^;VT ^ / 11° ;v) ^ ;V4^'v--f 5 Kiimil (2 5 1 m g) ^l3ViX. 4 0 
mmm^LfZo ^JS?Si3>?^nn^^> (1 0ml) . N, N - T ^ K ( 

6ml). h U J^^;VT (365//1) . tert -y'9^;VT 5 > (138/^1) 

^ y -;^-i^D^.i^;^A) T^ttmLM^t-^*^ (2 7 3 mg, 9 5%) =Srrft^t/tLT# 

/Co 

1 1 0 3 6 1 

^ H-NMR (400 MHz, CDCls) S l I. 49 (9H, s), 1. 52 (9H 
, s),6. 56(1H, br s),6. 83(1H, br s),7. 17(1H, 
s) , 7. 34 (IH, ddd, J = 8. 3, 4. 6, 0. 7Hz), 7. 43 (l H, 
d, J = 8. 5Hz) , 7. 72 (IH, ddd, J = 8. 3, 2. 4, 1. 7Hz), 
7. 99-8. 05 (IH, m), 8. 25 (IH, d, J = 2. 4Hz), 8. 56 ( 
IH, d, J=2. 4Hz), 8. 58 (1 H, dd, J = 4. 9, 1. 5Hz). 
ESI -MSm/z : 4 3 7 (M+H) + . 
[ 1 0 3 7] 

IMMM 7 1] N- t e r t - f^)V- 5 - (5-T5y-2-t:°V v;V) - 1 - ( 3 - 
tf i; >>~;v) - 1 H - ti° 9 ;v- 3 - :^ ^ K 

[ 1 0 3 8] 
[4h 1 6 2 ] 




[ 1 0 3 9] 

|IM^7 0<7)N- tert 5 - [5 - (tert --f V ^ ?^^-}^T ^ 

y) -2-trUv;^] -1- (3-t:Vv'-'V) - 1 H - 9 ;v- 3 - * ^ F 

(2 7 3mg) (T^viJ^nny^J'^ (5ml) g?U-e4 Ni^^- 1 , 4 - v^^-^t 

>vM (5ml) ^iPx. 2 BfP^WLfco SfS-ftW^MET^* L#?> tLTtz^S^-^^S 

mm^it^^ ( 2 1 2 m g , 7 5%) ^mzo 
[ 1 0 4 0] 
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^ H-NMR (4 0 OMH z, CDsOD) S : I. 49 (9H, s), 7. 31 (IH 
, s), 7. 55-7. 57 (2H, m), 7. 90-7. 95 (IH, m), 8. 05 
-8. 07 (IH, m), 8. 30-8. 35 (IH, m), 8. 80-8. 85 (IH 
, m) , 9. 0 1 - 9. 0 7 (1 H, m) . 
ESI -MSm/z : 3 3 7 (M+H) + . 
[10 4 11 

2] N- t e r t -y'f-;^- 5 - ( 5 - ^ -9^;^- 2 - 1^° 9 -1- (6 

-p< 3 - ti U - 1 H- V V-;!^- 3 -/^^v^i^"^-^^ K 
[ 1 0 4 2] 
[<b 1 6 3 ] 




[1 0 4 3] 

##fij4 2(7)5- (5 -^-f-;!^- 2 - -1- (6 3 -11 U 

) - 1 H - tf 7 ;V- 3 - * >M (0. 228g) ^:tert - ■7'-5^;VT ^ ( 0 
. 16 1ml) t ^^V^T. l t |W]»0:^v£-e«M<k^t; ( 0 . 1 6 5 g, 61% 

) ^m^t LT#7to 

[1 0 4 4] 

^ H-NMR (4 0 OMHz, CDCI3) d 1. 50 (9H, s), 2. 57 (3H 
, s), 2. 62 (3H, s), 6. 83 (IH, br s), 7. 24 (IH, d, J 
= 8. 3Hz). 7. 29 (IH, s), 7. 63-7. 66 (IH, m), 8. 31 ( 
IH, m) , 8. 42 (IH, d, J = 2. 7Hz) , 8. 62 (IH, d, J = l. 5 
Hz). 

E I -MSm/z : 3 5 0 (M+ ) . 
[ 1 0 4 5] 

[*3fe^0 7 3 ] N- (2 -li Kn^->- 1 , 1 - ^;VJ^-^;l/) -5- (5-i^nn- 
2 - 1° V y;v) - 1 - ( 3 - H° V v;i') - 1 H - tr^ 3 - ;v5K^^f 5 K 

[ 1 0 4 6] 
[<b 1 6 4 ] 




[ 1 0 4 7] 

##15a 2 5(7)5- ( 5 - ^ n n - 2 - tf U v;l^) - 1 - ( 3 - tf U - 1 H - tf 7 

3 (0. 2 6 9 g) t 2 -T ^ ^ - 2 1 -T'n/N-y 

(0. 17 0ml) t^m^^x. mMmi tmm<o-jsm-r-^m^t^m (0. 3i2g, 9 

4%) L-C#f^o 
[ 1 0 4 8] 

^ H-NMR (4 0 OMHz, CDCls) d : 1. 42 (6H, s), 3. 72 (2H 
, d, J=6. 4Hz) , 4. 68 (IH, t, J = 6. 4Hz) , 7. 02 (IH, b 
r s) , 7. 2 0- 7. 3 0 (IH, m) , 7. 39 (IH, dd, J = 8. 3, 4. 
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7Hz), 7. 46 (IH, d, J = 8. 3Hz), 7. 70-7. 78 (2H. m), 
8. 37(1H, d like, J = 2.4Hz),8. 55(1H. d like, J 
= 2. 4Hz), 8. 62-8. 67 (IH, m). 
ESI -MSm/z : 3 7 2 (M + H) . 
[1 0 4 9] 

l^mm 7 4] N - t e r t - r^JV- 5 - ( 5 - T 5 7 ^ 2 - tT U >^;V) - 1 - 

yju~)V- 1 H- tf9y'-;v- 3 - ■A K 
[ 1 0 5 0] 
[^bl 6 5] 




[10 5 1] 

Tie* (8 a tm) #a^T. 6 9 ON- t e r t-:/^;V-5- (5-i>Ty- 

2 - tr U - i- '7ai-;v-lH-t°v V- ;v- 3 - * 5 K ( 2 2 l m g ) 

i: - -;;^;lx-vi; :^^';1//T;1/5-^ (-6 5%, lOOmg) <75 2 MT > ^- T - ^ ^ 
(3 0ml) i^^m* 1 2 0°C-e|^ft«#L/s:o R^i5W=Sr-fe 7 h^ilL. 

nn.i^;VA) T-«mL, ^S^b-^J^ (8 Img, 3 6%) ^H'^i: LT#fco 
[ 1 0 5 2 ] 

^ H-NMR (400MHz, DMSO-de) d : \ . 40 (9H, s), 1. 90 ( 
2H, s), 3. 72 (2H, s), 7. 13 (IH, s), 7. 32-7. 35 (3H 
, m) . 7. 4 2 - 7. 4 3 (4 H, m) , 7. 77 (1 H, d. J = 8. IHz) , 8 
. 4 1 ( 1 H, s ) . 

ESI -MSm/z : 3 5 0 (M+H) . 
[ 1 0 5 3 ] 

[|lifeM7 5] N- t e r t 1 - (6 h^rv- 3 -liU v;V) - 5 - (4 

-If ij 5 v'-;i/) - 1 H-if ^y-;^- 3 F 
[ 1 0 5 4 ] 
[<b 1 6 6 ] 




[ 1 0 5 5] 

A 4(7)1- ( 6 - ^ h ^ ^> - 3 - t° V V - 5 - ( 4 - H V ^ v>'-;V) - 1 H 
-tf 9y-;v- 3 -:^7;V5i?>m (50mg) ^:tert -■7'-^;VT5 >' (27/^1) t =g: 

m^^x^ nmmi tmu<D-^mx-mmi\:^^ (4 6mg, 77%) =i:@#tLT#/co 

[ 1 0 5 6 ] 

^H-NMR(400MHz, CDCls) ^:i. 49 (9H, s), 3. 99 (3H 
, s), 6. 81 (IH, br s), 6. 82 (IH, d, J = 8. 8Hz), 7. 4 
0 (IH, s) , 7. 41 (IH, dd, J = 5. 1, 1. 2Hz) , 7. 62 (IH, 
dd, J = 8. 8, 2. 7Hz) , 8. 15 (IH, d, J = 2. 7Hz), 8. 75 ( 
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IH. d, J = 5. IHz), 9. 05 (IH, d, J = l. 2Hz). 
ESI-MSm/z:353 (M + H) + . 
I 1 0 5 7] 

7 6] N - t e r t - 5 - ( 5 - ^ 2 - tf 'J v;v) - 1 - ( 2 - 

tf V >^^;v) - 1 H - tf 9 ;v- 3 - 5 K 

[ 1 0 5 8] 
[<b 1 6 7 1 




1 1 0 5 9 ] 

##'^114 5 0 5- ( 5 2 - - i- (2-ii7v-;i/) -iH-ii° 

3 (0. 2 5 3 g ) il t 6 T t - "T'f- T 5 > ( 0 . 19 0ml 

) t^m^^x. mmm7 tmm<Dijmr-nm'(\:^m (o. i45g, 4 8%) ^mi^tv 

[ 1 0 6 0] 

^H-NMR (400 MHz, CDCI3) ^:i. 49 (9H, s), 2. 33 (3H 
, s), 6. 87 (IH, br s), 7. 19 (IH, s), 7. 49 (IH, d, J 
= 8. IHz), 7. 56 (IH, dd, J = 8. 1, 1. OHz), 8. 18 (IH, 
d, J = l. OHz), 8. 32-8. 37 (IH, m), 8. 55 (IH, d, J = 2 
. 7Hz), 8. 85 (IH, d, J = l. 4Hz). 
ESI -MSm/z : 3 3 7 (M+H) + . 
[10 6 1] 

[*J&^J77] N- (xh^t Kn-2H-li°7^-4-^;^) -1- (6-^h^v- 
3-trUv;v) -5- (1 H-t:n-;V- 2 --f;i^) - l H - l; 9 3 - * ^V'K^ 

[ 1 0 6 2] 
[^t 1 6 8 ] 




[1 0 6 3] 

##M4 6(7?1- (6 h ^v- 3 v;v) -5- ( 1 H - H°n 2 - -f ;V 
) - 1 H- t:7 3 (0 . 2 2 2 g) -r h 9 t Kn - 2 H - tf 9 > 

-4-^;VT5> (0. 1 4 2 g) h^fflv^-C, ^Sfefl 1 ii IWl«cD>^i£trllM^b'&% (2 
19mg, 7 6%) ^@#:tLT#:^wo 
[ 1 0 6 4 ] 

^H-NMR (400MHz, CDCI3) <?:i. 58-1. 68 (2H, m) , 1. 
97-2. 02 (2H, m), 3. 54 (2H, ddd, J = ll. 7, 11. 7, 2. 
2Hz), 3. 98-4. 03 (2 H, m), 4. 01 (3H, s), 4. 16-4. 2 
5 (IH, m) , 5. 8 0 - 5. 8 2 (IH, m) . 6. 14-6. 16 (IH, m) , 
6. 8 3 - 6. 8 6 (2 H, m) , 6. 89 (IH, d, J = 8. IHz) , 7. 21 ( 

aiiE# 2 005-3026716 



2004-321117 



^-v : 164/ 



1 H, s) , 7. 61 (IH, dd. J = 8. 8, 2. 7Hz), 8. 28 (IH, dd 
, 1 = 2. 7 , 0. 5Hz), 9. 18 (IH, br s). 
ESI-MSm/z : 368 (M+H) + . 
[ 1 0 6 5 ] 

[Mmm? 8] N- t e r t-y^;U-5- ( 5 - ^ 2 - bf i; >'';i') -1- (3- 

tfi; - 1 H- tf 9 v"'-;v- 3 -:^?;v>Kdt=--if5 K 

[ 1 0 6 6 1 
[<b 1 6 9 ] 




[ 1 0 6 7] 

##ffl4 705- (5 2 - tf U v;^) -1- (3 - tl i; -IH- 
If 3 -:^;V'-K>'m (0. 223 g) htert -•:^f";VT^ (0 . 2 5 0m 

1) t^m^^r. mMmi tmm.(D-:}jm-^-mm<t^m (o. 202 g, 77%) tia#t 

[ 1 0 6 81 

^ H-NMR (4 0 OMHz, CDCI3) S I 1. 49 (9H, s), 2. 31 (3H 
, s), 6. 84 (IH, br s), 7. 19 (IH, s), 7. 50-7. 60 (2 
H, m), 7. 64 (IH, dd, J = 8. 6, 4. 9H), 7. 91 (IH, dd, J 
= 8. 6, 1. 5Hz), 8. 12-8. 23 (IH, m), 9. 14 (IH. dd, J 
= 4. 9, 1. 5Hz). 
ESI -MSm/z : 3 3 7 (M+H) + . 
[ 1 0 6 9] 

[^Mf!l7 9] N- (1 -■A 1 -zy^uy<y^)U) -1- (6-^h^->- 

3-tiyv;v) -5- (1 H-tfn-;V- 2 --r;i') - l H- v'-;^- 3 
•If 5 F 

[ 1 0 7 0] 
[<b 1 7 0 1 




[10 7 11 

##M4 6 0 1- (6 > ^v- 3 -ti°V -5- ( 1 H-i;°n-;v- 2 --^ 

) - 1 H-li"^ V'-;v- 3 (0 . 2 2 2 g) 2 6 O 1 - T ^ y - 1 

->/i^n^>'i5^ >:j&;i/5Kdr-if 5 K h ij y;^:^^^^^^ (0. 3 4 1 g) ^^fflV^T. 
M 1 t IWI^cT):^--^!?;^^^^^^^ (253mg, 82%) ^g|#tLT#f^o 
[ 1 0 7 2 1 

^ H-NMR (4 0 OMHz, CDCI3) S : 1 . 75-1. 88 (4H, m), 2. 
09-2. 16 (2H, m) , 2. 41-2. 49 (2H, m) , 4. 02 (3H, s) 
, 5. 33 (IH, br s), 5. 77-5. 79 (IH, m), 6. 12-6. 14 
(IH, m), 6. 77 (IH, br s), 6. 85 (IH, d, J = 8. 8Hz), 
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6. 96-6. 98 (IH, m), 7. 22 (IH, br s), 7. 23 (IH, s) 
, 7. 60 (IH, dd, J = 8. 8, 2. 9Hz), 8. 28 (IH, d, J = 2. 7 
H z) , 9. 2 1 (1 H, b r s) . 
ESI -MSm/z : 3 9 5 (M+H) + . 
[1 0 7 31 

8 0] N- t e r t -•7'-5^;v- 1 - (6 V^-y- 3 - tfU - 5 - ( 1 

H-t;n-;v- i --f;v) - 1 H - 9 V^- - 3 K 
[1 0 7 4] 
[-ft 1 7 1 ] 




[ 1 0 7 51 

###I14 8<5D1- (6 h^v- 3 -eu v;v) -5- ( 1 H - tf n 1 - ^ ;i/ 
) - 1 H- V-^-;^- 3 (0 . 2 2 l g) i: t e r t -y^;VT 5 > ( 0 
. 14 8ml) t ^ffi V>T. l t |WI«0:^i*-^'M'fb'^% ( 2 2 2 m g , 83%) 

[ 1 0 7 61 

1 H-NMR (400 MHz, CDCI3) a : 1. 49 (9H, s), 3. 95 (3H 
, s), 6. 28-6. 29 (2H, m), 6. 63-6. 64 (2H, m), 6. 72 
(IH, d, J^9. OHz), 6. 82 (IH, br s), 6. 89 (IH, s), 
7. 29 (IH, dd, J = 8. 9, 2. 8Hz) . 8. 03 (1 H, d, J = 2. 7H 
z) . 

E S I -MSm/z : 3 4 0 (M + H) . 
[ 1 0 7 71 

[mmm si] N - t e r t - ■7^f-;v- 5 - ( 5 - ^ > ^ v - 2 - t° U v ;^) - 1 - (6 
- ^ •f-;!/- 3 - tf V >^;v) - 1 H - V V- ;v - 3 - :^ ^ K 

[ 1 0 7 81 
['fb 1 7 2 1 




[ 1 0 7 91 

##f!l4 9<7)5- (5 h^i/- 2 v;V) -1- ( 6 - ^ 3 - V i^';^ 

) - 1 H-ti9y'-;v-3 -*;WJi?>'@t (0. 143 g) ^tert -yf-;VT^ > (9 

6. 3 fx I) t^m^>x. mmmi tmm<Dumx-mm^\:^m (0. isog, 76%) 

[ 1 0 8 01 

iH-NMR(400MHz, CDCI3) $ : 1. 49 (9H, s), 2. 60 (3H 
, s) , 3. 86 (3H, s) , 6. 84 (IH, br s) , 7. 13 (IH, m) , 

7. 19-7. 22 (2H, m) , 7. 40 (IH, d, J = 8. 5Hz) , 7. 63 ( 
IH, dd, J = 8. 3, 2. 7Hz). 8. 15 (IH, d, J = 2. 9Hz), 8. 
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4 0 (1 H, d, 1=2. 7 H z) . 
FAB-MSm/z I 3 6 6 (M + H) ^ . 
[10 8 1] 

imMm 8 2] N - t e r t - 5 - {5 2 -^V v;^) - 1 - ( 2 - 

If i; 5 - 1 H - tf V y*-;v- 3 - ^ F 

[ 1 0 8 2] 
[<b 1 7 3 ] 




[ 1 0 8 3 ] 

##f!l5 0O5- (5-^^)l^-2-\d')-J)U) -1- (2-t°';5v-;V) -IH- 
tr^y^-;^- 3 -J&^I^'i^'^M (0. 2 5 0 g) t e r t -yf-;^T^ > (O. 18 6m 
1) t=^fflv>T. «1^J 1 ^: |S|«<^;^'fe«M'fb^t> ( 0 . 2 4 5 g, 8 1%) 

[ 1 0 8 4] 

^H-NMR (400MHz, CDCI3) § : 1. 48 (9H, s),.2. 33 (3H 
, s), 6. 96 (IH, s), 7. 18 (IH, s), 7. 29-7. 31 (IH, m 
), 7. 49 (IH, d, J = 7. 8Hz), 7. 55-7. 57 (IH, m), 8. 1 
8 (IH, m) , 8. 72 (2H, d, J=4. 9Hz) . 
E I -MS m/z : 3 3 6 (M+ ) . 
[1 0 8 5] 

[^M^J8 3] N- t e r t --7'^;^- 1 - ( 6 h ^'>- 3 - tf V ^v-JV) -5- 
( 2 - tf 7 - 1 H - 1° 9 y'-;v- 3-5?? 5 K 

[ 1 0 8 6 ] 
['ft 1 7 4 1 




[ 1 0 8 7] 

##i^J 5101- (6-^h^->-3-H°'; ^^vc:^;!/) - 5 - ( 2 - 9 - 1 

H-tTy 3 (0. 2 3 2 g) t t e r t -y-^;VT § > ( 0 . 14 

8ml) t^m^^x. ^mmi tmm<Dij-i^xmmit^m (2iomg, 75%) 

[ 1 0 8 8] 

1 H-NMR (400 MHz, CDCI3) (5:1. 50 (9H, s), 4. 12 (3H 
, s), 6. 81 (IH, br s), 7. 18 (IH, d, J = 9. 3Hz), 7. 3 
0 (IH, s), 7. 86 (IH, d, J = 9. 3Hz), 8. 39 (IH, dd, J = 
2. 3, 1. 8Hz), 8. 51 (IH, d, J=2. 7Hz), 8. 85 (IH, d, 
J = 1 . 5 H z) . 

ESI -MSm/ z : 3 5 4 (M+H) . 
[1 0 8 9] 
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immmsA] n- (2, 2-p^^)vfu}£}u) -1- {6-^ y^i^-s-^^v ri^ 

-5- (2 - tf9>*'-;v) - 1 H-ti°7y'-;v- 3 -*;v5}^'^-if^ F 

[ 1 0 9 0] 

7 5] 




[10 9 1] 

##1?!15 1C0 1- (6 3 -t; V -5- (2-tf^v-;V) -1 

H-t: vV*-;V- 3 (0. 2 3 2 g) t ^ ^'^;VT ^ > (0. 16 6m 

1) ii^^Mv^T, mmmi tmm.<Dijm-^mm^h^m (2 2 3 mg, 77%) ^ii#i:L 

[ 1 0 9 2 ] 

^ H-NMR (400 MHz, CDCI3) S 1. 00 (9H, s), 3. 29 (2H 
, d, J = 6. 6Hz) , 4. 13 (3H, s) , 7. 0 0 - 7. 0 4 (IH, m) , 7 
. 19 (IH, d, J = 9. 3Hz), 7. 35 (IH, s), 7. 87 (IH, d. J 
= 9. OHz), 8. 40 (IH, dd, J-2. 4, 1. 5Hz), 8. 52 (IH, 
d, J = 2. 7Hz), 8. 87 (IH, d, J = l. 5Hz). 
ESI -MSm/z 13 6 8 (M+H) + . 
[ 1 0 9 3 ] 

[M-mm 8 5] N - t e r t 5 - (5-7;^:tn-2-tfV v;i/) - 1 - (3 

- e u V ;v) - 1 H - t° 7 3 - 5 K 

[ 1 0 9 4] 
[<b 1 7 6 ] 




[ 1 0 9 5 ] 

##f!l5 2<7)5- ( 5 - ^;v^n- 2 - U v;^) -1- (3-lf';v;v) -lH-t° 
7 ;V- 3 - )l-:^~ym. (ISOmg) t t e T t - y^JV T5> (111;«1) 
fflv^T. 7 t |Wl#(^:a^-&-t:-|lM'fb^il^ (5 6mg, 3 1%) ^Mi^tLX^fzo 

[1 0 9 6] 

^ H-NMR (4 0 OMR z, CDCI3) ^:l. 49 (9H, s), 6. 84 (IH 
, br s) , 7. 21 (IH, s), 7. 37 (IH, ddd, J=8. 1, 4. 9, 
0. 7Hz), 7. 46 (IH, ddd, J = 8. 8, 7. 8, 2. 9Hz), 7. 54 
(IH, ddd, J = 8. 8, 4. 4, 0. 5Hz) , 7. 74 (IH, ddd, J = 8 
. 1, 2. 4, 1. 5Hz), 8. 28 (IH. d, J=2. 9Hz), 8. 54 (IH 
, dd, J = 2. 4, 0. 5Hz) , 8. 61 (IH, dd, J = 4. 9, 1. 5Hz) 

ESI - MSm/z : 3 4 0 (M+H) ^ . 
[ 1 0 9 7] 

[^ife^J8 6] N- (2 -•7;v:^-n- 1 , 1 - Ji'^;!/) -1- (6-^h^v- 
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3 - tf u i5^v-;v) -5- (2-tfVv^;v) - 1 H-tf9y-;v-3 K 

[ 1 0 9 8 ] 
[4b 1 7 7 ] 




[ 1 0 9 9] 

##M 9 (T:) 1 - ( 6 - ^ h ^ ^> - 3 - V ^5'*^/::^;^) - 5 - ( 2 - t° V v - 1 H - 
tf^y-;!/- 3 (2 9 7mg) t##M7 i<^2-T5y-i--7;^^n- 
2 (1 2 8mg) i: '^fflV^T. «M 7 |W|^(^:^^-t?«®<b^ 
%(207mg, 56%) LT#/io 
[110 0] 

^ H-NMR (400 MHz, CDCI3) 3:1. 49 (6H, d, J = 2. OHz) 
, 4. 13 (3H, s) , 4. 59 (2H, d, J = 47. 4Hz), 6. 89 (1 H, 
s) , 7. 14 (l.H, d, J = 9. 3Hz) , 7. 18-7. 22 (2H, m) , 7. 
58-7. 62 (IH, m), 7. 73-7. 77 (2H, m), 8. 36-8. 38 ( 
1 H, m) . 

E S I -MSm/z 13 7 1 (M+H) + . 
[110 1] 

[^MM8 7] N- (2 -y^V^n- 1 , 1 - - 5- (5-i^nn-2 

- tf V - 1 - ( 3 - U - 1 H - tf 7 3 - :^ ^ K 

[110 2] 
[<b 1 7 8 ] 




[110 3] 

##^J2 5<^5- (5-i5'nn-2-lfV v^';!/) -1- ( 3 - ti° V i^'JV) -lH-117 

V--;i/- 3 -;^?;v*~>'^ (3 0 1 m g) t^^m 7 102-T5y-1 - •7;v^n- 2 - 

^f-;v-/n7N°>'mmia (1 2 8mg) ir^jiv^T. MMm 7 tmm.<Di^m'(rmmit^^ ( 

186mg, 50%) ^ia#:tLT#/;o 
[110 4] 

^ H-NMR (400 MHz, CDCls) d : 1. 50 (6H, d, J-2. 2Hz) 
, 4. 59 (2H, d, ] = 4 7 . GHz), 6. 88 (IH, s), 7. 23 (IH, 
s), 7. 39 (IH, dd, J=4. 2, 2. IHz), 7. 46 (IH, d, J-8 
. 5Hz), 7. 70-7. 77 (2H, m), 8. 37 (IH, d, J = 2. OHz) 
, 8. 54 (IH, d, J = 2. 4Hz), 8. 63 (IH, dd, J=4. 9, 1. 5 
Hz) . 

ESI -MSm/z 13 7 4 (M+H) ^ . 
[110 5] 

[*M^!18 8] N- (2--7;v^n-i, 1 - v'^ f-;vj^'^;v) -5- (5-^^;v-2 
- tf V P)^) - 1 - ( 3 - U r'J^)l^) - 1 H - 1: 7 ;v- 3 - * 5 K 
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#11 2004-321117 



^-v : 169/ 



[1 10 6] 
[<b 1 7 9 ] 




F 



[1 10 7] 

#^1^!! 4 7 (7) 5 - ( 5 f-;V- 2 - tf V S'';^) -1- (3 - If i; :^''>>'^;l/) -IH- 
tf 7 y^- 3 - * ^V'i^' >^ ( 1 6 7 m g ) ##M 7 1(D 2 - T ^ / - 1 - y Jl'txn - 
2-^^)l^y°u^^ym.m.^ {7 5. 7mg) ^ffl v^T. 7 i: |Wl#<^:^teT:-^lM'fb 

'^t»(10 2mg, 4 8%) ^mi^tL-C^fzo 
[1 10 8] 

^ H-NMR (400MHz, CDCI3) S : 1, 53 (6H, d, J-2. 2Hz) 
, 2. 32 (3H. s), 4. 59 (2H, d, J=47. 4Hz), 6. 90 (IH, 
s), 7. 19 (IH, s), 7. 52-7. 58 (2H, m), 7. 66 (IH, dd 
, J = 8. 5, 4. 9Hz), 7. 94 (IH, dd, J = 8. 7, 1. 3Hz), 8. 
17 (IH, s), 9. 15 (IH, dd, J = 4. 9, 1. 5Hz). 
ESI -MSm/ z : 3 5 5 (M+H) + . 
[110 9] 

l%1S^MB9l N- i2-y}Viru-l, 1 ^)V:r.^;V) -5 - (5-^^;V-2 

- e u - 1 - ( 3 - tf V - 1 H - tf 9 v'-;v- 3 - * 5 K 

[1110] 
[jbl 8 0] 




F 



[1111] 

3 7 <^ 5 - ( 5 - ^ 2 - H° V V - 1 - ( 3 - tf V v;w) - 1 H - tl° 9 
V- 3 - Jil^^y^ ( 1 0 2 m g ) t ##^J 7 1 <D 2 - T ^ y - 1 - -7 Jl^^u - 2 - 

:^^}vyu/^ym.m^ (4 6. 4mg) t =grffiv^-c. mmm 7 tmw.<Dij^m'^mmit^% 

(3 6mg, 2 8%) ^ll#tL-C#fco 
[1112] 

^ H-NMR (400 MHz, CDCI3) 5:i. 50 (6H, d, J = 2. 2Hz) 
, 2. 31 (3H, d, J = 6. IHz), 4. 58 (2H, dd, J = 47. 5, 6. 
2Hz), 6. 89 (IH, s), 7. 18 (IH, d, J=6. 6Hz), 7. 24 ( 
IH, s), 7. 50-7. 58 (2H, dd, J = 18. 1, 7. 3Hz), 7. 65 
(IE, dt, J = 10. 5, 4. 3Hz), 7. 91-7. 95 (IH, m), 8. 1 
6 (IH, d, J=3. 9Hz), 9. 13-9. 16 (IH, m). 
ESI -MSm/z -.3 5 4 (M+H) + . 
[1113] 

[^Jtf!l9 0] N- t e r t 1 - ( 6 h i/- 3 - t: V ^ ;V) -5- (4 
- ^ h ^ V- 2 - tf' ; v;v) - 1 H - 11° 7 V- ^v- 3 - ^ F 

[1114] 
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: 170/ 



o 

H 



[1115] 

##'(^J 5 3 (7) 1 - ( 6 - ^ h ^ V - 3 - If V - 5 - ( 4 - ^ h ^ V - 2 - 1i U V 
;v) - 1 H-tf^y^-;!^- 3 -:^;V'i^">'@l (3 0 Omg) t t e r t -y^JVT ^ y (1 
4 4 ;« 1 ) i: ^ffiv^T. mWJ 7 i: |WI;|t<7)^v£t:11M4b^% ( 1 5 2 m g , 4 3%) ^ T 
^;p-7 r >^ i: LT#7to 
U 1 1 6 ] 

^ H-NMR (4 0 OMH z, CDCls) ^:i. 49 (9H, s), 3. 84 (3H 
, s) , 3. 96 (3H, s) , 6. 74 (IH, d d , J= 5. 7 4, 2. 4 4 Hz) 
, 6. 75 (IH, d, J = 8. 79Hz), 6. 82 (IH, br), 6. 97 (IH 
, d, J = 2. 44Hz), 7. 18 (IH, s), 7. 61 (IH, dd, J = 8. 7 
9, 2. 69Hz), 8. 12 (IH, d, J=2. 69Hz), 8. 29 (IH, d, 
J = 5. 7 4 H z) . 

FAB-MSm/z 13 8 2 (M + H) . 
[1117] 

[^MM9 1 ] N- t e r t -y^^JV- 1 - (6 1 ^v- 3 - t° U - 5 - (4 

2 -^VV)V) - 1 H- tf 9 V*-;V- 3 - 5 F 

[1118] 
I'fk 1 8 2 1 




[1119] 

##M 5401- (6-^h^v-3-t°y - 5- (4-^^;v-2-ii'; 
) - 1 H-t:9y'-JV-3 (3 00mg) fctert -y^;V75 > (1 5 

2;« 1) t^fflV^T. «f!l7 t|Wl»co:^a-t:-;^M^b'&t/ (3 1 5mg, 89%) 

[112 0] 

^H-NMR (400MHz, CDCls) § l 1 . 49 (9H, s), 2. 36 (3H 
, s), 3. 95 (3H, s), 6. 75 (IH, d, J = 8. 79Hz), 6. 83 ( 
IH, br), 7. 03 (IH, d, J = 5. OlHz), 7. 17 (IH, s), 7. 
29 (IH, s) , 7. 60 (IH, dd, J = 8. 7 9, 2. 6 9 Hz), 8. 11 ( 
IH, d, J^2. 69Hz), 8. 31 ( 1 H, d, J = 5. OlHz). 
FAB-MSm/z : 3 6 6 (M+H) + . 
[112 1] 

L^mm9 2] N- t e r t --^f-;!/- 5 - (6 -^^ h^~>- 3 -tf V y;V) - 1 - (3 
- If V V ;v) - 1 H - tf ^ V'- ;v- 3 - * 5 F 
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[112 21 
['ft 1 8 3 ] 




[112 3] 

5 505 - (6-^ V^-y - - 1 - ( 3 - t° v - 1 H - If 

9y'-;V-3 -557;i';j^'>^ (0. 2 5 5 g) t e r t -•7"'-5^;VT 5 ^ ( O . 2 7 5 ml 

) t^fflv^r, |IM^7 i:|wi#<7)::fr^-e«m'fb^t> (0. 1 6 4 g, 54%) ^m^tL 

xnfzo 

[112 4] 

^ H-NMR (4 0 OMH z, CDCI3) ^:l. 49 (9H, s), 3. 93 (3H 
, s), 6. 70 (IH, d, J = 8. 8Hz), 6. 83 (IH, br), 7. 01 ( 
IH, s), 7. 32-7. 40 (2H, m), 7. 62-7. 68 (IH. m), 8. 
07 (IH, d, J = 2. 5Hz), 8. 61 (IH, d like, J = 2. 9Hz) 

ESI -MSm/z 13 5 2 (M+H) + . 
[112 5] 

[^JfeM9 3] N- t e r t 5 - (6 h^v'- 3 -tfV i^;^) - 1 - (2 

- 11 V V ;v) - 1 H - 7 v'-;i'- 3 - p^? ;v53^'dr-9- ^ k 

[112 6] 
['fb 1 8 4 ] 




[112 7] 

##M 5 6 O 5 - ( 6 - ^ h ^ - 3 - tf - 1 - ( 2 - tf V V ;v) - 1 H - t° 
9y>_;V- 3 (0. 132 g) ^tert -y-f-;VT^ > (0. 15 0ml 

) t^ffiv^T. «M 7 t |wi#o:&-^-e^iS4b^t; (o. i i 7 g, 7 5%) ^m^i^tL 

[112 8] 

^ H-NMR (400MHz, CDCI3) ^11. 48 (9H, s), 3. 94 (3H 
, s), 6. 69 (IH, d, J = 8. 8Hz), 6. 87 (IH, br s), 6. 9 
9 (IH, s) , 7. 2 5 -7. 3 4 (IH, m) , 7. 42 (IH, dd, J = 8. 8 
, 2. 4Hz), 7. 52 (IH, d, J = 8. IHz), 7. 79-7. 86 (IH, 
m), 8. 09 (IH, d, J = 2. 4Hz), 8. 41 (IH, dd, J = 4. 9, 2 
. 0 H z) . 

E S I -MSm/z : 3 5 2 (M + H) ^ . 
[112 9] 

[^ifefll9 4] N- (2--7;v^n-i, 1 - ■f-;v^'^;i/) - 5- (5-^-5^;v-2 
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^-^J : 172/ 



-tf9v^;v) -1- (3-i^u>^;v) - 1 H- V-;!/- 3 K 

[1 13 0] 
[-fb 1 8 5 ] 



[113 11 

##f!l3 6CD5- (5 -^-5^;^- 2 -1^7 -1- (S-tiVv;^) -IH-tf 

^y_;^_ 3 _ (0 . 2 5 0 g) i##f!l7 1 02 -T5 y- 1 -•7;V^n- 

2-^^)V^u^-^ymmm. (0. 1 2 5 g) i:*fflv^-r. 1 mo:^-^!?!^^^^ 

(0. 2 8 1 g, 8 9%) LT#fCo 
[113 21 

^ H-NMR (400 MHz, CDCls) <J:i. 50 (6H, m), 2. 57 (3H 
, s), 4. 54 (IH, s), 4. 66 (IH, s), 6. 89 (IH, s), 7. 3 
0 (IH, s), 7. 40 (IH, dd, J=8. 2, 4. 8Hz), 7. 76-7. 7 
9 (IH, m) , 8. 28 (IH, m) , 8. 56 (IH, d, ] = 2. 4Hz) , 8. 
63-8. 65 (IH, m), 8. 66 (IH, d, J = l. 5Hz). 
E I -MSm/z : 3 5 4 (M+ ) . 
[113 3 1 

[^Mm 9 5] N - t e r t 5 - (5-T5y - 2 -tf - 1 - (3 

- 11 ij - 1 H - 7 3 - * ;V'i^'^-9- ^ F 

[1 13 41 
[<t 1 8 6 ] 



1 ) N- t e r t -•7*-5^;V- 5 - [5- (tert - •/ h ^ v :^ ;VjK-;VT 5 y ) - 2 - 

H° 9 V - - 1 - ( 3 - ti >; - 1 H - 11 7 ^v-s-^ ? K 

##f!j5 7(7)5- [5- it e X t -y h ^^yiJ )l^^-)l^T ^ - 2 - tf 9 i^'-^V] 

- 1 - ( 3 - tf' ; y ;v) - 1 H - tf 9 ;P-3-;&;^^i^~>@l(0. 279g) tter 
t -r^;VT^ (0. 15 2ml) t ^fflV^T. ^Ife^ 1 i:|WI#<D:^-ST'N- tert 
-y'^}\y-5- [5- ( t e r t ^ ^ v5^/;v.i^'^;i/T 5 y ) -2-li°^v-;v] -1 

- (3-ti';v;i/) - 1 H-ii9y'-;^- 3 -;?7;v>3^'^-^f ^ K (0. 2 3 6 g, 74%) 



1 H-NMR (400 MHz, CDCls) S : 1 . 50 (9H, s), 1. 53 (9H 
, s), 6. 83 (IH, s), 7. 24 (IH, m), 7. 36-7. 39 (2H, m 
), 7. 74-7. 77 (IH, m), 8. 40 (IH, d, J = l. OHz), 8. 5 
8 (IH, d, J=2. 4Hz) , 8. 63 (IH, dd, J = 4. 9, 1. OHz) , 
9. 09-9. 10 (IH, m) . 
E I -MSm/z : 4 3 7 (M+ ) . 





[113 5] 



[113 6] 
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[113 7] 

2) ll^jb^t/ 

N - t e r t - -y'f-^V- 5 - [5- (tert-y'h^v* ;v.is'^;VT 5 ^ ) - 2 - If 
-1- (3-t:Uv;V) - 1 H-ti7 V--;i/- 3 -P^z-'VJJ^'^'y-^ K (0. 2 3 
0 g) (D-J^uu^^y (4. 6m\) mmz. Ot:^SPTh V^^V^nS^M (2. 3 m 

1 ) ^ink9 oi^mmwik. M'l^-^'B o^mmwLfzo Efit^m^imRmymi- > v a 

i5'Dn*;Vi^) T-ffi^UIM^b-^t/ (0. 1 6 0 g, 8 9%) ^mi^tLxnfzo 
[1 13 8] 

^ H-NMR (4 0 OMH z, CDCI3) § : 1. 49 (9H, s), 4. 78 (2H 
, s), 6. 83 (IH, s), 7. 14 (IH, m), 7. 37 (IH, dd, J = 8 
. 2, 4. 8Hz), 7. 75-7. 80 (2H, m), 8. 19 (IH, d, J = l. 
2Hz) , 8. 58-8. 61 (2H, ra) . 
E I -MSm/z : 3 3 7 (M+ ) . 
[113 9] 

l^Mm 9 6] N - t e r t - y'^Jl^- 5 - ( 5 - v ^ f-;i/T 5 / - 2 - tfi; - 1 

- (3-tfV>^;v) - 1 H- tf ^ 3 -:^;v5K^-i^5 K 

[114 0] 
[4b 1 8 7 ] 



/ 




[114 1] 

71<DN-tert - ^5^;^- 5- (5-T^y-2-t°U v;^) - 1 - ( 3 - 
i;°V>^;v) - 1 H-ii°9y'-;v- 3 ->&;v5j?dr^f 5 K (9 5mg) (lOm 

1 ) m^^^. 1 Nil:m7Xv§?"S (12 7/^1). 3 7 V >7KvM (3 6 1 1 ) , 

:?5.«4be^ (IV) (3 2mg) ^inx.7K* (3. 5 a tm) #H^T. 1 

- (^ nn^;VA) trML. IHm^fb-^t? (3 2mg, 

4 1 %) ^m^h Lr%fzo 
[1 14 2] 

^ H-NMR (4 0 OMH z, CDCI3) d : 1. 49 (9H, s), 2. 99 (6H 
, s) , 6. 84 (IH, br s), 6. 94 (IH, dd, J = 8. 8, 3. 2Hz 
), 7. 08 (IH, s) , 7. 31 (IH, d, J = 8. 8Hz), 7. 34 (IH, 
ddd, J = 8. 1, 4. 9, 0. 7Hz), 7. 77 (IH, ddd, J = 8. 1, 2 
. 4, 1. 5Hz), 7. 93 (IH, d, J = 2. 9Hz), 8. 5 5 - 8. 5 8 (2 
H, m) . 

ESI -MSm/z 13 6 5 (M+H) + . 
[114 3] 

[|IM^fl9 7] N- t e r t -:7^^;V- 5 - ( 4 - p« 2 - If V v 7V) -1- (3- 

if y v;v) - 1 H - If 9 3 - :^ 5 j.- 

[1 14 4] 
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[<b 1 8 8 ] 




[1 14 5] 

##f!l5 8 0 5- (4 f-;l/- 2 - tf V 5^';^) -1- (3-t°V^>';v) -1H-Ii9 
3 (280m g) ttert -y^f^;VT 5 ( 2 0 9 1 ) t 

V^T. 7 i: |WI;|t<7);^-^-(:1im<l:;^i|^ (64. 7 m g , 19%) ^ T^;V7 r t L 

[1 14 6] 

^ H-NMR (4 0 OMH z, CDCls) <J:i. 50 (9H, s), 2. 38 (3H 
, s), 6. 85 (IH, br), 7. 05 (IH, d, J = 5. OlHz), 7. 20 

(IH, s) , 7. 34 (IH, s) , 7. 35 (IH, dd, J = 8. 18, 4. 76 
Hz), 7. 75 (IH, ddd, J = 8. 1 8, 2. 5 6, 1. 4 7 Hz), 8. 28 

(IH, d, J-5. OlHz), 8. 53 (IH, d, J=2. 56Hz), 8. 58 

(IH, dd, J=4. 76, 1. 47Hz). 
FAB-MSm/z : 3 3 6 (M+H) + . 
[1 14 7] 

[^ifef0 9 8 ] N- (2--7;V^n-l, 1 - v ^ f-;V-x^;ix) - 5- (5-75^-2 
- tf u -J)V) - 1 - ( 3 - b° V v;i/) - 1 H - ii° 7 y-;v- 3-^ F 
[114 8] 
['fb 1 8 9 ] 



H^N 




F 



[1 14 9] 

l)N-(2-'7;V:fn-l, 1 - y^^;VJi^;V) - 5- [5- (tert-7'h^~> 
:^;v.i?:=.;VT 5 y ) -2-ti°';v;V] -1- (3-li°Vv;i') - 1 H-e^ 3 - 

##fO 4105 - [5- it e X t - y^V ^^y-^ T 5 y ) - 2 - tf V v;v] - 

1- (3-}^VP)l^) - 1 H- tf9 V-;!/- 3 (2 5 Omg) t##M71 
02 -T5 y - 1 -^;V:tn- 2 - 7°n/N° (1 0 Omg) h^fflv^T, ||»J 7 

t |Wl;it(7):^ti-T:-N- (2 -y^w^tn- 1 , 1 -yy ^;VJ^5^;v) - 5- [5- (tert 

-yh^i^:^)i^^~)^T^y) - 2 -^°u -1- (3-ii';v;v) -iH-ii°7V 

3 K (2 17mg, 7 3%) LT#/^o 
[115 0] 

1 H-NMR (400MHz, CDCls) d : 1 . 52-1. 60 (15H, m), 4 
. 60 (2H, d, ] = 47. 6Hz), 6. 66 (IH, s), 6. 89 (IH, s) 
, 7. 17 (IH, s), 7. 33-7. 43 (2H, m), 7. 72-7. 76 (IH 
, m) , 8. 04 (IH, s) , 8. 26 (IH, d, J = 2. OHz) , 8. 55-8 
. 6 0 (2 H, m) . 
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[115 1] 

2) mm^it^m 

N- (2--7;v^n-l, 1 - v"^ f^;vjn.f-;i/) -5- [5- ( t e r t - -7' h ^ v :^ 
;V.-Kj::;1/T 5 y ) - 2-t:°';v;V] -1- ( 3 - V V ^V) - 1 H - tf 9 ;V- 3 - 

K (2 1 2mg) ^ffiV^T. ^Mfll 7 1 i: |WI;|i<:o:^'S-e^a'fl:'^% (113m 

g, 6 8%) ^mi^^tLxntzo 

[115 2] 

^H-NMR (400 MHz, CDCI3) 49 (6H, d, J = 10. OHz 

), 3. 85 (2H, s), 4. 60 (2H, d, J=47. 4Hz), 6. 89 (IH 
, s) , 6. 97 (IH, dd, J = 8. 5, 2. 9Hz) , 7. 08 (IH, s) , 7 
. 26 (IH, s) , 7. 35 (IH, dd, J = 8. 3, 4. 9Hz), 7. 73-7 
. 77 (IH, m), 7. 89-7. 90 (IH, m), 8. 54-8. 58 (2H, m 
) . 

ESI -MSm/z : 3 5 5 (M+H) . 
[115 3] 

[miMm 9 9] N-tert-:7-'^;v-5 - (5-T5/-2-1iV - 1 - ( 2 - 

^f y v^;!/) - 1 H - 11 9 y- ;v- 3 - ^ 5 K 
[115 4] 
[>fh 1 9 0 ] 



1) N-tert - r •5^;V - 5- [5 - (tert-yh^v:^?;V .i^"^ )VT < y) - 2 - 
-1- (2-^9P=-)v) - 1 H- li^y-;^- 3 -p57;V^i^~^-9-5 K 
##M 5905 - [5- (tert-yh^ v;^7 ;V5j^^-;VT ^ ^ ) - 2 - U - 
1 - (2-tf9>^ — ;v) - 1 H-li°'7y-;V- 3 (280mg) fctert 

-:/^;vT5 y (3 0 7 1 ) t ^fflv^r. ^ifel^ij 1 fciwi»co;^-ift-eN- t e r t -yf- 
5 - [5 - ( t e r t -y h^v*;v4^~-;vT5 /) - 2 -tiV v;^] - 1 - (2 - 
ti9i;-;w) - 1 H-li°9y-;V- 3 F (3 14mg, 9 8%) tmitt 



^ H-NMR (400MHz, CDCI3) S : 1. 49 (9H, s), 1. 52 (9H 
, s),6. 57(1H, br s),6. 87(1H, br s),7. 18(1H, 
s) , 7. 53 (IH, d, J = 8. 5Hz) , 7. 9 8 - 8. 0 4 (IH, m) , 8. 
21 (IH, dd, J = 2. 7, 0. 7Hz), 8. 34 (IH, dd, J = 2. 4, 1 
. 5Hz), 8. 55 (IH, d, J = 2. 4Hz), 8. 86 (IH, d, J = l. 5 
Hz). 

ESI-MSm/z : 438 (M+H) + . 
[115 7] 

2) um^h^m 

N-tert -y'-f-;v- 5 - [5 - (tert -y h ^ v ;V3K^;l'T 5 /) - 2 - t: 
Vv;v] -1- (2-t:9v-;v) - 1 H-t;7V"-;v- 3 ->?7;i''i^'^^^-^ F (3 0 5 m 
g) ^fflv>T. ^ifef fl 9 5 t IWI^O^^ffi-eaS-fb^tJ (2 2 0mg, 9 1%) L 




[115 5] 



[115 6] 



[115 8] 
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^ H-NMR (400 MHz, CDCI3) S : 1 . 49 (9H, s), 3. 74-3. 
96 (IH, br), 6. 88 (1 H, br s), 7. 00 (1 H, dd, J = 8. 5 
, 2. 7Hz), 7. 10 (IH, s), 7. 38 (IH, dd, J = 8. 5, 0. 5H 
z) , 7. 81 (IH, dd, J=2. 7, 0. 5Hz), 8. 38 (IH, dd, J = 
2. 4, 1. 5Hz), 8. 54 (IH, d, J = 2. 4Hz), 8. 78 (IH. d, 
J = 1 . 5 H z) . 

ESI-MSm/z : 338 (M+H) . 
[115 9] 

IMMmiOO'] N- (2 -y )Vtxn- 1 , 1 --J^^)VJ^-f-)V) - 5- (5-T5y- 

2-tf';v;v) -1- (2-tr9v-;i') - i h- v'-;v- 3 -:*;V5J^^'9-^ K 

[116 01 

[<!: 1 9 1 ] 




F 



[116 11 

1 ) N- (2 -•7;V^n- 1 , 1 - - 5- [5- (tert-7^h^v 
?57;i'.i?::i;VT5 /) -2-trU>^;i'] -1- (2 - 1 H- tf9 3 

##f!l5 9C0-5- [5- ( t e r t -7' h ^ v*;V'i^~-;^T ? y ) - 2 - ti° 'J 
-1- (2-t:7v-;v) - 1 H-tf-7y"-;v- 3 (8 Omg) t##M7 
1 O 2 -■7;i'^n- 1 , 1 -v^f-;i/J^5^;vT5 (8 Omg) t^m^^t, MM 

M7 i:|WI#co:fr-^-eN- (2 -'7;v:tn- 1 , 1 ^ - 5- [5- (te 

r t h ^v>^;v^i^'-;vT 5 y ) - 2 - tf -1- (2-t;7v— ;v) -IH- 

t;°7y-;v- 3 -;^?;^'K^-9-5 K (89mg, 9 3%) ^mi-^t LX^fzo 
[116 2 1 

^ H-NMR (4 0 OMHz, CDCI3) 3:1. 50 (6H, d, J = 2. OHz) 
, 1. 52 (9H, s), 4. 60 (2H, d, J=47. 6Hz), 6. 54 (IH, 
br s),6. 91(1H, br s),7. 17(1H. s),7. 53(1H, d 
, J=8. 5Hz), 7. 99-8. 05 (IH, m), 8. 21 (IH, d, J-2. 
7Hz), 8. 33 (IH, dd, J = 2. 4, 1. 5Hz), 8. 56 (IH, d, J 
= 2. 4Hz), 8. 88 (IH, d, J = l. 5Hz). 
E S I -MSm/z : 4 5 6 (M+H) . 
[116 3 1 

2) mmit^^ 

N- (2 -7;V:tn- 1 , 1 ->?^f-;vcc^;i/) - 5- [5- (tert --fY^-y^ 
5 y ) -2-ti°Vv;^] -1- ( 2 - i^^-^V) - 1 H - tf 9 V--;V- 3 - 
K (8 8mg) ^fflV^T. 9 5 t |Wl;ii<7);;^-^-e|l^<b'^J|^ (6 7mg 

, 9 3%) ^mi^t Lxntzo 
[116 4] 

1 H-NMR (400 MHz, CDCI3) § : 1 . 49 (6H, d, J-2. OHz) 
, 3. 71-4. 00 (2H, br), 4. 60 (2H, d. J=47. 6Hz), 6. 
92 (IH, br s), 7. 00 (IH, dd, J = 8. 5. 2. 7Hz), 7. 10 
(IH, s) , 7. 37 (IH, d, J = 8. 5Hz), 7. 81 (IH, d, J = 2. 
7Hz), 8. 38 (IH, dd, J = 2. 4, 1. 5Hz), 8. 55 (IH, d, J 
= 2. 4Hz), 8. 80 (IH, d, J = l. 5Hz). 
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ESI-MSm/z:356 (M+H) + . 
[116 5] 

[^IMM 10 1] N- t e r t -y'-^)V- 1 - {&-?<■ v- 3 - - 5 - ( 

1 H- tf 9 y"-;^- 3 - - i h- t: 9 y^-;^- 3 - ^ F 

[1 16 6] 
[^fc 1 9 2 1 

H 

MeO N 

[116 7] 

6 0 O 1 - ( 6 - ^ h ^ >- - 3 - ti° 'J - 5 - ( 1 H - t: 9 V- 3 - -f 

;v) - 1 H-lf9 V-;^- 3 -?^7;V'i^">^ (0. 2 2 2 g) t e r t -y^;vT ^ >- ( 

0 . 14 8ml) t^m^^x^ mmm 1 1 mm(D-jjmxMmit'^m ( 1 2 4 m g , 46% 

[1 16 8] 

^H-NMR (400 MHz, CDCI3) S : 1. 49 (9H, s), 3. 99 (3H 
, s), 6. 08 (IH, d, J = 2. 4Hz), 6. 81 (IH, d, J = 8. 8Hz 
), 6. 86 (IH, br s), 7. 49 (IH, s), 7. 53 (IH, d, J = 2 
. 4Hz), 7. 65 (IH, dd, J=8. 8, 2. 7Hz). 8. 25 (IH, d, 
J = 2 . 7 H z) . 

ESI -MSm/z : 3 4 1 (M+H) + . 
I 1 1 6 9] 

[^liMl0 2] N- vi^ n^>^;V- 1 - (6 h^v- 3 - tf V ^i^-;V) -5- 
(2 - t°9i^~-;v) - 1 H-if9 v*-;v- 3 ^ F 

[1 17 0] 
[<h 1 9 3 ] 




[117 1] 

##^!l5 1coi- (6 h ^v- 3 -li V ^5^'^-;^) -5- (2-li°vy-;V) -1 
H-tf9y''-;v- 3 -J&^V'-K^^ (0. 2 3 2 g) fc vi^n^>'^;i/T5 y (0. 139 

ml) t^m^^x^ mmui trnmo-j^rnxmrn^t^m (247mg, 86%) ^mi^t 

[117 2] 

^ H-NMR (4 0 OMHz, CDCI3) S : 1. 49-1. 58 (2H, m), 1. 
63-1. 78 (4H, m), 2. 06-2. 15 (2H, m), 4. 12 (3H, s) 
, 4. 39-4. 48 (IH, m), 6. 86 (IH, d, J = 7. 6Hz), 7. 18 
(IH, d, J = 9. 3Hz), 7. 34 (IH, s), 7. 85 (IH, d, J=9. 
GHz), 8. 39 (IH, dd, J = 2. 4, 1. 5Hz), 8. 51 (IH, d, J 
= 2. 4Hz) , 8. 86 (IH, d, J = l. 5Hz) . 
ESI-MSm/z : 366 (M+H) ^ . 
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[117 3] 

IMIMMl 0 31 N- ( 1 -:*;v/'?^-f ;v- 1 - n^yf^;^) -5 - (5-^-5^;v- 
2-t:';v^v) -1- (3-tfUv;v) - 1 H-kf^y-;^- 3 F 
[117 4] 
[<b 1 9 4 ] 




[117 5] 

37C7)5 - (5-^f-;V-2-tfV - 1 - ( 3 - H° V - 1 H - ti° 9 

3 )U7i?ym ( 0 . 2 5 3 g) i:##ffl2 6<^ 1 -T5 y- 1 -'^i^n^y^' 
F b 'J ■7;v:tnltmil (0 . 3 3 5 g) t^m^^X. MtMM? tW\U<olj 

-mx-mu'it^'^ (0. 1 8 0 g, 5 1%) ^mi^t Lxnfzo 

[117 6] 

^ H-NMR (400MHz, DMSO-de) d : 1 . 60-1. 75 (4H, rn), 

1. 98-2. 09 (2H, m), 2. 10-2. 20 (2H, m), 2. 29 (3H, 
s), 6. 84 (IH, br), 7. 08 (IH, br), 7. 28 (IH, s), 7. 
50 (IH, dd, J=8. 1, 4. 6Hz), 7. 62 ( 1 H, d, J = 8. IHz) 

, 7. 69-7. 75 (IH, m). 7. 79-7. 83 (IH, m), 8. 06 (IH 
, s), 8. 25 (IH, d like, J = l. 5Hz), 8. 55 (IH, d, J = 

2. 4Hz), 8. 60 (IH, dd, J=4. 6, 1. 5Hz). 
ESI -MSm/z : 3 9 1 (M + H) . 

[117 7] 

[^mm 10 4] N- t e r t -y^JiV- 5 - (6 3 - tf U V-J-)l^) - 1 - 

( 3 - t° V - 1 H - tf 9 3 - ;V'i<dr-9- 5 F 

[117 8] 
['fb 1 9 5 ] 




[117 9] 

##^J6 160 5- (6 3 -bii; -1- (s-tf'jy;^) -iH- 

V'-;V- 3 -:*;V'1^'>'^ (0. 2 4 7 g) t t e r t -y^;VT 5 > ( 0 . 2 8 0 m 

1) h^fflv^-c. 1 i: iwi/|t(?):^-&T?Mm^b'^% (0. i48g, 5 0%) ^mi^t 

[118 0] 

1 H-NMR (400MHz, CDCI3) S : 1. 49 (9H, s), 2. 71 (3H 
, s), 6. 84 (IH, br s), 7. 30 (IH, s), 7. 36-7. 42 (2 
H, m) , 7. 53 (IH, d, J = 8. 6Hz) , 7. 8 0 - 7. 8 7 (IH, m) , 
8. 55 (IH, d, J=2. 5Hz) , 8. 62 (IH, dd, J=4. 8, 1. 5H 
z) . 

ESI -MSm/ z : 3 3 7 (M+H) + . 
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[118 1] 

[^1MM1 0 5] N- t e r t -•7^5^ 5 - (i 1 H-ii°n-;v-3 - ;i/ 

) -1- (S-iiVv;^) - 1 H-if 7^-;^-- 3 -^JV'i^'^-y-^ K 
[1 18 2] 
[^l: 1 9 6 ] 




[118 3] 

##M6 2c7)5- (1 1 H-en-;i/-3--f ;v) -1- ( 3 - li° 

- 1 H- tf 9 3 -:^;l'*">@t-3^-f-;V^^T-;v (lOOmg) cot- h 9 t Kn ■7'7 

y ( 3 . 0 m 1 ) ^7a-c-7jc ( 1 . 0ml) :g.t/7X@Mb V ^ -i^ i^-7MPt/ (14. 

2 m g ) ^m^m^mw'ik. w.i^^KJi^m^^Km'itv ^ ^j^-7Km^ (14. 2 m g ) 

K ( 3 . 0ml) icit^lf L. ^?atr t e r t - y-5^;VT 5 > ( 7 1 . 0 I) . 1 - ( v 
p( ^;l^T 5 y :7'n Ii;v) - 3 --i--5^;^?& ;i^5J^'v-f § (9 7. Omg) :&Zfl-}i. 

Vu^Z^^yWV rV~Jl^ (6 8. 5mg) ^jJDx. 3 0 Km#L.fco ^Ju5mW^Mi£ 

u ^ ^ y -WW.^^ )\^) X'»mL, llSfb^^ (6 7. Omg, 2 5%) ^mittLxm- 
[118 4] 

^ H-NMR (400MHz, CDCI3) 8 : I . 47 (9H, s), 3. 60 (3H 
, s), 5. 83-5. 84 (IH, m), 6. 47 (IH, t, J = l. 8Hz). 6 
. 50 (IH, t, J = 2. 4Hz), 6. 80 (IH, s), 6. 87 (IH, s), 
7. 37 (IH, dd, J = 8. 2, 4. 9Hz), 7. 79 (IH, dt, J = 8. 2 
, 1. 8Hz), 8. 63 (IH, dd. J=4. 9, 1. IHz), 8. 72 (IH, 
d, J - 2 . 4 H z) . 
E I -MSm/z : 3 2 3 (M"^ ) . 
[118 5] 

0 6] N- t e r t -•/^;V- 1 - (6-^'9^;V - 3 - t° U i^^v-;V) - 5- 
(5 2 -tfu v;i/) - 1 H-H°9 y'-;v- 3 K 

[118 6] 
[ik 1 9 7 ] 




[118 7] 

6401- (6-^-^;V-3-lfi; - 5 - ( 5 - ;>< ^Jl'- 2 - li V 

;v) -1 H- tf 7 v"'-;^- 3 -:^;V5K>'m (0. 2 3 0 g) iter t-T^n^T^ y ( 
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0. 16 3ml) t =^fflv^-c> mmm 1 1 mm<^um-^^mi\:^m ( o . 1 9 e g , 72 

%) ^mi^t Lr#f^o 

[118 81 

^H-NMR (400 MHz, CDCI3) S : 1. 49 (9H, s), 2. 32 (3H 
, s) , 2. 75 (3H, s) , 6. 84 (1 H, s) , 7. 17 (IH, s) , 7. 4 
7-7. 56 (3H, m) , 7. 80 (IH, d, J = 8. 8Hz) , 8. 18-8. 1 
9 ( 1 H, m) . 

E 1 -MSm/z 13 5 0 (M+ ) . 
[118 9] 

immmi 07] N- t e r t-rf-;i'-5- (6-^ y^z/-3-\^V - 1 

- (3-t°Vv;v) - 1 H-tf ^y-;^- 3 K 
[119 0] 
[fbl 9 8] 



[119 1] 

##M65(^5- (6 h^S^- 3 -ev ^v^;V) -1- (3-t°U>^;V) - IH 
- evy'-;v- 3 (0. 3 0 3 g) a: t e r t -r^^;i-T 5 > ( O . 32 1 

ml) t^m^^x^ mmmi tw^m<Di^m'(:Mmt^m {0 . i85g, 52%) 

[119 2] 

1 H-NMR (400MHz, CDCI3) 8 : I . 49 (9H, s), 4. 11 (3H 
, s) , 6. 84 (IH, br s), 7. 01 (IH, d, J 9 . OHz), 7. 2 
4 (IH, s) , 7. 39 (IH, dd, J=8. 0, 4. 8Hz), 7. 49 (IH, 
d, J = 9. OHz), 7. 78-7. 84 (IH, m), 8. 56 (IH, d, J = 2 
. 5Hz) , 8. 62 (IH, dd, J-4. 8, 1. 5Hz). 
ESI -MSm/z : 3 5 3 (M+H) + . 
[1 19 3] 

i^mmi 0 8] N- t e r t--y^)V- 1 - (6-^ Y ^'y - 3 V }V) -5- ( 
1 H-t:n-;v- 3 - ^ )V) - 1 H-tf7y-;V-3 -iJiVrl^^^X Y 
[119 4] 
[ft 1 9 9 ] 



m^me 6 tmm<Dij'&xnfzi - (6-^ h^v-3-b°u v;v) -5- (in-tf 

u-;v-3-'f;^) - 1 H- 3 -5{7;V'5K>^^-f-;v-3:-:^T-;v (I4 8mg) 
O-r h^tKn^'^V (2. 0ml) MUX:^ (3 . 0ml) . ^ ^ ( 



MeO 





[ 1 19 5] 
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2 . 0 m 1 ) ^ RWKm^t ^ A -iKmm ( 4 O . O m g ) i:Uu^^^mnLfZo 

•MK 1 Nmmymm. {9 4 s m D ^tinx/cm. RiSi£M^«)±T^*tt#^tLfc^$S 

JIN, N- v;^ ^;i'.is;i'AT 5 K (3 . 0ml) h t e r t -y^;VT^ > (150/^1 
) . 1- (v^f^;VT^ y 7°n - 3 5 KM:^ (18 2mg) 

. -t Kndf v^yy-h V Ty-;v (ISOmg) =^jtJIJx.. ^rST'lSBI^WL 

h^'^y^- mm^i^}^-i^^^^^ ^» "^ifS^L. -mmit^'Ya (12 5mg, 7 8 

%) ^mitt Lxmzo 

[119 6] 

^H-NMR (400 MHz, CDCI3) d : 1. 48 (9H, s), 3. 99 (3H 
, s), 5. 98-6. 06 (IH, m), 6. 62 (IH, d. J = l. 7Hz), 6 
. 7 0 - 6. 7 5 (IH, m) , 6. 79 (IH, s) , 6. 81 (IH, s) , 6. 9 
0 (IH, d, J = 0. 7Hz), 7. 62 (IH, ddd, J = 8. 8, 2. 7, 0. 
7Hz), 8. 26 (IH, d, J = 2. 7Hz), 8. 44 (IH, br s). 
E 1 -MSmX z : 3 3 9 (M+ ) . 
[119 71 

[M-Mmi 0 9] N-^ f^v-N-^^;v- 1 - (6-^ h^v- 3 - irv-;v) 

-5- ( 5 -y 2 - 11° V - lK-}£yV~)U- 3-iJ)l^yi^^^5. V 

[119 8] 
{i\:2 0 0] 




[119 9] 

##CT6 7C01- (6 h^'>- 3 - tf; iS^v^;V) -5- ( 5 - ^ 2 - tf V 

- 1 H-li'^V-;!^- 3 (2 5 Omg) hN, O - v^'^ -5^;^ t Kn ^ 

i^T^ ymm^ (1 1 7mg) t^m^^^x. mmmi tmm.<7)ii'Axmmit^^ doe 

mg, 37%) =^@#tLT#/Co 
[1 2 0 0] 

^ H-NMR (400 MHz, CDCI3) $ : 2. 33 (3H, s), 3. 49 (3H 
, br), 3. 82 (3H, s), 4. 11 (3H, s), 7. 14 (IH, d, J = 8 
. 91Hz), 7. 15 (IH, s), 7. 46 (IH, d, J = 7. 94Hz), 7. 
54 (IH, dd, J = 7. 9 4, 2. 2 0 Hz), 7. 90 (IH, d, J = 8. 91 
Hz), 8. 25 (IH, s). 
F AB-MSm/z : 3 5 5 (M+H) . 
[12 0 1] 

[«^J110] N, N-v^f-;v-l- (6 h^v- 3 -trv i5^>?^;v) -5- ( 
5 - ^ 2 - U i^;v) - 1 H - 1° 7 V- ;v- 3 - 5 F 

[1 2 0 2] 
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[^b 2 0 1 ] 




[ 1 2 0 3] 

##flJ6 7<:0 1- (6 h ^v- 3 - t° V -5 - ( 5 - p< f-^V- 2 - li V 

- 1 H- y--;!^- 3 -:^;^'f^'>^ (3 4 9 mg) t f-;^T ^ ^^mstil (i 

8 3mg) t^m^^x^ mmmi tmmoijmx-mm'it^m (i83mg, 47%) 

[1 2 0 4] 

^ H-NMR (4 0 OMH z, CDCI3) a : 2. 33 (3H, s), 3. 15 (3H 
, s), 3. 40 (3H, s), 4. 11 (3H, s), 7. 07 (IH, s), 7. 1 
2 (IH, d, J = 9. 28Hz), 7. 47 ( 1 H, d, J = 7. 94Hz), 7. 5 
4 (IH, dd, J = 7. 9 4, 2. 2 0 Hz), 7. 80 (IH, d, J = 9. 28H 
z), 8. 24 (IH, s). 
FAB-MSm/z : 3 3 9 (M+H) + . 
[ 1 2 0 5] 

[*Mf!ll 11] N- [ (2 -7;i'^n- 1 -•7;v:tn;>{ 1 •g^;!/) - 
5- (5-pf ^;v- 2 -tf7^/-;v) -1- (3 - tfij v;!--) - 1 H- v*-;v- 3 - 

[ 1 2 0 6] 
[-fk 2 0 2 ] 




[ 1 2 0 7] 

##^!I3 6<755- (5-^^;v-2-tf7>^-;v) -1- (3-tfVv;v) -IH-tf 

7 3 (2 8 Img) t##fB7 0«^2-T5y-l--7;V:tn-2 

- (y;V:fn^^;v) ^"n/N"^:^^^:^ (1 4 6mg) i:=J-ffiV^T. mMM7 tmW.<7)lJ'^ 
X-mmit^m (17 1mg, 4 6%) =^ll#i:LT#fco 
[ 1 2 0 8] 

^ H-NMR (4 0 OMH z, CDCI3) d l 1. 58 (3H, s), 2. 57 (3H 
, s), 4. 59-4. 83 (4H, m), 7. 04 (IH, s), 7. 29 (IH, s 
), 7. 38-7. 42 (IH, m), 7. 76-7. 79 (IH, m), 8. 29 (1 
H, s), 8. 55 (IH, d, J=2. 4Hz), 8. 64-8. 66 (2H, m). 
ESI -MSm/z : 3 7 3 (M+H) + . 
[ 1 2 0 9] 

[M'MMll2'\ N- ( 1 1 - viJ' n^>'f^;v) -1- (6-^-5^;v- 
3-truv;v) -5- ( 1 1 H- trn-;v- 3 ;v) - 1 H- v''-;^- 
[12 10] 

•ffliE#2 005-3026716 
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[it2 0 3] 




[12 11] 

##M4 3<7)1- ( 6 f-;!'- 3 - tf V v;^) -5 - ( 1 1 H-tfn-;v 

- 3 - -f ;v) - 1 H - H° 9 y^- 3 - * >m ( O . 2 4 8 g ) ^ 2 6 <7) l - 

T5 ^ v^^n^^'i^y- 1 K h ij :7;i/;tnS^@^Jt^ (0. 3 2 2 g) ^: =lrffi 
v>-C. «fy7 |WI»<^:^?i-e«II'ft'^t; (O. 2 9 8 g, 8 6%) ^mWt LT#/io 
[12 12] 

^H-NMR (400 MHz, DMSO-de) d : 1, 56-1. 71 (4H, m), 
1. 94-2. 17 (4H, m), 2. 56 (3H, s), 5. 73 (IH, t lik 
e, J = 2. OHz), 6. 68 ( 1 H, t like, J = 2. OHz), 6. 73 ( 
IH, t like, J = 2. OHz), 6. 81 (IH, s), 6. 84 (IH, br 
), 7. 05 (IH, br), 7. 42 (IH, d, J = 8. 3Hz), 7. 78 (IH 
, dd, J = 8. 3, 2. 5Hz), 7. 87 (IH, s), 8. 50 (IH, d, J = 
2 . 5 H z) . 

E S I -MSm/z : 3 9 3 (M+H)+. 
[12 13] 

[^■mm 113]N-(2--7;V5rn-l, 1 - v^5^;v:i^f-;v) - 5- (5-T5y- 

2 - ii°9-i^'-;v) -1- (3-tf';v;v) - i h- ii^y'-;!^- 3 -i^^^^i^'^-^^^ K 

[12 14] 
[<b 2 0 4 ] 




[12 15] 

1 ) N- (2 - •7;^:a-n - 1 , 1 -i?^ f^;vji-^;v) - 5- [5 - (tert--7'>^v 

:^ )V7j?-)]^T ^ y) -2-t;°9v-;v] -1- (3-tf';v;v) - i H- tf ^y-;^- 3 

##M5 7co-5- [5- ( t e r t -y h ^ vp!7;l/#-;l/T 5 ^) -2-t;9v-;v 
] -1- (3-tfV>>';v) - 1 H-tf7y-;u-3 (0. 4 5 0 g) t## 
M 7 1 O 2 -T 5 ^ - 1 -y;V^n- 2 5^;vy°n/\°>m^:^ (0. 1 9 5 g) t^m 
^^X^ 1 tmm<D:}j-}^^'-N- {l-vn^^u-l, i -i;^^;va^f-;v) -5- [ 

5- ( t e r t -7' h ^v:^;V'i^'-;VT 5 y ) -2-tf7v-;^] -1- (3-if';v;v 
) - 1 H- tf^y-^V- 3 -*;V5}?dr-iJ-5 K (0. 470g, 88%) ^ia#t LT^^^ 

o 

[12 16] 

^ H-NMR (400MHz, CDCls) <J:l. 50 (6H, m), 1. 53 (9H 
, s), 4. 54 (IH, s), 4. 66 (IH, s), 6. 89 (IH, s). 7. 2 
4 (IH, s), 7. 37-7. 40 (IH, m), 7. 66 (IH, s), 7. 75- 
7. 78 (IH, m), 8. 41 (IH, d, J = l. 5Hz), 8. 57 (IH, d, 
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J = 2. 4Hz) , 8. 63 (IH, dd, J = 4. 9, 1. 5Hz), 9. 11 (IH 
, d, J = l. 2Hz). 
E I -MSm/z : 4 5 5 (M+ ) . 
[12 171 

2) mm^it^m 

N- (2 -y)Vtri- 1 , 1 - v?^ - 5- [5- (tert-^h^v'* 

;l/5j^-^;l/T 5 y ) - 2 - tf 9 v-^V] -1- (3-t°';v>'V) - 1 H - tf 7 V-^V- 3 - 
>&;v.i^-:¥-9-5 K (0. 4 6 0 g) '^fflv^T. ^i&f !l 9 5 t |WI#0:^fe-Climib'^t? (0. 
2 3 5 g, 6 5%) ^m^tLXnfZo 
[12 18] 

^ H-NMR (400 MHz, CDCls) ^:i. 49 (3H, s), 1. 50 (3H 
, s). 4. 54 (IH, s), 4. 66 (IH, s), 4. 79 (2H, s), 6. 8 
9 (IH, s) , 7. 14 (IH, s) , 7. 38 (IH, dd, J=8. 2, 4. 8H 
z) , 7. 7 6 - 7. 7 8 (IH, m) , 7. 80 (IH, m) , 8. 18 (IH, d, 
J = l. 2Hz) , 8. 58 (IH. d, J=2. 7Hz), 8. 60-8. 61 (IH 
, m) . 

E I -MSm/z : 3 5 5 (M"^ ) . 
[12 19] 

[^ifefflii4] N-z^T y 1 - (6 -y y^->- 3 -i^v 

)^) -5- ( 5 2 - If U i^'^V) -lH-t:9V'-;V 3 - ^ K 

[ 1 2 2 0 ] 
U\:2 0 5] 




[12 2 1] 

##f fl 6 7 O Ijz JA.~ J - ^f V r-J^)l^) _- 5_7 (_5 - ^ - 2 - b: V 
* 5?"71>"'> " 1 Ti - l?^-:7-~--7i7-_ -^-^ -|-2-5~ =0-ni' g ) t ■ '(>' T '5 ' t--t 'K^- 

h V )^m.mm ( 1 2 s m g ) t^m^^x. mmm 1 1 mm(D-)5'&xmmit^m (128m 

g, 44%) ^@#:i:LT#/Co 
[ 1 2 2 2] 

^ H-NMR (400 MHz, CDCls) d : 2 . 34 (3H, s), 3. 26 (1. 
5H, s), 3. 60 (1. 5H, s), 4. 13 (3H, s), 4. 53 (IH, s) 
, 5. 02 (IH, s) , 7. 14 (IH, d, J = 9. 16Hz), 7. 18 (IH, 
s), 7. 49 (IH, d, J = 7. 69Hz), 7. 56 (IH, dd, J = 7. 69 
, 2. 08Hz), 7. 80 (IH, dd, J = 26. 1, 9. 16Hz), 8. 24 ( 
1 H, s) . 

FAB-MSm/z : 3 6 4 (M+H) + . 
[ 1 2 2 3] 

[||»J115] N, 1 - (6 h^v- 3 - tf U >^;V) -5- (IH 

- tin-;v - 3 --r ;v) - 1 H-ii 9 v"'-;v- 3 K 
[ 1 2 2 4] 
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['ft 2 0 6 1 



MeO 




[ 1 2 2 5 ] 

##i5!l6 60 1- (6 h^v- 3 -tf; -5 - (1 H- t'n 3 - ^ ;v 

) - 1 H - 9 3 - :^ JVt^ym ( 2 5 0 m g ) t v ^ ^;VT 5 ^i^^iS (86m 

g) t^m^^x. mmi tmm<Dijmx-mm^t^¥^ doomg, 37%) ^mi^tL 

[ 1 2 2 6] 

^H-NMR (400 MHz, CDCI3) d : 3 . 13 (3H, s), 3. 40 
, s) , 3. 9 8 (3H, s) , 6. 0 5 (l H, s) , 

6 9 H z) 

7 9 H z) 



. 6 6, 2 . 
d, J=8. 

d d, J = 8. 7 9, 
4 3 ( 1 H, b r ) . 
FAB-MSm/z : 
[ 1 2 2 7] 
[*MM1 1 6] N, 

1 H-ifn-;v 
[ 1 2 2 8] 
[<t: 2 0 7 ] 



, 7 3 ( 1 H, 
. 7 9 (1 H, 
9 H z) , 8. 



q, 

d. 
2 5 



J = 2. 
J = 2. 
(1 H, 



(3H, s) , 3 
6. 6 4 (1 H, 
2 H z) , 6 . 
9Hz) , 7. 



J = 2. 6 9 H z) 



(3 H 
J = 3 
(1 H, 
(1 H, 
8 . 



3 12 (M + H) 



N-v^'^^^W-l- (6 h ^v- 3 - tfi; -5- 
3-4 - 1 H- tf9 V-^V- 3 K 



(1- 



— -N 



-MsO N 




9 



[ 1 2 2 9 ] 

##flj6 8<7)l- (6 h^'>- 3 -tf V -5- ( 1 - ^ 1 H- tfn - 

;v-3-'f;v) - 1 H- 1: V v'-;v- 3 ( 2 0 0 m g) i: y ^ f-;vT 5 >J1 
(8 2mg) ^i^^V^T. 1 h mcTj^^jfe-clllM'fb^t) (4 7ing, 2 1%) 

[ 1 2 3 0] 
^ H-NMR (4 0 OMH z , 
, s), 3. 60 (3H, s) 
. 69, 1. 83Hz), 6. 
t, J = 2. 69Hz), 6. 
z) , 7. 6 2 ( 1 H, d d, 
J = 2. 69, 0. 49Hz) 
FAB -MS m/' z I 3 2 6 
[12 3 1] 

[«M117] N, N-v^^;V-l- (6-^ h^v-3-tri; v^V) -5- 
> 2 - tT^i^-;!') - 1 H-ii°9 3 K 

[ 1 2 3 2] 

ttJiE# 2005-3026716 



CDC 1 3 ) d : 3. 1 

, 3 . 9 8 (3 H, s ) 
4 7 ( 1 H, t , J = 1 
7 6 ( 1 H, 
J = 8. 7 9 



s) 



(3 H, s) , 3. 3 
5 . 9 0 ( 1 H, d d, 
8 3 H z) , 6 . 5 1 
6. 78 (IH, d, J=8. 
69Hz), 8. 25 (IH, 



(M+H) 



+ 



(3 H 
J = 2 
( 1 H, 
7 9 H 
d d, 



(5- 
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m2 0 8] 




[ 1 2 3 3 1 

##M6 9<^1- (6 h^v- 3 - tfV -5- (5-^'^)l'-2-^yP=- 

;v) - 1 H-ii7y^-;v- 3 -5^?;vjJ^'>M (0. 5 O g) t f-;wT 5 ( O . 

3 9 3 g) t^m^^x^ mmmi tmm.<7)i3mxmm'it^'^^ (o. 2 o 5 g, 37%) ^ 

[1 2 3 4] 

^ H-NMR (400 MHz, CDCI3) (5:2. 58 (3H, s), 3. 16 (3H 
, s), 3. 42 (3H, s), 3. 97 (3H, s), 6. 79 (IH, d, J = 8. 
8Hz), 7. 21 (IH, s), 7. 61-7. 64 (IH, m), 8. 12 (IH, 
d, J = 2. 9Hz), 8. 36 (IH, m), 8. 60 (IH, d, J = l. 5Hz) 

E I -MSm/z : 3 3 8 (M+ ) . 
I 1 2 3 5 ] 

[*»Jii8] 5- (5 -T5 y- 2 -If ^ v-;v) -1- (3-tf'J^^;v) -IH- 

[ 1 2 3 6 1 
['fb2 0 91 




[ 1 2 3 71 

1) 5 - [5 - (tert - -7* h :^ ;VjK-;VT 5 ^ ) - 2 - If^ - 1 - (3 

-ifi;i^;v) - 1 H- tf7V'-;v- 3 -?&;i'5j^'>MN, N-'J4 yfu}£jvr ^ V 

##M 57<7?5 - [5- (tert-rh^v* T^y) - 2- if 7 

-1- (3-lf';v;V) - 1 H-li7y-;V- 3 -J^r^V'i^'^^St (0. 6 7 5 g) tvMV 
7°ne;VT5> (0. 4 9 6 ml) i: ^ffl v^T, ^Jfefll 1 ^ |W|#<^:^^£-e 5 - [5- (t 

eTt-y'V^iyU)^^^)i^r^y) -2-if9i^-;v] -i - (3 -tf v i^~;v) - iH 

- l£9 V'-;v- 3 -:^;V'i^'>mN, N-i/M V/n tf;VT5 K (0 . 5 0 4 g, 6 1%) 
[ 1 2 3 8] 

^ H-NMR (4 0 OMHz, CDCI3) ^11. 25-1. 72 (12H, m), 1 
. 54 (9H, s) , 3. 60 (IH, m) , 4. 71 (IH, m) , 7. 02 (IH, 
s), 7. 35-7. 38 (IH, m), 7. 48 (IH, s), 7. 75 (IH, d, 
J = 7. 8Hz), 8. 38 (IH, d, J = l. 2Hz), 8. 57-8. 59 (2H 
, m) , 9. 15 (1 H, s) . 
E I -MSm/z : 4 6 5 (M"^ ) . 
[ 1 2 3 9] 
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2) M-fE-^t/ 

5 - [ 5 - ( t e r t - y h ^v:*;i'^'-;VT^ y) - 2 - t° 9 '^^'-^V] - 1 - (3 - 
tfVv;!') - 1 H-e^y'-;^- 3 -*;^5i^~>'I$N, N-i>"-f V7°n t°;V'y 5 K (0. 4 
9 4 g) ^ffiv^T. ^Mf!l9 5 0 2) i: IW]#0:^ti tr^im'fb^t/ (0. 2 5 0 g, 6 3% 

) ^mi^tLxmfzo 

[ 1 2 4 0] 

^ H-NMR (400MHz, CDCI3) S : 1 . 26-1. 27 (6H, m), 1. 
55-1. 56 (6H, m), 3. 59 (IH, m), 4. 70 (IH, m), 4. 84 
(2H, br s), 6. 91 (IH, s), 7. 35 (IH, dd, J = 8. 1, 4. 
6Hz), 7. 76 (IH, d, J = 8. IHz). 7. 83-7. 84 (IH, m), 
8. 16-8. 17 (IH, m), 8. 56-8. 57 (2H, m). 
FAB-MSm/z 13 6 6 (M + H) + . 
[12 4 1] 

[^*&^!lii9] N-'f vy^;v-N-^f-;v- 5 - (5 2 - tf; '7;v) -i 
- (3-n°';v;v) - 1 H-if 7 V-;^- 3 5 K 

[ 1 2 4 2 ] 
[^fb 2 1 0 ] 




[ 1 2 4 3 ] 

##'^J 3 7 CO 5 - ( 5 - ^ 2 - tf V ;v) - i - ( 3 - tf - i H - e ^ 

3 ( 1 0 0 m g) tN-^^)]^^ vy^)Vr^> (64yul) ^:=s- 
Mv^r. 7 t [W|;it(^:^'&X'^®<b-^% (6 6mg, 5 3%) ^m^^tLxntZo 

[ 1 2 4 4] 

^ H-NMR (4 0 0MHz, CDCI3) dlO. 89 (3H, d, J = 6. 59Hz 
) , 0. 9 8 (an, d, J = 6. 59Hz), 2. 09 (IH, m), 2. 3 4 H 
7 "si , 3 . 13' ( 1 . 6 5 HV s ) , 3 . 3 T ( 1 .' ' 3" 5TT,~s7 S .' 4^"T1'H, ' 
d, J = 6. 57Hz), 3. 70 (IH, d, J = 6. 57Hz), 7. 10 (IH, 
d, J = 7. 20Hz), 7. 34 (IH, dd, J = 8. 18, 4. 88Hz), 7. 
39 (IH, dd, J = 10. 99, 8. 18Hz), 7. 54 (IH, t, J = 5. 3 
7Hz), 7. 74 (IH, t, J = 10. 38Hz), 8. 31 (IH. s), 8. 5 
1 (IH, dd, J=4. 15, 2. 56Hz). 8. 56 (IH, d, J=4. 52H 
z) . 

FAB-MSm/z 13 5 0 (M+H) . 
[ 1 2 4 5] 

[^Mf!li2 0] N-^f-;v-N-^f^;v- 1 - (6 h^v- 3 -t°U v;i/) -5- 
(lH-tfn-;l/-3--1';V) - lK-\£y V^- )V- 3--ti ;i/.i^^-9- 5 K 
[ 1 2 4 6] 
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nb2 1 1] 




[ 1 2 4 7] 

##f!l6 601- (6 b ^ V- 3 - tf i>~;v) -5- (1 H - tf n - 3 - ;V 
) - 1 H- li 7 3 -P&;^'1?>@^ ( 1 5 0 m g) ^ N-J^f^;v^ f-;vT 5 (5 9 

fx 1) ^^fflV^T. 1 t |WI1t<7)^-^-t-;jl^{b^% (8 4mg, 4 8%) imi^tL 

[ 1 2 4 8] 

^ H-NMR (4 0 OMH z, CDCI3) ^:i. 24 (3H, q, J = 7. 08Hz 
), 3. 10 (1. 5H, s), 3. 36 (1. 5H, s), 3. 60 (IH, q, J = 
7. 08Hz), 3. 81 (IH, q, J = 7. 08Hz), 3. 97 (3H, s), 6 
. 05 (IH, s), 6. 64 (IH, d, J = 5. 74Hz), 6. 73 (2H, m) 
, 6. 77 (IH, d, J = 8. 67Hz), 7. 61 (IH, dd, J = 8. 67, 2 
. 56Hz), 8. 25 (IH, d, J = l. 32Hz), 8. 43 (IH, br). 
FAB-MSm/z : 3 2 6 (M+H) + . 
[ 1 2 4 9] 

[^i&'I^Jl2l] N- (2-7;v:^n-i, 1 -5- (S-^JV/-^'^ 
^ )V-2-^V v;v) - 1 - ( 3 - tf u y ;v) - 1 H - tf 9 y- ;v- 3 - ;i//-}^'^-9- 5 K 

[ 1 2 5 0] 
[^b 2 1 2 ] 




[12 5 1] 

1) N- (2-^;v:tn-i, 1 - -5- ( 5 - vT^ - 2 - tf V 

) -1- (3 - 1; i>';v) - 1 H-li°7y-;v- 3 F 

7 3 CO 5 - ( 5 - V T y - 2 - tf y V ;V) - 1 - ( 3 - ti V - 1 H - t° 9 

3 ( 1 4 6 m g) 7 1 (7) 2 - 7;v:tn- 1 , l-i^^f-;!/ 

j:-f-;VT5 (9 6mg) ^fflV^T, 7 t |WI;|t<^:5-ffi-eN - (2-:7;v^ 

0-1, 1 - •5^;VJi^;V) -5 - ( 5 - v T ^ - 2 - t° V -1- ( 3 - U v 

- 1 H-li^y^-;!^- 3 K (13 7mg, 7 5%) LT#/.: 

o 

[ 1 2 5 2 ] 

1 H-NMR (40 OMH z, CDCI3) <5:i. 50 (6H, d, J = 2. OHz) 
, 4. 59 (2H, d, J=47. 6Hz), 6. 88 (IH, s), 7. 36 (IH, 
s) , 7. 42 (IH, dd, J 8 . 4, 4. 5Hz), 7. 66 (IH, dd, J = 
8. 3, 1. OHz), 7. 73-7. 74 (IH, m), 8. 01 (IH, dd, J = 
8. 3, 2. 2Hz), 8. 55 (IH, d, J = 2. OHz), 8. 64 (IH, dd 
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, J = l. 1, 0. 5Hz), 8. 67 (IH, dd, J=4. 9. 1. 5Hz). 
[ 1 2 5 3 1 

2) mm^t^'^s 

N- (2-7;Wjfn-l, 1 - i/^ -5 - ( 5 - v^T^ - 2 - li V 

-1- (3-li°Vv;V) - 1 H-tf^V-;^- 3 K (17 5mg) 

"C. miim2 1 h |wi5ito:;^'^t?M'ft;'^ii/ (i 4 Omg, 7 6%) ^m^^tLxntzo 

[ 1 2 5 4 ] 

^ H-NMR (400MHz, DMSO-de) $ : 1 . 39 (6H, d, J = l. 5H 
z), 4. 60 (2H, d, J=47. 4Hz), 7. 44 (IH, s), 7. 52 (l 
H, dd, J = 8. 2, 4. 8Hz), 7. 61 (IH, s), 7. 63 (IH, s), 
7. 81-7. 93 (2H, m), 8. 15 (IH, s), 8. 27-8. 31 (IH, 
m) , 8. 6 0 - 8. 6 4 ( 2 H, m) , 8. 78-8. 81 (IH, m) . 
E S I -MSm/ z : 3 8 3 (M+H) . 
1 1 2 5 51 

12 2] N- t e r t -y'^)V- 5 - ( 1 1 H-^ 5 4 - 

-f;v) -1- (6 3 -tf V - i H-if^ v--;v- 3 K 
[ 1 2 5 6 1 
['fb 2 1 3 1 




[ 1 2 5 71 

###9 7 2(7)5- (1 1 H--f ^ i5^y*-;v-4 -'f ;v) - l- (6-p{-5^;v 

- 3 - t: V - 1 H - t° 9 V- ;v- 3 - ^ (lOOmg) ttert - y^i^ 

jvT^y {4 5 ju 1) ii^fflv^T. mmm7 tmm<7)i^mr-mm^t^m (8 8mg, 74 

%) LT#/co 
[ 1 2 5 8] 

^MJ-lNMR (_4 0 OMHz„_CDC Is ) S_:j_._ 4 8_ (9 H, ,s ) _^ _ 2_,_ _6.2„J.3 H._ 
, s), 3. 6 6 (3H, s), 6. 79 (IH, d, J = l. 2 Hz), 6. 81 (1 
H, s), 7. 04 (IH, s), 7. 24 (IH, t, J = 6. 7Hz), 7. 37 ( 
IH, s) , 7. 75 (IH, dd, J = 8. 3, 2. 4Hz) , 8. 54 (IH, d, 
J = 2 . 4 H z) . 

E S I -MSm/z : 3 3 9 (M+H) ^ . 
[ 1 2 5 9 ] 

immm 123] N-tert - 5 - ( 5 - v r y - 2 - tf v v ;v) - 1 - (3 

- V v?;v) - 1 H - 11° 9 )i^-3-:^ ;1/jK^-9- 5 K (^MfO 2 3 OglJ^t^^) 

7 3 0 5- ( 5 - -> T y - 2 - tf y V ;V) - 1 - ( 3 - V v;^) - 1 H - 9 
y--;i/- 3 (3 . 5 0 g) ^: t e r t -^'f-JVT 5 > ( 2 . 5 3 m 1 ) t =lr 

fflv^T. ^iffefU 7 ^1 |wi#<^:^fe-e|gm'fb^tJ (3. 4 o g, 8 2%) ^mi^thx^^^^fzo 

[ 1 2 6 0] 

^ H-NMR (400 MHz, CDCls) 5:1. 49 (9H, s), 6. 82 (IH 
, s), 7. 37 (IH, s), 7. 41 (IH, q, J = 4. 4Hz), 7. 67 (1 
H, d, J=8. 3Hz), 7. 74 (IH, d, J = 6. 6Hz), 8. 01 (IH, 
dd, J = 8. 2, 2. IHz), 8. 55 (IH, d, J = 2. 2Hz), 8. 63- 
8 . 6 7 (2 H, m) . 
[12 6 1] 
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[^»J12 4] N- t e r t -•7-'^;V- 5 - (5 Vu^'y ^ 2 W 

- 1 - ( 3 - y 'J)l^) - 1 H - tf V V- ;v- 3 - 5 K («^J 2 6 (D^M^ 

m 

m.Mn 123<^N-tert - y^JV- 5- (5-'>Ty-2-t:'J - 1 - ( 3 

-tfi;-:^';!/) - i H-e9y'-;v- 3 K (2. 0 4 g) <0 2MT>'^-t 

(5 0ml) vt?tt'> - -^^ v U '>";V/T;V 5 (~6 5%#^, 1 

. 0 g) =^*nxs 7>C* (8 a t m) #|i|^T<7?:^- h ^ 1 2 0°CT-2 . SHtPH^m 

10 0ml) tWfm (20ml) l^ML. ^^StrMTOf- h V A ( 2 . 0 3 g) 
x.2^r^m#L/io 7K<=^T> RJS^W^^^^^5J^;^i^ (l 5 0ml) ^t)0;ifcm. ^^tK* 

jf^^ ^ y nn5j^;i/A (l : l 0) -t:-|E&i±J L/Co ^^t)^i:#t7XM':^ h V 

^r^y^- (^^y-;v-^^nD.i^;VA) t?»^L> (820mg, 39%) 

[ 1 2 6 2 ] 

^H-NMR (400 MHz, CDCls) d : I . 49 (9H, s), 2. 3 0 (IH 
, s), 4. 73 (2H, s), 6. 85 (IH, s), 7. 19 (IH, s), 7. 3 
6 (IH, dd, J = 8. 1, 4. 9Hz). 7. 49 (IH, d, J = 8. IHz), 
7. 7 4 - 7. 7 9 (2 H, m) , 8. 40 (IH, s) , 8. 52 (IH, d, J=2 
. 4Hz), 8. 59 (IH, dd, J = 4. 8, 1. 6Hz). 
[ 1 2 6 3 ] 

[*Ji#!ll2 5] N- t e r t -y-f-;^- 5 - ( 5 5 2 - tT U v;v) -1- ( 
3 - If V -J^v) - 1 H - 11° 9 ;v- 3 - 5 k 

[ 1 2 6 4] 
[^k2 1 4] 




[ 1 2 6 51 

^M^iJ 1 2 4CDN- t e r t 5 - (5-H Kndfv^f-;v- 2 -tfV i^';!') 

-1- (3-t:Uv>';V) - 1 H- tf^ V-;!/- 3 -:*;V>3?^-9-5 K (8 0 7mg) OviJ' 
nny ^ > (5 Om 1) ^?a-ei , 1, 1 - b U X (T-t h ^ v) - 1 , 1-v 

tKn-l, 2-^>vC3-K^V;^-3 (lH)-:t>(Dess-Marti nl^^ 
, 1 . 2 1 g) ^iJUK-^mWLfZo KJiEmz^ 1 Ny^m^ti- h V ^ ^iimm (50ml 

5^;V) -^-ttML. SM'fb^t/ (6 7 6 mg, 8 4%) =^ T^;V7 r h LT^/^o 
[ 1 2 6 6] 

^ H-NMR (4 0 OMHz, CDCls) S : 1. 50 (9H, s), 6. 84 (IH 
, s), 7. 38-7. 42 (IH, m), 7. 39 (IH, d, J = 4. 9Hz), 7 
. 71 (IH, d, J = 8. IHz), 7. 77 (IH, t, J = 4. 2Hz), 8. 2 
2 (IH, dd. J = 8. 2, 2. IHz), 8. 56 (IH, d, J = 2. 4Hz), 
8. 65 (IH, dd, ] = 4. 9, 1. 5Hz), 8. 84 (IH, d, J = 2. 2H 
z) , 10. 0 7 (1 H, s) . 
[ 1 2 6 7] 
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[«flJl 2 6] N- t e r - [5- (1 - li Kn ^->J^f-;V) - 2 - tf 

-1- (3-tfVS^;v) - 1 H-e7V'-;v-3 K 

[ 1 2 6 8] 

[4t:2 1 5] 



HO 




[1 2 6 9] 

T;V3'>#ia^. -7 SritSPT. ^ife-B^Jl 2 5<DN- t e r t-^^^^^V-S- (5- 
;v- 2 - tf U -l - (3-t:Vv;^) - i H- tf 9 v--;v- a ->^;^53^"^■9- 
5K (75. Omg) (757"h7tFn-79> (5ml) ^ft^ ;v -7 v A 
(0. 9 0M(7)x h 9 11 Kn7 9>W, 2 8 6 /^1) *iitTl^> 18^fBlWL/coK 

) -r-flML. lIM^k^tf (34mg, 43%) LT#7to 
[ 1 2 7 0] 

^ H-NMR (40 OMH z, CDCI3) 8 \ \ . 50 (9H, s), 1. 51 (3H 
, d, J = 6. 4Hz), 2. 55 (IH, s), 4. 93 (IH, d, J = 6. 3Hz 
), 6. 85 (IH, s), 7. 18 (IH, s), 7. 37 (IH, dd, J-8. 1 
, 4. 9Hz), 7. 47 (IH, d, J = 8. IHz), 7. 7 5 - 7. 8 0 (2 H, 
m), 8. 40 (IH. s). 8. 51 (IH, s), 8. 58 (IH, d, J=4. 6 
Hz). 

ESI -MSm/z -.3 6 6 (M+H) . 
[12 7 1] 

[*Wl 2 7] N- t e r t-r^;i/-5- [5- (;><^;V'T5y) p< 2 - tf V 

- 1 - ( 3 - V v^^;^) - 1 H - ti° 9 V- 3 - :^ 5 K 

Il 2 7 2 ]__, __ ^ _ _ _ - 

['fB"2 l"6 ] " 



MeHN 




[ 1 2 7 3 ] 

1 2 5 <7)N - t e r t - -r^iv- 5 - (5 - 2 - tf; v;v) - i - ( 

3-t°Uv;^) - 1 H-H°9y^-Jl/- 3 K (5 7mg) .1^^(9 3. 3 

iJL \ ) . 'BLt:?^^y^r^y^^M. (5 5mg) <^^iry-;v (3m i) 'mm:-. ^fS-ev' 
T^Tfc^fk^'^*^ h V (5 1 mg) =^i)n^MWL/co ^tSfti'lSfnRmTR^^ 
h 'j '>A7XvMt^'nn5i^;i/A-^ (10 : 1) r^^^vtS^tin^^mL. M/f 

n-7 h ^79-7^ - (^ ^y-;^-^^^^>i=:;^i^) -effi^L. ^S'ffc'S-tJ (2 8m 
g, 4 7%) ^'M^^^fc L-C#/Co 
[1 2 7 41 
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^H-NMR (400 MHz, CDCI3) S : 1. 49 (9H, s), 1. 70 (3H 
, s), 2. 67 (IH, s), 3. 76 (2H, s), 6. 85 (IH, s), 7. 2 
2 (IH, s), 7. 36 (IH, dd, J = 8. 1, 4. 9Hz), 7. 47 (IH, 
d, J = 8. IHz), 7. 72-7. 77 (2H, m), 8. 37 (IH, s), 8. 
53-8. 59 (2 H, m). 
E S I -MSm/z 13 6 5 (M + H) . 
[ 1 2 7 5 ] 

128] (2E) -3- le - [2 - (3-tf';v;i/) - 5- (N-tert- 
7'^;V5&;u/N'^^;i/) - 2 H- ii v v*-;u- 3 --f ;v] -3-t°';v;vl r^^ -^vm^ -5^ 

[ 1 2 7 6 ] 
[<t:2 1 7] 




[ 1 2 7 7] 

T;vrf>#|ll^> *:?^T> ^J^^^I'^m b 'J ^ (4 8;e/l) (Dt^ Y "7 \i Vv^ y v > 
(3ml) TK^-fb:?- h V -^A (55% in oil,13mg) ^U\iK.2 5 

FbIWL/co RBW-K. yK^T-^^mmm l 2 5 on - t e r t -yf-;v- 5 - ( 5 - 
5 2 - ti 1; v;^) -1- (3-ii';v;v) - i h-h°9 y^-;v- 3 K 
(6 8. 5 mg) OT^Y^^^ruy^y (3ml) mU^mk- 1 5'^mmW\^fZo 

aif-;v) trfl^L, S^-fb^t) (4 Img, 5 0%) LTtf/co 
[ 1 2 7 8] 

1 H-NMR (4 0 OMHz, CDCI3) S I 1. 50 (9H, s), 3. 82 (3H 
, s), 6. 49 (IH, d, J = 16Hz), 6. 84, (IH, s), 7. 29 (1 
H, s) , 7. 39 (IH, dd, J = 8. 0, 4. 8Hz), 7. 55 (IH, d, J 
= 8. 4Hz), 7. 62 (IH, d, J = 16Hz), 7. 75-7. 78 (IH, m 
), 7. 87 (IH, dd, J = 8. 0, 2. OHz), 8. 52 (IH, d, J = l. 
6Hz), 8. 56 (IH, d, J = 2. 4Hz), 8. 63 (IH, dd, J = 5. 2 
, 1 . 6 H z) . 

E S I -MSm/z : 4 0 6 (M+H)+. 
[ 1 2 7 9] 

[m^mm 129] 3- le - [2 - (3-tfV - 5- (N-tert - 

/^^-f;i/) 2 H-trvy*-;v- 3 --f ;v] -3-truv;v} -/n tf ^^m^'^^^^-^-^^t" 

[ 1 2 8 0] 
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[12 8 1] 

7]C*#H^T^ 1 2 8 O (2E) - 3- 16 - [2 - (3-tfUv;V) -5 - ( 
N- t e r t - 2 H- 1''^ y^-;v- 3 --f ;v] -3-t°Uv>'V| 

U (3 5mg) (7)^^$^/-;^ (7ml) -Bm^. 10%^^°9v'> 

A-R* (7X^5 2. 8%, 7 img) =^inx. 7X*#ia^T. mux-m^mw\^fzo K 
mm^^mL. ^bm^^m^u&T'^^Lmmit^m (3 2mg, 91%) ^m^mtLx 

[ 1 2 8 2 ] 

^ H-NMR (400MHz, CDCI3) d l 1. 49 (9H, t, J = 9. 9Hz) 
, 2. 64 (2H, t, J = 7. 6Hz), 2. 94 (2H, t, J = 7. 6Hz), 3 
. 68 (3H, s), 6. 84 (IH, s), 7. 21 (IH, s), 7. 37 (IH, 
dd, J-8. 2, 4. 8Hz), 7. 44 (IH, d, J=8. IHz), 7. 58- 
7. 60 (IH, m) , 7. 7 5 - 7. 7 8 (IH, m) , 8. 29 (IH, d, J = l 
. 7Hz), 8. 54 (IH, d, J = 2. 2Hz). 8. 59 (IH, d, J=4. 6 
Hz) . 

ESl-MSm/z : 408 (M+H) . 
1 1 2 8 3 1 

[**fe1?!li3 0] N- t e 1- t 5 - [5- ( 2 - ;i'/N'^-f ;i/J^-^;v) - 2- 
t:V5^;v] -1- (3^t°i;>^;w) - i H-tf7y*-;v-3 k 

[ 1 2 8 4] 

U\:2 1 9] 




[ 1 2 8 5 ] 

129(7)3- ]6 - [1- (3-li';v;^) -3- (N-tert - a^'^;V i:^ 
^N^-t^;v) - 1 H-ii7V-;v- 5 -3-n°Vv;vl -/n tf:t 
;V (32mg) OxhytKny^y (Sml) iiTR (1ml) M&X::^mit') 
^^J^—imm (3. 6mg) ^tnx.4B#rBl«#L/co J^)S?t^^. 1 Niim7X« (8 6 

(5ml) tCY#ftfL> ^^a-em^ffcr:^*-':/ A (4 2mg) . l-HKn^rv^ 

>X b V TV-;!^ ( 1 1 m g) . f U^-f-;VT 5 > ( 1 0 9 1 ) . W\ 3 
- ( 3 - V ^ ^;VT 5 y 7°n t; ;v) \ Y^W^ (3 0 m g ) ^tnx 2 0 rsltt^ 

L/co RJS»?fe=^MJ±T®*L#e)tLfc^?l*v'J:^^';v^Jl^'n-7b^-97^- (p< 
iJ^y-;V-:J^nn5^;Vi.) i:^ltmL> ^^M'Tb-^tJ (2 Img, 6 8%) LT^f; 

o 

[ 1 2 8 6] 
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^ H-NMR (400 MHz, CDCI3) d : 1. 49 (9H, s), 2. 53 (2H 
, t, J = 7. 6Hz), 2. 97 (2H, t, J = 7. 4Hz), 5. 58 (IH, s 
), 5. 71 (IH, s) , 6. 86 (IH, s), 7. 18 (IH, s), 7. 37 ( 
IH, dd, J = 8. 3, 4. 9Hz) , 7. 41 (IH, d, J = 8. OHz), 7. 
60 (IH, dd, J = 8. 1, 2. 2Hz), 7. 76-7. 79 (IH, m), 8. 
30 (IH, d, J = 2. 2Hz), 8. 48 (IH, d, J = 2. 4Hz), 8. 58 
(1 H, d d, J = 4. 9, 1. 5Hz) . 
ESI -MSm/z : 3 9 3 (M+H) . 
[1 2 8 7] 

[^WJ 131] N-tert - 5 - ^Jl-- 2 - ti V - 1 

- ( 3 - If V - 1 H - tf 9 3 - :^ 5 YMBM. (*WJ 2 7 coSUg^ 

1 2 3 <7)N - t e r t - 5 - ( 5 - v 7 ^ - 2 - tT V - 1 - ( 3 

-tf';v;v) - 1 H- tr^ v^-^v- 3 -i^^vsJ^'^-^?-? K (1. 1 0 g) o2Mt:/^-t 

(30ml) Wt', ^ -7 -> V :^7^';V/T;V5 ^ (~ 6 5 %#^, 0 

. 7 0 g) ^tinx., (8 a t m) #|il^T<0:t- h ^ l---7^^4' 1 2 0 °Ctr 1 . 5 Bf F^l 

ti#L/^o ^^^ik. RiSm^-b^'T h5^L> ^mM^«IiT^*LN- t e r t -7' 

^;v-5- (5-T5^^^;v-2-ti°ue^;i') -1- V)\y) -iH-t'^v* 

3 K ( 1 . 0 6 g ) ^#/Co ^ (^T 5 ^ ^ ( 1 . 1 6 g) O 

V'!7UU :^ (50ml) v#^t^'^ h V Ji-^;i/T 5 > ( 0 . 5ml) h v t e r 

t h (0. 76 Og) ^inx. 3BtrBlTOL/^o RiS'WS^-Mffi 

^ ^^) -effi^L. N-tert - -zT^jV- 5 - [5 - ( t e r t - 7' h ^ v :^ ;v^i^^-;^) 
T 5 / ^ ^^V- 2 - U - 1 - ( 3 - 11° v;v) - 1 H - 7 V'- 

^^5. K (8 9 Omg, 6 5%) ^ 7 ■=& "7 r y?. i: LTtf/to 
[ 1 2 8 8] 

^ H-NMR (4 0 OMH z, CDCI3) 8 \ I . 45 (9H, s), 1. 49 (9H 
, s), 4. 31-4. 32 (2H, m), 5. 06 (IH, br s), 6. 85 (1 
H, br s), 7. 21 (IH, s), 7. 34-7. 37 (IH, m), 7. 47 ( 
IH, d, J = 8. IHz), 7. 67-7. 69 (IH, m), 7. 72-7. 75 ( 
IH, m) , 8. 2 8 - 8. 3 4 (IH, m) , 8. 54 (IH, d, J = 2. 4Hz) 
, 8. 58-8. 60 (IH, m) . 

^CD t e r t ^^v5ff;^Jl^'-;^7 5 y ( 1 . 1 g) hlumM-^'^ ^ - 

)V (90ml) h ^fflV^T. 2 7 h |WI»co:^ft-eSM<b^% (9 8 0m, 90%) 

FAB-MSm/z : 3 5 1 (M+H) + . 
[ 1 2 8 9] 

[^M^n3 2] 5- (5 2 - tfV v;V) -N- ( 2 - "7 ;V :^ n - 1 , 1- 
>>~y ■?-;vj^-5^;v) -1- (3-ii°';v;V) - 1 H-i;°vy-;v- 3 5 K 
[ 1 2 9 0] 
[-fb 2 2 0 ] 




[12 9 1] 
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##f!l7 60 1- (3-tfuy;i/) -5- l5- [2- ( h U ^ ■5^>'V v V ;V) 
] -2-t:';v;V| - 1 H- tf 3 -:=^;>'V^'>m^^''^^^7"^^^ (0. 2 6 0 g 
) (7)jc^ y (10ml) RV^T- Vy'^Vuy^y (5ml) 'U^'S'i^^^^ ^UX- 1 N 
7Kmti- h (2. 00ml) ^Jn;i2 B^rem^ L/>:o KJ^mz 1 Nmm7}cv# 

m (2. oomi) ^m^fz^k. KBmmm^WL&TW^L'^^f^fzmmKmmmi 1 <D 

2 -r < y - 1 -y 2 - ^^)i'y°^^-^y^mi^ (0 . i 5 a g) > i-tiKn^ 

i^^yVh y TV-;i^ (o. i 2 2 g) . N- f-;v>^;VAT 5 K (1 5m 1 

) h U^f^^^T^ > (0. 2 8 0ml) 1 - (3-v^f- 

;VT5 y ^"nii";^) - 3 - J-f^;i':^;V5J^'i^'^ 5 F:^^:^ ( 0 . 1 5 3 g) 5B 

(s^m^^;i--^^-9->) -cfflmL. mm-it^m (o. 1 s 3 g, 75%) 

[ 1 2 9 2 ] 

^H-NMR(400MHz, CDCI3) d : 1. 50 (3H, s), 1. 50 (3H 
, s), 3. 27 (IH, s), 4. 54 (IH, s), 4. 66 (IH, s), 6. 8 
9 (IH, br s) , 7. 26 (IH, s), 7. 39 (IH, d d d , J = 8. 1, 
4. 8, 0. 7Hz), 7. 48 (IH, dd, J-8. 2, 1. OHz), 7. 75 ( 
IH, ddd, J = 8. 2, 2. 4, 1. 5Hz), 7. 81 (IH, dd, J = 8. 2 
, 2. IHz), 8. 50 (IH, dd, J=2. 2, 0. 7Hz), 8. 55-8. 5 
6 (IH, m), 8. 63 (IH, dd, J=4. 9, 1. 5Hz). 
ESI -MSm/z : 3 6 4 (M+H) ^ . 
[ 1 2 9 3 ] 

TOif!ll3 3] N- (2--7;v^n-i, 1 - y ^ f-;vj^f-;v) -5- (5-T-fef-;v 
- 2 - e u v;v) - 1 - ( 2 - 11 1; v;^) - 1 H - 7 y'- 3 - * 5 F 

[ 1 2 9 4] 
[<b2 2 1] 



o 




F 



[ 1 2 9 5] 

*MM13 2<^5- ( 5 2 - t: V v;V) -N-(2-7;V^n-l, 1- 
-:/y ■f-;^ji^;v) - i- (3 - ii°'J i^';^) - 1 H-tf9y''-;v-3 K (0 
. 1 2 0 g) fc«^z:7K#I (9 7. ■ 9mg) <7)7 5%^7KT-t h > (2ml) WlSt^ 
, mm ( 0 . 0 3 6 0 ml) ^tnx 2 HfPB^jjnitm-iJft Lf^o KlSvgt^ V n n y ^ 

^AiJ'O-Th^'^y^ - i^^^y-^'^m^^^^) X-mUL. MM^k-^t/ (6 4. 5mg 

,51%) ^T'^)vy r :^mi^tLxnfzo 

[1 2 9 6] 

1 H-NMR (4 0 OMH z, CDCI3) ^:i. 50 (3H, s). 1. 50 (3H 
, s). 2. 61 (3H, s), 4. 54 (IH, s), 4. 66 (IH, s), 6. 8 
9 (IH, br s), 7. 34 (IH, s), 7. 41 (IH, dd, J = 8. 1, 4 
. 9Hz) , 7. 64 (IH, d, J = 8. 3Hz), 7. 78 (IH, ddd, J = 8 
. 1, 2. 4, 1. 5Hz) , 8. 27 (IH, dd, J = 8. 3, 2. 2Hz), 8. 
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55 (IH, d, J = 2. 4Hz), 8. 64-8. 66 (IH, m), 8. 93 (IH 
, d, J==l. 7Hz). 
ESI -MSm/z : 3 8 2 (M + H) ^ . 
[ 1 2 9 71 

[mmmi3 4} i- (e-^? h^v-3-ii°v>^;v) -5- (2-lfUi^';V) -IH- 

[ 1 2 9 8] 
[<b 2 2 2 ] 




[ 1 2 9 9] 

##^J4coi- (6 h^v- 3 -li V -5- (2-t:Vv;W) -IH-tf^ 

3 (2 0 0 mg) N - T 5 ^ tf ^ V > (6 8mg) i:=^fflV^T 
. ^MflJ 1 t mm(7)ljmx-^M^\:^m (230rag, 89. 8%) LTtffCo 
[ 1 3 0 01 

^ H-NMR (400MHz, CDCI3) d l 1 . 40-1. 50 (2H, m), 1. 
7 5 - 1. 8 0 (4 H, m) , 2. 8 6 - 2. 9 5 (4 H, m) , 3. 96 (3H, s) 
, 6. 76 (IH, d, J = 8. 8Hz), 7. 20-7. 23 (IH, m), 7. 44 
(IH, d, ] = 7. 8Hz) , 7. 5 9 - 7. 7 2 (3 H, m) , 8. 12 (IH, d 
, J-2. 7Hz), 8. 46-8. 48 (IH, m). 
ESI -MSm/z : 3 7 9 (M+H) + . 

tfz. ±mUm^t^^(Dz^J:^^)l^:^~T)V'mMiZl . OUmM-^^ ^ (0. 6 m 

1) ^i)px.fftBH^^«soL. mm^t^m(^MmM. (isomg, 53%) *t#/So 

[13 0 11 

^ H-NMR (4 0 OMH z , DMSO-de) d I 1. 40-1. 50 C2H, m), 
3. 2 0- 3. 3 0 (4H, m) , 3 . 9 (3H, s) . 
E I -MSm/z : 3 7 8 (M+ ) . 
[ 1 3 0 2 1 

[^MM 135] 1- (6-^h^v-3-ii°'; ^^';v) - 5 - -7 1 H - 1£ 7 

[ 1 3 0 3] 
['fb 2 2 3 1 




[1 3 0 4] 

##M5<7)1- (6-^ h^v-3-tfV v;i^) - 5 1 H- t:7y~-;V- 
3-5^;V'-f?>M (3 0 Omg) tN-r ^ y i^y {1 0 2m g) t^m^^x^ mm 

m? t mmfDij'^xnmit^^^ ( 2 5 o m g , 55%) ^m^^t l-c#/co 

[ 1 3 0 5] 

^ H-NMR (400 MHz, CDCI3) 511. 40-1. 50 (2H, m), 1. 
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7 5 - 1. 8 5 (4 H, m) , 2. 8 0- 3. 0 0 (4 H, m) , 3. 95 (3H, s) 
, 6. 73 (IH, dd, J = 8. 8, 0. 7Hz), 7. 09 (1 H, s), 7. 20 
-7. 26 (2H, m) , 7. 3 0 - 7. 3 5 (2 H, m) , 7. 49 ( 1 H, dd, J 
= 8. 8, 2. 7Hz), 7. 65 (IH, s), 8. 13 (IH, bs). 
E I -MSm/z : 3 7 7 (M"^ ) . 
[ 1 3 0 6 ] 

[*M13 6] N- t e r t -r-5^;v- 5 - [5- iJ' >;^;i'*-;VT ^ ^ ) ^f-^v 
- 2 -li i; - 1 --7 ji-;^- l H- tf ^y-;^- 3 F 
[1 3 0 7] 
[^t 2 2 4 ] 




[ 1 3 0 8] 

Mitm 74(7)N-tert -y'^JV- 5 - ( 5 - T 5 7 ^ - 2 - If V v ^V) - 1 - 
y x. — )]/- 3 Jl^yi^^-^^ V (6 7mg) <7) v ^ n n > (5m 
1 ) Sa-eh u J^^;VT5 > (0. 0 2 8ml) >y?>;v*-;v^ni; F ( 

0. 0 18ml) *]!]nx. 1 6Bf^WL/Co KBimz^ ^ u u ^ ^ y ^M^^i&L 

-^t; (6 2mg. 7 5%) ^T-t;V-7 i: LT#/^o 
[ 1 3 0 9] 

1 H-NMR (400MHz, CDCls) d : 1. 48 (9H, s), 2. 95 (3H 
, s) , 4. 33 (2H, d, J = 6. 35Hz), 5. 32 (IH, t, J = 6. 35 
Hz), 6. 88 (IH, br s), 7. 13 (IH, s). 7. 25-7. 34 (3 
H, m) , 7. 3 6 - 7. 3 9 (3 H, m) . 7. 71 (1 H, dd, J = 8. 06, 2 
. 20Hz),8. 46(1H, br s). 
E I -MSm/z : 4 2 7 (M"^ ) . 
[13 10] 

IMmmi 3 7] N- t e r t-rf-;i'-5- [5- (p^ iJ' >;^;v*-;vT 5 y) 
-2-i:U>^;i/] -1- (3-tr';y;v) - i H-e^ v*-;v- 3 -:^?;v5}?de^5 K 

[13 11] 
[<b 2 2 5 ] 




[13 12] 

13 1 <7)N- t e r t --^^JV- 5- (5-757^ 2 - tf V -J}]^) - 1 

- (3 V S^";^) - 1 H-tf 9V"*-;V- 3 -*;V'53^'^-9-^ Fi^m:^ (70mg) (7)>?^ 
nnp« > (5ml) Mi^r- h Va^^;VT5 > (0. 070ml) tj^^^:^ 
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;V.i>-;i/i5'ny F (0. 0 14ml) 1 6WmUWLfzo KJ^L^m^. y^tP^uu 

) -tli^L. fIM-fb^i|^ (6 0mg. 8 8%) ^ T^;V7 r ;^ ^ LT#/io 
[13 13] 

^H-NMR(400MHz, CDCls) ^:1. 46 (9H, s), 2. 96 (3H 
, s), 4. 43 (2H, d, J = 6. 35Hz), 5. 32-5. 40 (IH, m), 
6. 85 (IH, br s), 7. 17 (IH, s), 7. 35-7. 39 (IH, m) 
, 7. 49 (IH, dd. J = 8. 0 6, 0. 4 9 Hz), 7. 7 6 - 7. 8 2 (2 H, 
m) , 8. 38 (IH, d, J = l. 47Hz), 8. 47 (IH, t, J = 0. 49H 
z) , 8. 58 (IH, dd, J = 4. 8 8, 1. 4 7 Hz). 
FAB-MSm/z : 429 (M + H) + . 
[13 14] 

[HMM 13 8] N - t e r t 5 - [5 - (T-fe^;VT 5 7) 2 - ^ 

-1- (3-tfVv^;i') - i H-if^ 3 f 

[13 15] 
[-fb 2 2 6 ] 




[13 16] 

•^W^] 13 1 <D^ - t e r t -■/^;V- 5 - (5 - T^ 7 2 - tf' ; v;V) - 1 

- (3-t°';v;v) - 1 H-li"^ 3 Kil^:^ (7 0mg) O^?^ 

nn^ ^ > ( 5 m 1 ) MS.tr h U j:.f-;UT 5 > ( 0 . 0 3 5 ml) iT-fe^;^ 

^ n i; K ( 0 . 0 17ml) ^iJDx. 1 6 Btf^l WL/co -^JH?TSt^> lY^hV ^ uu :^ ^ 

h fLfz^%^'^ V V :^ Yli'Wm ^u-^Y^^yy^ - (yt 9 y - - u u ^ y) X-^U 
MM'it'^^ (6 0mg, 9 6%) ^ T )\y y r :^ t Lxntzo 
[13 17] 

^ H-NMR (4 0 OMH z, CDCls) S : I. 49 (9H, s), 2. 04 (3H 
, s), 4. 43 (2H, d, J = 6. lOHz), 6. 25-6. 27 (IH, m), 
6. 85 (IH, br s), 7. 14 (IH, s), 7. 35-7. 39 (IH, m) 
, 7. 42 (IH, d, J = 8. 06Hz), 7. 68 (IH, dd, J = 8. 06, 2 
. 20Hz), 7. 73-7. 76 (IH, m), 8. 30 (IH, d, J = l. 95H 
z) , 8. 51 (IH, d, J = 2. 44Hz), 8. 59 (IH, dd, J=4. 88 
, 1 . 4 6 H z) . 

F AB-MSm/z : 3 9 3 (M+H)"^. 
[13 18] 

mmmi3 9'\ 16- [5- (N- t e r t -■7'-^;V:^f;V/N'^-f ;v) -2- (3-tfy 
v;v) - 2 H- 1: V 3 - 3 - 1: V v^;V7 

[13 19] 



mmm 2 0 0 5 
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Ut2 2 7] 




[ 1 3 2 0] 

niMM 1 3 1 ON- t e r t 5 - (5 -T^ / 2-\£') - 1 

- (3-li';v;V) - 1 H-li°9y'-;V-3 Ki^M:^ (70mg) <7)vi^ 
UU:^^y (5ml) 'mWUK. m.U.'^ b U ^^.'VT 5> (0. 070ml) t'iruu^ 
( 0 . 0 14ml) =lrSnx. 1 6 B#P4WLfCo -KJStW^c, tK^: v ^ n n ^ > ^ 

L. ^im<t:^% (5 5mg, 8 5%) ^ Jl'y r ^ t^LX^fZo 
[13 2 1] 

^ H-NMR (400 MHz, CDCI3) 8 \ 1 . 49 (9H, s), 3. 70 (3H 
, s), 4. 37 (2H, d, J = 6. lOHz), 5. 25-5. 30 (IH, m), 
6. 85 (IH, br s), 7. 20 (IH, s), 7. 35-7. 39 (IH, m) 
, 7. 46 (IH, d, J = 8. 06Hz) , 7. 6 8 - 7. 7 7 (2 H, m) , 8 . 3 
4 (IH, d, J = l. 71Hz), 8. 53 (IH, d, J = l. 46Hz), 8. 5 
9 (IH, dd, J=4. 88, 1. 47Hz). 
F AB-MSm/z : 4 0 9 (M+H)+. 
[ 1 3 2 2 ] 

{.^mm 14 0] N- t e r t -"^^^V- 5 - [5 - (v^' > ^5^ > ;V^'-;VT ^ / 
) p« 2 - tf V >^;v] - 1 -■7ji-;1'- 1 H-ii°9y*-;v- 3 5 K 
[ 1 3 2 3 ] 
[^k 2 2 8 ] 




[ 1 3 2 4] 

^»J7 4<^N- t e r t -:/f-JV-5- ( 5 - T 5 7 ^ 2 - tf V >^;V) -1- 

■7 ji— 1 H- tf^ 3 -iDl'-^^^ (50mg) cov^'ony^y (5m 

1 ) vMt^, Sf^^- b V ■^^^'^T 5 > (0 . 0 3 0ml) viJ' ^ 
nu K (1 9mg) ^Dnx. 2 B Lfco ^iSvSt^. ^ ^ 7 -;v=^^]nx. 1 0 ^F^M^t^t^ 

;V-^nn>J^;VA) -CfflmU. J^S^b^t^ (5 3mg, 8 3%) ^r^)l^y r ^ t LXW 

[ 1 3 2 5] 

1 H-NMR (4 0 OMH z, CDCI3) 8 : I. 48 (9H, s), 1. 50-1. 
90 (8H, m) , 2. 5 3 - 2. 6 2 (IH, m) , 4. 44 (2H, d, J = 6. 1 
OHz), 6. 25-6. 30 (IH, m), 6. 88 (IH, br s), 7. 12 ( 
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IH, s), 7. 19 (IH, d, J = 8. 06Hz), 7. 26-7. 37 (6 H, m 
), 7. 56 (IH. dd, J = 8. 06, 2. 20Hz), 8. 40 (IH, d, J = 
1 . 7 1 H z) . 

E I -MSm/z : 4 4 5 (M"^ ) . 
[ 1 3 2 61 

[*M19!ll4i] 16- [5- (N- t e r t -y^;^:^;v/-^--=&'f ;w) -2-7^-;V- 

[ 1 3 2 71 
[<t 2 2 9 1 



^MM 740N-tert - 5 - (5-T5y^ 2 - tf' J - 1 - 

■7j^ — ^V-lH-tf-^ V— ;v-3-:^;;V/i^'^-^^K (5 0mg) Ov^nnp<i^> (5m 
I) -mm^. MUX-VV^'f-^l^T^y (0. 0 3 0ml) i:^nn^'m-7j:.-;v (0. 0 

18ml) ^iju^2 BmmmmwLfzo stsrwi^. ^^'y-;v=^i}nx.i o:9-^4tm^> s 

^'nn*;Vi^) X^mUV. MMit^W (48mg, 7 0%) =lr T^;V-7 r LT#7^Co 
[ 1 3 2 9 1 

^H-NMR (400 MHz, CDCI3) S : 1. 48 (9H, s), 4. 45 (2H 
, d, J = 6. lOHz), 5. 75-5. 78 (IH, m), 6. 88 (IH, br 
s) , 7. 10-7. 40 (7H, m) , 7. 66 (IH, dd, J = 8. 06, 2. 2 
0 H z) , 8. 4 9 ( 1 H, b r s) . 
F AB-MSm/z : 4 7 0 (M+H) + . 
[1 3 3 01 

[^#feMl4 2] >- 4 -*;V53^'>W$ 16- [5- (N- t e r t -•7''-f-;V:^;V 

/^-^-f;i/) - 2 --7 j^-;v- 2 H- ti°9 V-;!^- 3 --f ;v] - 3 - tfU 
F 

[13 3 1] 
[<b 2 3 0 1 



^MM 7 4(DN- t e r t - 5- (5-T^y^^;V-2-tl'; v;V) - 1 - 

•7 ji^;^- 1 H- tf'7y-;v- 3 K (5 0mg) <Dv^nn^:?> (5m 
1 ) 7jc?tT-e h ';^-^;V7 5 > (0. 0 3 0ml) h n n^g^ 4 h n -7 

-;v (30mg) =^tjnx.3 o^rB^«^t^> ^x<%-T^;v^v > (o. 0 3 0ml) ^mx.m 




[1 3 2 81 




[ 1 3 3 21 
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mUL. mmit^'Ms (4 0mg, 6 0%) ^r^)\^yT^tLXWfZo 
[ 1 3 3 3 ] 

^H-NMR (400 MHz, CDCls) ^:1. 47 (9H, s), 3. 35-3. 
46 (4H, s) , 3. 6 5 - 3. 7 2 (4 H, m) , 4. 43 (2H, d, J = 5. 6 
2Hz), 5. 25-5. 32 (IH, m), 6. 88 (IH, br s), 7. 09 ( 
IH, s), 7. 18 (IH, d, J-8. 06Hz), 7. 20-7. 40 (5 H, m 
), 7. 61 (IH, d, J = 6. 35Hz). 8. 42 (IH, s). 
E I -MSm/z : 4 6 2 (M"^ ) . 
[ 1 3 3 41 

[*MfO 14 3] N - t e r t 1 -"7 5 - (5- ] [3 - (xh^t 

Kn - 2 H- li 9 4 --f ;v) -^v-fK] -2-t:';v;v) -iH-tfyV- 

)U- 3 -:^;V'i^'^"9-5 K 
[ 1 3 3 5] 
['fb 2 3 1 ] 




[ 1 3 3 6 ] 

mi^M 74(7)N-tert - 5 - (5-T^/^-?-;V-2-li°V v;^) - 1 - 

y 1 H- tf^y-;^- 3 -r^^Vjj^'^-y-^ K (5 0mg) (DZ>~^uuji^y (5m 

1 ) ^J^Ttr h V -xf^;VT^ > (0 . 0 3 0ml) t V uy 

(3 0mg) ^tnx.3 O^^F^m^f^. 7X<tT^>^t Kn-2H-li9>-4-^;V 
T^^ (0. 030ml) Bmm.WLfZo KJ^^m~. ^ ^ y 1 

- {^^ y~}l^-'J^uu^^y) X-mUL. mm^it^'^ (4 5mg, 6 6%) ^m^^T 
^jvyryst LX^fzo 
[ 1 3 3 7] 

1 H-NMR (4 0 OMH z, CDCls) ^:i. 49 (9H, s), 1. 67-1. 
92 (4H, s) , 3. 4 2 - 3. 4 8 (2 H. m) , 3. 7 5 - 3. 8 8 (IH, m) 
, 3. 91-3. 94 (2H, m) , 4. 39 (2H, d, J = 6. lOHz) , 5. 3 

5 (IH, d, J = 8. 06Hz), 6. 05 (IH, t. J = 6. lOHz), 6. 9 

6 (IH, s), 6. 96 (IH, d, J = 3. 17Hz), 7. 02 (IH, d, J = 
8. 06Hz), 7. 26-7. 28 (2H, m), 7. 35-7. 39 (3H, m), 
7. 37 (IH, dd, J= 6. 5 9, 2. 9 3 Hz), 8. 42 (IH, d, J = l. 

7 1 H z) . 

E I -MSm/z : 4 7 6 (M+ ) . 
[ 1 3 3 8] 

[|IM^fli4 4] 5- (5 -vry- 2 v;v) -i- (6 3 - tf v;v 

[1 3 3 9] 
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['fk 2 3 2 ] 




[ 1 3 4 0] 

7 5 O 5 - ( 5 - V T ^ - 2 - t° y V ;V) - 1 - (6-^^)l^-3-\iV 
- 1 H - tf 7 V- 3--^ ;V?J^">@t (1 5 0 m g ) h ^ V li;VT 5 > ( 4 7 m g ) 
h^fflv^T. 7 i: |WJ;it<7);^a-c11Mjt^tl (17 0mg, 9 2%) =Srll#i: L-C# 

[13 4 1] 

^ H-NMR (4 0 0MHz, CDCI3) §'.0. 89 (1/2X3H, d, J=6. 
59Hz), 0. 98 (1/2X3H, d, J=6. 84Hz), 2. 0 0 - 2. 2 0 ( 
IH, m) , 2. 63 (1/'2X3H, s) , 2. 63 (1/2X3H, s) , 3. 13 
(1/'2X3H, s), 3. 39 (1/2X3H, s), 3. 42 (1/2X2H, d, 
J = 7. 81Hz), 3. 70 (1/2X3H, d, J-=7. 57Hz), 7. 24 (1 
H, d, J = 8. 30Hz), 7. 29 (IH, d, J = 8. 06Hz), 7. 57-7 
. 64 (2H, m) , 7. 98-8. 01 (IH, m) , 8. 41 (IH, d, J=2. 
44Hz) , 8. 6 9 - 8. 7 0 (IH, m) . 
E I -MSm/z : 3 7 4 (M"^ ) . 
[ 1 3 4 2] 

[^MM14 5] 5- (5 ^ ^'l'- 2 -t: V v;^) -1- ( 6 - ^ •^^^V- 3 - tf 
V-J)i^) - 1 H-tr9v*-;i'-3 -:^7;v5j^':^^N-;^-g^;v-N-^ v/ntr;vT5 K 
[ 1 3 4 3 ] 
['fb 2 3 3 ] 



o 




[ 1 3 4 4] 

MMi4 4c>5- (5 -s^ry - 2 - - i- (6 -p^'^^;^- 3 V 

) - 1 H-tf^y"-;v-3 -:^;V5K>mN-^^;V-N--f VT'n tf;VT5 K (17 0m 

g) =^fflv^T. mmm2 1 tmm(D:}jm-rTmm^\:^m (i i omg, e i%) ^mi^ti. 

[ 1 3 4 5] 

^ H-NMR (4 0 OMH z, CDCI3) S : 0. 83 (1/2X3H, d, J=6. 
59Hz), 0. 90 (1/'2X3H, d, J = 6. 59Hz), 1. 9 5 - 2. 0 5 ( 
IH, m), 7. 30 (IH, d, J = 10. 99Hz), 7. 35 (IH, d, J = 8 
. 30Hz), 7. 60-7. 65 (2H, m), 7. 65-7. 70 (IH, m), 7 
. 84 (IH, d, J = 8. 30Hz), 8. 16 (IH, br s), 8. 28 (IH 
, dd, J=8. 30, 2. 20Hz), 8. 39-8. 41 (IH, m), 8. 84 ( 
IH, d, J = l. 95Hz). 
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E I -MSm/z : 3 9 2 (M"^ ) . 
[ 1 3 4 6] 

mmmi4 6i 5- (4-vTy7^-;v) -i - o-^^vj^i^) -iH-tr^v- 

##'^J2 4<^5- (4-vTy7i^;v) -1- (3-tfVS^';v) - 1 H- tf^ 

- 3 - (4 5 0 m g) hN-^ ■^;V^-9^;^T 5 > ( 1 2 0 m g) h ^fflV^T, 

^:lt^a 7 t IWHtf^^^'^-C-M^b-^t/ (5 0 0mg, 97%) ^T^^V^ r ^ LT#/Co 
[ 1 3 4 7] 

^ H-NMR (400 MHz, CDCls) d l 1. 24-1. 33 (3H, m), 3. 
13 (1/2X3H, s) , 3. 41 (1/2X3H. s), 3. 63 (1/2X3H, 
q, J = 7. 32Hz), 3. 84 (1/2X3H, q, J=6. 84Hz), 7. 02 
(IH, d, J = 8. 55Hz), 7. 35-7. 38 (3H, m), 7. 60-7. 6 
7 (3H, m) , 8. 5 5 - 8. 6 5 (2 H, m) . 
E I -MSm/z : 3 3 1 (M"^ ) . 
[ 1 3 4 8] 

Mfef!li4 7] 5- [4- >;^;v*-;vr 5 y ) ^ •^;V7 -l - (3- 

iiVv^v) - 1 H-tf ^V-;!^- 3 -:^/;^'i^">^N-j^^;i/-N-^^;^T< K 

[1 3 4 9] 
[<t2 3 4] 




[ 1 3 5 0 ] 

1) 5- (4 -T 5 y ^ -f-^v^ -1- (3-iiVv;i/) - 1 H- v'-;v- 3 

^Mf!ll4 6<^5- (4 -vTy7^^;l') -1- (3-t:°ye^;V) -IH-H^V- 

;V- 3 ->?7;Vxif >'^N-J^f^;v-N-^ ^^VT 5 F ( 5 0 0 m g) (D^ ^ J - )V (10m 

1) 'i^m^. i^Mm.7Km-u (2. 8mi) 1 1 o%^^°9v■i'A-^* (200m 

g) ^Jn^. 7X*^^T5B#FBm«^L/Co KfASm^tMML. amW*«J±T^* L# ^ 

-1- (3-tiVv;v) - 1 H- tfv v'-;i^- 3 -^^-'i/'i^'^mN-J^^f-^v-N-^ 
5^;VT5 F (2 7 Omg, 5 3%) ^ T^Jl^^^ r i: LTttfCo 
E I -MS (m/z) : 3 3 6 (M+ ) . 
[13 5 1] 

2 ) SS'fb'o"^^ 

±155- (4 -T5 y ^^;v-7i-;v) -1- (3-tfyv;i/) - m-^^v^-)^- 

3 - pf? ;i/4^^>MN-^-f-;^-N-^ f^;VT ^ F (2 7 0ing) h p< X .i^ — ^' n >; 
F ( 1 1 0 m g) t =^fflv>T. ^J&M 1 3 6 ^: IWI^O::^'^-^:^^^^'^® ( 1 4 1 m g , 4 
2%) =^T^;i/'7 r;^ LT#yto 

[ 1 3 5 2 ] 

1 H-NMR (400 MHz, CDCls) d : 1. 23-1. 32 (3H, m) , 2. 
92 (3H, s) , 3. 12 (1/2X3H, s) , 3. 40 (1/2X3H, s) , 3 
. 62 (1/2X3H, q. J=7. 08Hz), 3. 83 (1/2X3H, q, J = 7 
. 08Hz), 4. 32 (2H, d . J = 6. 35Hz), 5. 4 3 - 5. 5 0 (IH, 
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m), 6. 85 (1/2X1 H, s), 6. 88 (1/2X1H, s), 7. 19-7. 
36 (5H, m) , 7. 61-7. 65 (IH, m) , 8. 5 0 - 8. 5 5 (2 H, m) 

E 1 -MSm/z : 4 1 3 (M+ ) . 
[ 1 3 5 3] 

[^»J14 8] N- t e r t -y^;^- 5 - [4- {j^ i^ y 7.)l^^^=-)Vr ^ 
•7a:-;v] -1- (3-t:Vv;v) - lH-\^yy^-)\^- 3 -ti JV^i-^^^^ V 
I 1 3 5 4 ] 
['fl::2 3 5] 




[ 1 3 5 5] 

1) N - t e r t 5 - (4 - T 5 / ^ )Vy =. )V) - 1 - (3 - tfV 'J 

- 1 H- tf 9 3 - 5 F 

«M2 9 "7) 1 ) (7)N - t e r t 5 - ( 4 - v T ^ "7 ^ ^;^) - 1 - (3 - 

\£^)-J}V) - 1 H- 3 -5&;V/i?^^t5 K (4 9 5mg) IrffiV^T, ^i^-I^IJ 1 
4 7 <7> 1) tm^OU-mX-B- t e r t - rf-;^- 5 - ( 4 - T 5 / ^ f-;l^-7 - 
1- (3-K°';v;v) - 1 H- 3 K (435mg, 86%) 

FAB -MS (m/ z) : 3 5 0 (M+H) + . 
[ 1 3 5 6 ] 

2) 

t e r t 5 - (4 -T^ y ^ f-;v:7 -1- (3-li°Vv;^) - IH 

-t:9V^-;v-3 -75;;V4^~^-9-5 K (2 1 Omg) ^ y u ^) K (8 3 m 

g) h^m^^x^ mmmi 3 & tm^cD-jsmxmmit^m (i4irag, 54%) 

I 1 3 5 7] 

^H-NMR (400MHz, CDCls) d \ I . 49 (9H, s), 2. 93 (3H 
, s) , 4. 33 (2H, d, J = 5. 86Hz), 5. 11 (IH, t, J = 5. 86 
Hz), 6. 86 (IH, br s), 6. 99 (IH, d, J = 0. 73Hz), 7. 
18 (2H, d, J = 8. 06Hz), 7. 32-7. 35 (3H, m), 7. 65 (1 
H, d, J-8. 30Hz), 8. 53 (IH, d, J = 2. 44Hz), 8. 57 (l 
H, d, J =4. 6 4Hz) . 
E I -MSm/z : 4 2 7 (M+ ) . 
[ 1 3 5 8] 

[^ttMi4 9] 16- [5- (N- t e r t -■7''g^;vpi';v^^'^^ ;v) -2 - (3-1^°'; 
- 2 H-if^y-;^- 3 - 4 — ij )v^-^^yW.^^)'^^^ 

[ 1 3 5 9] 
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U\:2 3 61 




o 



jg. 
H 



N 



[1 3 6 0] 



14801) <7)tert - y'^P- 5 - (4-75^^ 7 ji -;^) - 1 - ( 
3_tfi;c;;v) - 1 H- 3 K (2 10mg) ^^nn^'g^^ 
(6 8mg) h^Jlv^T, !l 1 3 9 i: |Wi#0:^'^-e^M'fb^t? (9 2mg, 3 7 

%) ^T^)i^y r :^tLX%fzo 
[13 6 1] 

^H-NMR(400MHz, CDCls) ^11. 49 (9H, s), 3. 71 (3H 
, s) , 4. 38 (2H, d, J=6. lOHz) , 5. 0 5 - 5. 0 9 (IH, m) , 
6. 84 (IH, br s), 7. 01 (IH, s), 7. 16 (2H, d, J = 8. 3 
OHz), 7. 25 (2H, d, J = 8. 30Hz), 7. 31-7. 35 (IH, m) 
, 7. 63 (IH, d, J = 8. 06Hz), 8. 58-8. 60 (2H, m). 
E I -MSm/z : 4 0 7 (M+ ) . 
[ 1 3 6 2 ] 

[^i&Ml5 0] N- t e r t 5 - ( 5 - * ^V/-?^^ 2 - tf 

-1- (3-tfVv>';v) - i H-tf9 v--;v- 3 K 

[ 1 3 6 3 ] 
[<b2 3 7 ] 



7 7 <75 5 - ( 5 -*;v>'^-t-r ;vp<^;^^^'>- 2 - ti V v;v) -1- (3-tfV 
- 1 H- tf V 3 (o. 2 4 o g) 
;v (5ml) tTYy^Vriy^y (5ml) (DM^'Mm^. M^^tr 1 NiKMit^ h y 
^7mm (2. 0 0ml) ^iPx.3. 5H#Fh1WL/So KJS'^tw^C/c|l|#=^ML> # 
1 - t Kn^v-^>y' h V TV'-;^ (0. 2 2 0 g) cON, N-y^'^^W* 
;VA T ^ K (10ml) Mli^t::^ ^i^t? t e r t -■/■^;VT 5 > ( 0 . 3 8 0ml) t 
1- ( 3 - f^^l^T 5 y :7°n tf;v) - 3 - ^ 5 K:^^:^ (0. 2 7 6 g 

) 5 HFBlWLyio Mt;, -li Fn:3p-j/^>V'}. i; 7V--;i, (o. 

2 2 0 g) , t e r t -r^;^T5 ^ (0. 380ml) . 1- (3-v^^;VT^y7° 
ntf;V) - 3 -J^^;v?!?;V.i?>>M 5 mm:^ (0. 2 7 6 g) 25:rfN, N- i/'^ ^;^'i^;^ 
A T 5 K ( 1 0 m 1 ) ^inx.. 6 0 "Ctr 6 . 5 B#rBl«^iiLf^o Rj^:>m-J#*yJtJ£ 

^nn;>{^>) -eW^Ls ^a^t-^i^ (0. 1 0 1 g, 3 9%) LT#fco Mt^ 

. ^\i(Dm<Dm^i^ ^mm i s i t e r t -y^}^^ M-^^ntzo 




[ 1 3 6 4] 



miiE# 2005-3026716 



#11 2004-321117 



: 206/ 



[ 1 3 6 5] 

^H-NMR (CDCls) ^:i. 49 (9H, s), 4. 54 (2H, s), 5. 6 
2(1H, br s),6. 45(1H, br s),6. 84(1H, br s),7 
. 18 (IH, s), 7. 25-7. 29 (IH, m), 7. 39 (IH, dd, J = 8 
. 2, 4. 8Hz), 7. 50 (IH, d, J = 8. 8Hz), 7. 78 (IH, ddd 
, J = 8. 1, 2. 4, 1. 7Hz) , 8. 18 (IH, d, J = 2. 7Hz), 8. 5 
1 (IH, br s), 8. 60 (IH, d, J=4. 4Hz). 
E S I -MSm/'z 13 9 5 (M+H) ^ . 
[1 3 6 6] 

imMM 151] N-ter t 5 - [5 - (N-tert - 

4 )v^^)V^^-y-2-\^')V)-\y'\ -1- (3-trvv;v) - 1 H-t:'7y'-;v-3 

[ 1 3 6 7] 
[^k 2 3 8 ] 




[ 1 3 6 8] 

mnm^\(Dm6y ^ . mmit^m (93. 6mg, 31%) -^mwtA^xmzo 

[ 1 3 6 9] 

^ H-NMR (4 0 OMH z, CDCls) S : I . 41 (9H, s), 1. 49 (9H 
, s), 4. 40 (2H, s), 6. 23 (IH, br s), 6. 84 (IH, br 
s), 7. 17 (IH, s), 7. 24-7. 27 (IH, m), 7. 37 (IH, dd 
, J=8. 1, 4. 9Hz), 7. 49 (IH, d, J=8. 5Hz), 7. 75-7. 
79 (IH, m), 8. 16 (IH, d, J = 2. 9Hz), 8. 51 (IH, br s 
) , 8. 6 0 (1 H, d, J =4. 4 H z) . 
E S I -MSm/z : 4 5 1 (M+H)+. 
[ 1 3 7 0] 

[^»J15 2] N- (2 -li Kndf^v- 1 , I - V ^ )V jl.-^ )V) - 5- (5-^^;^ 
-2-\£^)VJv) -1- (3-tfvy;v) - 1 H- tr^y-;^- 3 K 
[13 7 1] 
['ft 2 3 9 ] 




[ 1 3 7 2] 

###0 3 7 0 5- (5 2 v^v) -1- (3-trvv;v) -lH-tf9 
y*-;v- 3 ( 1 5 0 m g) i: 2 -r 5 y - 2 l -7'^/^v -;v ( 

52mg) t^m^^x. mmmi hmm(^'^'^-^Mmit^m (i25mg, 66%) 

ffliE# 2005-3026716 



#JM 2004-321117 



^-i^^ : 207/ 



[ 1 3 7 3] 

^H-NMR (400 MHz, CDCls) 43 (6H, s), 2. 34 (3H 

, s), 3. 56 (2H, d, J = 6. 35Hz), 4. 80-4. 90 (IH, m), 
7. 04 (IH, br s) , 7. 20 (1 H. s) , 7. 3 5 - 7. 3 9 (2 H, m) 
, 7. 53-7. 56 (IH, m), 7. 74-7. 77 (IH, m), 8. 27 (IH 
, d, J = l. 47Hz), 8. 53-8. 60 (IH, m), 6. 61 (IH, d, J 
= 0. 9 8 H z) . 
E I -MSm/z 13 5 1 (M+ ) . 
[1 3 7 4] 

ML, 1 8 0 gtrl O^mi&^L^LX^lhLybnm (PRP) i^mhfzo ±m<OPRF 

=£r^M, T;i=^ 1 6 0 0 gT' 1 o^m^'t-\^x±mo^MyhmM.m (p p p) ^^ml 
p R p 2 0 0 1 Kmmmit^^<Dmm i ^ i ^^n^-^ s 7 °c-e 2 ^pBmef^> 9 

2 1 =^r^JnLTJ&/hM*=&lf;^aL/io JliL/hM*^(± P AM- 1 2 C (S S R 

j^yv'-Tu *fflv^-cpj^L/co p p po^^iw^ 1 0 0 %ii*{it^ L. m-Mm 

[ 1 3 7 5 ] 

[f!imf!l2] n:t^-><>"-^-^f- 1 (COX-1) RZ/'y ^ u ^^z^n--^- 2 ( 

COX- 2) la^i^ffl 
^JifHt-^^fTjCOX- i:S.?/COX-2|5E#ffitt<7)ili56ir{i, Cayman Che 

mical Comv &nY<DC0Xm.^m>^^')~~y^T^y't4^-j V {iJ^u^m 

-^560101, 560121) ^m^^fzo 

m^m^'K^^'Mmwi. T7^K>m> snci2> ^lAmMm.. i9cwm.ww.. 

Vuy^j^Vyyvy (PG) -=-y -^fE 1 Km^Wi. p gt.;^ >; -^>'^*T-b^;v 

3 V >jc;x.7^7--t? (AchE) , hV-^f- (^^.^HHRP n^v?:^^- h) , PG 
i; - - >^'E I AjjLliilvt^ffl^L/co 

(1) C OX- 1 XliC OX- 2 J: ^ P G Fa a co^^ 

«^a^k^% (5 0/^M) 2g.U^X0X- iXiiCOX- 2 ^^trRJS^t^S 7'C-ei 0 
^F^i^Sf*> T7^F>'mi 0;« l=^tin£T3 7'C-e2^rai^fiL/^o 1 N-^ 

m5 0^ 1 ^nkXWJ^^^Witl^fz^ik. S nC 12»1 0 0;« 1 =^tnxT5^r^^ 

(2) EL I SAtCJ;^PGF2aC0^fi 

I g G-err-x'f ^^^l/; 9 6;^: -TV - h<^#'^ j:.;vir^ifiL 

Vt ('t'-if^-^P GF2 a*iL#) 5 0 ;u 1 ^Snx/im, ±iacop G F2 « 2 0 0 

O^tC^fXL/cvt^t 5 0 ^ K A c h E h V-^- 5 0 1 ^JUI^^&nxTS^^t: 1 8B#Fb1 
»®L/co 5 iaY5fe?#-L-CMf!l<7)A c h E h V-^t-^P^*m. -^^ 

(El 1 ma n) I^C^ 2 0 0 1 =^-»L/>:o 6 0 ^f^^Bf ^t::#S L/t^. 4 0 5 
nm-e«JK=lriaiJSL/v:o 

(3) ^MMfh^tJ<:oia«vSt4(0»tB 

PG;^^';-^>^'E I A«m?t^fflV^T|imffifI*#i^L. ±|S<75B^jfe;g;&^P,PGF 
2 « om^»=^^i67to ^Jil^lKb'&t/ 5 0 /zMtCjolt^ C ox- lXfiCOX-2<7)Pl 
*^^#tBL/3o Itr^tr^l tc^i-o 

5£i3. Pl#^(7)#ait'*5v^r{±. ^MM^b^ii?^-^* ^v^;^)S?S=lrfflv^T#fcPGF2 
a co0^i=^ 1 0 0%t Lfwo 
[ 1 3 7 61 
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I Cbo (mM) 


5 0 /xMt^I^tTS 
COX — 1 IMStf 


r* r\ . . TV A* ) -s- ) ^ ^ 

5 0 AlMfrv-feirjo 
C O X — 2 mWrP- 


4 


0. 12 


— 1 • 5 


— 1 . 9 


8 


0. 0 18 


— 3 . 3 


3 . 9 


1 3 


0 . 0 18 


13. 9 


9 . ^ 


1 5 


0 . 0 2 9 


3 9. 5 


6 . 9 


2 2 


0 . 2 1 


0 . 8 


4 . 2 


2 5 


0 . 0 18 


4. 7 


o o 


2 6 


0 . 0 6 5 


5 . 5 


8 . 2 


2 8 


0. 0 0 8 9 


5. 4 


7 . 6 


4 0 


0. 0 6 5 


7 2 


14. 8 


4 4 


0. 14 


4. 3 


3 . 6 


4 8 


0. 19 


3 . 6 


8 , 7 


5 6 


0. 0 9 2 


— 1 . 2 


— 1 . 7 


6 5 


0. 0 2 


11, 6 


— 1 . 6 


7 1 


0.0 2 3 1 


7 . 9 


NT T 

T. 


7 4 


0. 17 


3 8. 8 


N. T. 


8 5 


0. 0 5 4 


N. T. 


R L 


9 5 


0.16 


- 9 . 1 


N. T. 


9 8 


0. 0 4 3 


— 20. 4 


N. T. 


113 


0.15 


— 2. 8 


N. T. 


116 


0. 0 2 


N. T- 


N. T. 


12 2 


0 . 1 


IN. 1. 


N T 


13 2 


0. 0 3 2 


N. T. 


N.T. 


13 7 


0. 2 3 


- 5. 1 


N.T. 


13 8 


0. 16 


0. 7 


N.T. 


13 9 


0. 0 7 1 


- 2 5. 8 


N.T. 


15 2 


0. 11 


-8. 7 


N.T. 



[ 1 3 7 71 
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-iS^ (I) 

Kb 11 



0 




&i^L. Rl{±. IS^Tv'^v^, :^?;v>K#^>;v*. l&mTJV^J^ v:*;^*'-;^*^ 1^ 
ft, 1 ^> L < {i 2'f®(7)-gmft*^1-^ i <!: ^jab'ST 5 y 1 L < t± 2 '[gom^ltft^* 
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50401885410 

tB^f ^Sea an 7 6 6 9 

#j^H ¥^16^12^ 8B 
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1/E 
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1 0^ 
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